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# 1

1

sl WS R? R? A m 4%
1-1 ¢c—Pr SCF, CH 0
1-2 ¢c—Pr SCF, CH 1
1-3 ¢c—Pr SCF; CH 2
1-4 ¢c—Pr CF, CH 0
1-5 c—Pr CF, CH 1
1-6 c—Pr CF; CH 2
1-7 c—Pr CF,CF, CH 0
1-8 c—Pr CF,CF, CH 1
1-9 c—Pr CF,CF, CH 2
1-10 c—Pr SCF; N 0
1-11 c—Pr SCF; N 1
1-12 c—Pr SCF, N 2
1-13 c—Pr CF, N 0
1-14 c—Pr CF, N 1
1-15 c—Pr CF, N 2 NMR
1-16 c—Pr CF,CF, N 0 NMR
1-17 c—Pr CF,CF, N 1
1-18 c—Pr CF,CF, N 2 NMR

[0231]
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#* 2
I 10of o[o{A
stgtE S R? R? A m AR

1-19 SMe SCF; CH 0

1-20 SMe SCF; CH 1

1-21 SMe SCF, CH 2

1-22 SMe CF,; CH 0

1-23 SMe CF; CH 1

1-24 SMe CF; CH 2

1-25 SMe CF,CF; CH 0

1-26 SMe CF,CF, CH 1

1-27 SMe CF,CF; CH 2

1-28 SMe SCF; N 0

1-29 SMe SCF; N 1

1-30 SMe SCF; N 2

1-31 SMe CF; N 0

1-32 SMe CF; N 1

1-33 SMe CF, N 2

1-34 SMe CF,CF, N 0

1-35 SMe CF,CF, N 1

[0232] 1-36 SMe CF,CF, N 2

# 3
I 10]| ojo{A
SigtE WS R? R? A m MR
1-37 ¢—Bu SCF; N 0
1-38 c¢—Bu SCF, N 1
1-39 ¢—Bu SCF; N 2
1-40 ¢—Bu CF, N 0
1-41 c¢—Bu CF, N 1
1-42 ¢—Bu CF, N 2
1-43 c—Pen SCF; N 0
1-44 c¢—Pen SCF, N 1
1-45 c—Pen SCF; N 2
1-46 c—Pen CF, N 0
1-47 c—Pen CF, N 1
1-48 c—Pen CF, N 2
[0233]
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[0234]
#* 4
B2
sigtE S R? R A m =4 X

2-1 c—Pr SCF, CH 0

2-2 c—Pr SCF, CH 1

2-3 c—Pr SCF, CH 2

2-4 c—Pr CF, CH 0

2-5 c—Pr CF, CH 1

2-6 c—Pr CF; CH 2

2-7 c—Pr CF,CF, CH 0

2-8 c—Pr CF.CF, CH 1

2-9 c—Pr CF,.CF, CH 2

2-10 c—Pr SCF, N 0

2-11 c—Pr SCF; N 1

2-12 c—Pr SCF, N 2

2-13 c—Pr CF, N 0

2-14 c—Pr CF; N 1

2-15 c—Pr CF, N 2 169-173
2-16 c—Pr CF,CF, N 0

2-17 c—Pr CF.CF, N

2-18 c—Pr CF.CF, N 2

[0235]
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# b5
E 20 0|0{A
SietE S R? R® A m =84
2-19 SMe SCF, CH 0
2-20 SMe SCF, CH 1
2-21 SMe SCF, CH 2
2-22 SMe CF, CH 0
2-23 SMe CF, CH 1
2-24 SMe CF, CH 2
2-25 SMe CF,CF; CH 0
2-26 SMe CF,CF, CH 1
2-27 SMe CF,CF, CH 2
2-28 SMe SCF; N 0
2-29 SMe SCF, N 1
2-30 SMe SCF, N 2
2-31 SMe CF, N 0
2-32 SMe CF, N 1
2-33 SMe CF; N 2
2-34 SMe CF,CF, N 0
2-35 SMe CF,CF; N 1
[0236] 2-36 SMe CF,CF, N 2
# 6
I 20 0]0{Ad
Bl3HE WS R? R® A m E4%
2-37 c¢—Bu SCF; N 0
2-38 c—Bu SCF; N 1
2-39 c—Bu SCF, N 2
2-40 ¢—Bu CF, N 0
2-41 c¢—Bu CF, N 1
2-42 c—Bu CF, N 2
2-43 c—Pen SCF; N 0
2-44 c¢—Pen SCF, N 1
2-45 c—Pen SCF, N 2
2-46 c—Pen CF, N 0
2-47 ¢—Pen CF, N 1
2-48 c¢—Pen CF, N 2

[0237]
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— N R
Rz@ T ao
[0238] A 07N
X7
=3
SigtE HS R? R? A m EM x|

3-1 c—Pr SCF, CH 0

3-2 c—Pr SCF, CH 1

3-3 ¢—Pr SCF, CH 2

3-4 ¢—Pr CF, CH 0

3-5 ¢—Pr CF, CH 1

3-6 c¢—Pr CF, CH 2

3-7 ¢—Pr CF,CF, CH 0

3-8 ¢—Pr CF,CF, CH 1

3-9 ¢—Pr CF,CF, CH 2

3-10 ¢—Pr SCF, N 0

3-11 ¢—Pr SCF, N 1

3-12 ¢—Pr SCF, N 2

3-13 ¢—Pr CF, N 0 NMR
3-14 c—Pr CF, N 1

3-15 ¢—Pr CF, N 2 140-141
3-16 ¢—Pr CF,CF, N 0

3-17 c—Pr CF,CF, N 1

3-18 c—Pr CF,CF, N 2

[0239]
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F 301 0]0{A

SIEE WS R? R® A m EMR
3-19 SMe SCF; CH 0
3-20 SMe SCF, CH 1
3-21 SMe SCF; CH 2
3-22 SMe CF, CH 0
3-23 SMe CF, CH 1
3-24 SMe CF, CH 2
3-25 SMe CF,CF, CH 0
3-26 SMe CF,CF, CH 1
3-27 SMe CF,CF, CH 2
3-28 SMe SCF, N 0
3-29 SMe SCF, N 1
3-30 SMe SCF, N 2
3-31 SMe CF, N 0
3-32 SMe CF; N 1
3-33 SMe CF; N 2
3-34 SMe CF,CF, N 0
3-35 SMe CF,CF, N 1
3-36 SMe CF,CF; N 2

[0240]
#9

I 301 0]o{A

BietE HS R? R® A m MR
3-37 ¢—Bu SCF, N 0
3-38 ¢—Bu SCF; N 1
3-39 ¢—Bu SCF; N 2
3-40 c¢—Bu CF, N 0
3-41 c¢—Bu CF, N 1
3-42 ¢—Bu CF, N 2
3-43 c—Pen SCF, N 0
3-44 c—Pen SCF, N 1
3-45 c¢—Pen SCF, N 2
3-46 c—Pen CF, N 0
3-47 c¢—Pen CF, N 1
3-48 ¢—Pen CF, N 2

[0241]
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3% 10
HA4
sigtE WS R? R® A m -k
4-1 c—Pr SCF, CH 0
4-2 c—Pr SCF; CH 1
4-3 c—Pr SCF, CH 2
4-4 c—Pr CF, CH 0
4-5 c—Pr CF; CH 1
4-6 c—Pr CF; CH 2
4-7 c—Pr CF,CF; CH 0
4-8 c—Pr CF,CF, CH 1
4-9 ¢—Pr CF,CF; CH 2
4-10 c—Pr SCF; N 0
4-11 c¢c—Pr SCF; N 1
4-12 c—Pr SCF; N 2
4-13 c—Pr CF, N 0
4-14 c—Pr CF, N 1
4-15 c—Pr CF, N 2
4-16 c—Pr CF,CF, N 0
4-17 c—Pr CF,CF; N 1
4-18 c¢c—Pr CF,CF, N 2
[0243]
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3% 11
H 40f 0]0{A
sigtE Hs R R® A m =4 X
4-19 SMe SCF, CH 0
4-20 SMe SCF; CH 1
4-21 SMe SCF; CH 2
4-22 SMe CF, CH 0
4-23 SMe CF, CH 1
4-24 SMe CF, CH 2
4-25 SMe CF,CF; CH 0
4-26 SMe CF,CF; CH 1
4-27 SMe CF,CF; CH 2
4-28 SMe SCF; N 0
4-29 SMe SCF, N 1
4-30 SMe SCF; N 2
4-31 SMe CF, N 0
4-32 SMe CF, N 1
4-33 SMe CF, N 2
4-34 SMe CF,CF; N 0
4-35 SMe CF,CF; N 1
4-36 SMe CF,CF; N 2
[0244]
F 12
I 401 0|0fM
SletE WS R? R® A m =k
4-37 c¢—Bu SCF, N 0
4-38 c—Bu SCF, N 1
4-39 c¢—Bu SCF; N 2
4-40 c¢—Bu CF; N 0
4-41 c¢—Bu CF, N 1
4-42 c¢—Bu CF, N 2
4-43 c¢—Pen SCF, N 0
4-44 c¢—Pen SCF, N 1
4-45 c—Pen SCF, N 2
4-46 c—Pen CF, N 0
4-47 c—Pen CF; N 1
4-48 c—Pen CF, N 2
[0245]
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914 13

[0246]
2F 13
.5
SlgtE HE R? R® A m =R

5-1 c—Pr SCF, CH 0
5-2 c—Pr SCF; CH 1
5-3 c—Pr SCF; CH 2
5-4 c—Pr CF; CH 0
5-5 c—Pr CF, CH 1
5-6 c—Pr CF, CH 2
5-7 c—Pr CF,CF; CH 0
5-8 c—Pr CF,CF, CH 1
5-9 c—Pr CF,CF, CH 2
5-10 c—Pr SCF, N 0
5-11 c—Pr SCF, N 1
5-12 c—Pr SCF, N 2
5-13 c—Pr CF; N 0 177-178
5-14 c—Pr CF; N 1
5-15 c—Pr CF, N 2 140-141
5-16 c—Pr CF,CF, N 0
5-17 c—Pr CF,CF, N 1

[0247] 5-18 c—Pr CF,CF, N 2
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F 14
I 501 0]0{A

SigtE WS R? R? A m 24
5-19 SMe SCF, CH 0
5-20 SMe SCF; CH 1
5-21 SMe SCF, CH 2
5-22 SMe CF, CH 0
5-23 SMe CF; CH 1
5-24 SMe CF, CH 2
5-25 SMe CF,CF, CH 0
5-26 SMe CF,CF, CH 1
5-27 SMe CF,CF, CH 2
5-28 SMe SCF, N 0
5-29 SMe SCF; N 1
5-30 SMe SCF, N 2
5-31 SMe CF, N 0
5-32 SMe CF, N 1
5-33 SMe CF, N 2
5-34 SMe CF,CF; N 0
5-35 SMe CF,CF, N 1
5-36 SMe CF,CF, N 2

[0248]
Z 15

F 50 o]o{A

sletE HS R? R® A m 4|
5-37 ¢—Bu SCF, N 0
5-38 ¢—Bu SCF, N 1
5-39 ¢—Bu SCF, N 2
5-40 ¢—Bu CF, N 0
-4 ¢—Bu CF, N 1
5-42 ¢—Bu CF, N 2
5-43 c¢—Pen SCF; N 0
5-44 c¢—Pen SCF, N 1
5-45 c¢—Pen SCF, N 2
5-46 ¢—Pen CF, N 0
5-47 c¢—Pen CF, N 1

[0249] 5-48 c—Pen CF, N 2
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[0250]

F 16
H6
sigtE Hs R? R? A m =4
6-1 c—Pr SCF; CH 0
6-2 c—Pr SCF; CH 1
6-3 c—Pr SCF; CH 2
6-4 c—Pr CF, CH 0
6-5 c—Pr CF; CH 1
6-6 c—Pr CF, CH 2
6-7 c—Pr CF,CF, CH 0
6-8 c—Pr CF,CF; CH 1
6-9 c—Pr CF,CF, CH 2
6-10 c—Pr SCF, N 0
6-11 ¢c—Pr SCF, N 1
6-12 c—Pr SCF; N 2
6-13 c—Pr CF, N 0
6-14 c—Pr CF, N 1
6-15 c—Pr CF, N 2
6-16 c—Pr CF,CF; N 0
6-17 c—Pr CF,CF, N 1
6-18 c—Pr CF,CF, N 2

[0251]
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¥ 17
I 60l 0|0{AM
slgE He R R® A m Exck|
6-19 SMe SCF, CH 0
6-20 SMe SCF, CH 1
6-21 SMe SCF, CH 2
6-22 SMe CF; CH 0
6-23 SMe CF; CH 1
6-24 SMe CF; CH 2
6-25 SMe CF,CF, CH 0
6-26 SMe CF,CF, CH 1
6-27 SMe CF,CF, CH 2
6-28 SMe SCF, N 0
6-29 SMe SCF, N i
6-30 SMe SCF, N 2
6-31 SMe CF, N 0
6-32 SMe CF, N 1
6-33 SMe CF, N 2
6-34 SMe CF,CF, N 0
6-35 SMe CF,CF, N 1
6-36 SMe CF,CF, N 2
[0252]
2F 18
I 601 0|01
BlgtE HE R? R® A m =4

6-37 c¢—Bu SCF, N 0

6-38 ¢—Bu SCF; N 1

6-39 c—Bu SCF, N 2

6-40 ¢—Bu CF, N 0

6-41 ¢—Bu CF, N 1

6-42 c¢—Bu CF, N 2

6-43 c¢—Pen SCF; N 0

6-44 c¢—Pen SCF, N 1

6-45 c¢—Pen SCF, N 2

6-46 ¢—Pen CF, N 0

6-47 c¢—Pen CF, N 1

6-48 c—Pen CF, N 2

[0253]
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[0254] /
* 19

®7

sate S R? R3 A m 24
7-1 c—Pr SCF; CH 0
7-2 c—Pr SCF; CH 1
7-3 c—Pr SCF; CH 2
7-4 c—Pr CF; CH 0
7-5 c—Pr CF, CH 1
7-6 ¢—Pr CF; CH 2
7-1 c—Pr CF,CF; CH 0
7-8 c—Pr CF,CF, CH 1
7-9 c¢—Pr CF,CF, CH 2
7-10 c—Pr SCF; N 0
7-11 c—Pr SCF; N 1
7-12 ¢—Pr SCF; N 2
7-13 c—Pr CF, N 0 NMR
7-14 c—Pr CF, N 1 192-193
7-15 c—Pr CF, N 2 88-90
7-16 c—Pr CF,CF; N 0
7-17 c—Pr CF,CF, N 1
7-18 c—Pr CF,CF; N 2

[0255]
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F 70f 0]0{M
31gHE WS R? R A m B4
7-19 SMe SCF, CH 0
7-20 SMe SCF, CH 1
7-21 SMe SCF, CH 2
7-22 SMe CF, CH 0
7-23 SMe CF, CH 1
7-24 SMe CF, CH 2
7-25 SMe CF,CF, CH 0
7-26 SMe CF,CF, CH 1
7-27 SMe CF,CF, CH 2
7-28 SMe SCF, N 0
7-29 SMe SCF, N 1
7-30 SMe SCF, N 2
7-31 SMe CF, N 0
7-32 SMe CF, N 1
7-33 SMe CF, N 2
7-34 SMe CF,CF, N 0
7-35 SMe CF,CF, N 1
7-36 SMe CF,CF, N 2

[0256]

— N R?
R? N\ / ¢ (1-h)
[0257] A O
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3% 21
(8
SlEHE S R? R? A m 24X

8-1 c—Pr SCF; CH 0

8-2 ¢—Pr SCF; CH 1

8-3 c—Pr SCF; CH 2

8-4 c—Pr CF, CH 0

8-5 c—Pr CF, CH 1

8-6 c—Pr CF, CH 2

8-7 c—Pr CF,CF, CH 0

8-8 c—Pr CF,CF; CH 1

8-9 c—Pr CF,CF; CH 2

8-10 c—Pr SCF; N 0 128.6-133.6
8-11 c—Pr SCF, N 1

8-12 c—Pr SCF; N 2 118.4-121.4
8-13 c—Pr CF, N 0

8-14 c—Pr CF, N 1

8-15 c—Pr CF, N 2 NMR
8-16 c—Pr CF,CF; N 0 135.7-137.0
8-17 c—Pr CF,CF, N 1

8-18 c—Pr CF,CF, N 2 131.4-132.6

[0258]
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£ 22
E 80l 0|0{A
3lEE HE R R A m 247

8-19 SMe SCF, CH 0

8-20 SMe SCF; CH
8-21 SMe SCF, CH 2
8-22 SMe CF; CH 0
8-23 SMe CF; CH 1
8-24 SMe CF, CH 2
8-25 SMe CF,CF, CH 0
8-26 SMe CF,CF; CH 1
8-27 SMe CF,CF, CH 2
8-28 SMe SCF; N 0
8-29 SMe SCF; N 1
8-30 SMe SCF; N 2
8-31 SMe CF, N 0
8-32 SMe CF; N 1
8-33 SMe CF; N 2
8-34 SMe CF,CF; N 0
8-35 SMe CF,CF, N 1
[0259] 8-36 SMe CF,CF; N 2

3£ 23
I 8ol olofA
SHEHE #S R? R® A m =M%

8-37 ¢—Bu SCF, N 0
8-38 c¢—Bu SCF, N 1
8-39 c¢—Bu SCF, N 2
8-40 c¢—Bu CF, N 0
8-41 ¢—Bu CF, N 1
8-42 c—Bu CF, N 2
8-43 c¢c—Pen SCF, N 0
8-44 c¢—Pen SCF, N 1
8-45 c—Pen SCF, N 2
8-46 ¢c—Pen CF, N 0
8-47 c¢—Pen CF, N 1
[0260] 8-48 c¢—Pen CF; N 2
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SetE HE R? R® A m 247
9-1 c—Pr SCF; CH 0
9-2 c—Pr SCF; CH
9-3 c—Pr SCF, CH 2
9-4 c—Pr CF; CH 0
9-5 c—Pr CF; CH 1
9-6 c—Pr CF, CH 2
9-7 c—Pr CF,CF, CH 0
9-8 c—Pr CF,CF, CH 1
9-9 c—Pr CF,CF, CH 2
9-10 c—Pr SCF; N 0 148-149
9-11 c—Pr SCF, N 1
9-12 c—Pr SCF; N 2 198-199
9-13 c—Pr CF, N 0
9-14 c—Pr CF; N 1
9-15 c—Pr CF; N 2
9-16 c—Pr CF,CF, N 0
9-17 c—Pr CF,CF, N 1
[0262] 9-18 c—Pr CF.CF, N 2
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9-19 SMe SCF, CH 0
9-20 SMe SCF, CH 1
9-21 SMe SCF, CH 2
9-22 SMe CF, CH 0
9-23 SMe CF, CH 1
9-24 SMe CF, CH 2
9-25 SMe CF,CF, CH 0
9-26 SMe CF,CF, CH 1
9-27 SMe CF,CF, CH 2
9-28 SMe SCF, N 0
9-29 SMe SCF, N 1
9-30 SMe SCF, N 2
9-31 SMe CF, N 0
9-32 SMe CF, N 1
9-33 SMe CF, N 2
9-34 SMe CF,CF, N 0
9-35 SMe CF,CF, N 1
[0263] 9-36 SMe CF,CF, N 2
% 26
BlIBEHS "H-NMR | 0] €
15 8.74(d, 2H), 8.28(d, 1H), 8.07(d,1H), 3.85(s, 3H), 3.79(dd, 2H), 2.17-2.09(m, 1H),
1.34(t, 3H), 1.31-1.24(m, 2H), 0.98-0.94(m, 2H)
16 8.65(d, 1H), 8.35(d, 1H), 8.28(d,1H), 7.40(d, 1H), 4.02(s, 3H), 2.95(dd, 2H),
2.02-1.97(m, 1H), 1.31(t, 3H), 1.18-1.13(m, 2H), 0.92-0.85(m, 2H)
-1 8.74(d, 1H), 8.69(d, 1H), 8.26(d,1H), 8.07(d, 1H), 3.85(s, 3H), 3.80(dd, 2H),
2.17-2.09(m, 1H), 1.35(t, 3H), 1.31-1.25(m, 2H), 0.99-0.94(m, 2H)
8.71-8.72 (d,1H), 8.42-8.43(d,1H), 8.34-8.35 (d,1H), 7.37-7.38 (d,1H),
3-13 3.04-3.06(q,2H), 1.98-2.05 (m,1H), 1.44-1.47 (t,3H), 1.18-1.21 (m.2H), 0.88-0.90
(m,2H)
8.26-8.27 (d,1H), 8.16 (s,1H), 7.59-7.60 (dd,1H), 7.48-7.50 (d,1H), 7.37-7.38 (d,1H),
7-13 3.90 (s,3H), 2.89-2.94 (q,2H), 1.95-.2.02 {m,1H), 1.29-1.33 (d,3H), 1.11-1.17 (m,2H),
0.82-0.86 (m,2H)
815 8.76(d, 1H), 8.12 (m, 2H), 7.78-7.73 (m, 2H), 401 (q, 2H), 2.16-2.09 (m, 1H), 1.42
(t, 3H), 1.31-1.25 (m, 2H), 0.99-0.96 (m, 2H)
- 8.87 (brs, 1H), 8.76 (brs, 1H), 8.47 (brs, 1H), 8.35 (brs, 1H), 3.83-3.71 (brm, 5H),
1.77 (brs, 2H), 1.27-1.11 (brm, 5H),
[0264]
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BEHE #S RY R# R |m| EMX
11-1  |[CO,H H CF;]2] NMR
11-2  [CO;Me H CFs 1 2]166-167
11-3  [CO,i~Pr H CF312]131-133
11-4  |CO,CH,CF, H CF; |2
11-5  |CO,CH,c-Pr H CF; |2
11-6  |[CONH, H CFy {2]215-218
11-7  |CONHMe H CF; |2
11-8  |CONHi-Pr H CFy|2
11-9  |CONHc~Pr H CF; |2
11-10 CONHCH,CF, H CF; 1 2| 192-194
11-11  [CONHCH,c—Pr H CF, |2
11-12  |CONMe, H CF; |2
11-13  [CN H CFs 12]176-177
11-14  |CHO H CF; | 2| 80-82
11-15  |C(=0)Me H CF; |2
11-16 |CH,OH H CF; 2| 92-94
11-17  |CH,OMe H CF, |2
11-18  [CH,0i-Pr H CF; |2
11-1¢  [CH,0CH,CF, H CFy |2
11-20  [CH,0CH,c-Pr H CF, |2
11-21  |CH,0C(=0)Me H CF, 12
11-22  |CH,0C(=0)i-Pr H CFy ]2
11-23  |CH,0C(=0)c—Pr |H CF; ]2
11-24 |CH,0C(=0)OMe H CFy |2
11-25 |CH,OC(=O)NHMe |H CFyl2
11-26 |CH,0C(=0)NMe, |H CF, ]2
11-27 |CH,CN H CF; | 2| 82-83
11-28  |CH,NH, H CF; |2
11-29  [CH,NHMe H CF; ]2
11-30  [CH,NHi-Pr H CF, |2
11-31  |CH,;NHc~Pr H CF; ]2
11-32  |CH,NHCH,CF, H CF, |2
11-33  |CH,NHCHyc-Pr H CF; |2
11-34  |CH,NMe, H CFy | 2
11-35 |CH,NHAc H CF, |2
11-36  [CH,N(Ac)Me H CFy 12
11-37  [CH,N(AG)-Pr H CF |2
11-38  |CH,N(Ac)e—Pr H CF; 12
11-38  |CH,N(AC)CH,CF, |H CF; ]2
11-40  |CH,N(AC)CH,c—Pr  |H CFy |2
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11-41  |CH,NHCOOMe H CF;y | 2
11-42 [CH,NHCOOt-Bu |H CF, | 2
11-43  [CH,N(Me)CO,Me |y CF, | 2
11-44  [CH,N(Me)COOt-Bu |H CFy |2
11-45 |CH,NHCONHMe H CF, | 2
11-46  [CH,N(Me)CONHMe [H CF; | 2
11-47  [CH,SMe H CF, |2
11-48 [CH,SOMe H CF, | 2
11-49  [CH,S0,Me H CFy |2
11-50 |CH=NOH H CFy | 2]194-195
11-51  [CH=NOMe H CF, | 2
11-52  [CH=NOi-Pr H CF, | 2
11-53 [CH=NOCH,CF, H CF, | 2] 82-83
11-54 |CH=NOCH,c-Pr H CFs |2
11-55 |C(Me)=NOH H CFy |2
11-56  |C(Me)=NOMe H CF, | 2
11-57  |C(Me)=NOi-Pr H CF, | 2
11-58 |C(Me)=NOCH,CF, [y CF, |2
11-59  |C(Me)=NOCH,c-Pr [H CF, |2
11-60  [NH, H CFy | 2] 83-86
11-61  [NHMe H CF, | 2
11-62  [NHi-Pr H CF, | 2
11-63  |NHCH,CF, H CF; | 2
11-64 |NHCHyc-Pr H CF; |2
11-65 |NMe, H CF, |2
11-66  |N(Me)CH,CF, H CF, | 2
11-67  [N(Me)CH,c-Pr H CF; |2
11-68 |NHAc H CF; | 2| 240-241
11-69  [N(Ac)Me H CF; |2
11-70  |N(Ac)i-Pr H CF, | 2
11-71  [N(Ac)CH,CF, H CFy |2
11-72  |N(Ac)CH,c~Pr H CF; |2
11-73  |NHCOOMe H CF; [ 2] 101-102
11-74  |N(COOMe)Me H CF, | 2
11-75  [N(COOMe)i-Pr H CF; | 2
11-76  [N(COOMe)CH,CF; |H CF, | 2
11-77  [N(COOMe)CH,c-Pr |H CFy |2
11-78 [NHCONMe, H CFy |2
11-79  |N(CONMe,Me H CF; |2
11-80  |CH,C! H CF, | 2]158-159
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BtelE Hs R R% R |m| B4
11-81 [H CO,H CF,; [ 2]190-192
11-82 |H CO,Me CF; | 2|164-165
11-83 |H CO,i~Pr CF; |2

11-84 |H CO0,CH,CF, CF, |2

11-85 [H CO,CH,c-Pr CF, | 2

11-86 |H CONH, CF, | 2] 160-164
11-87 |H CONHMe CF; |2

11-88 |H CONHi-Pr CF; |2

11-89 |H CONHc-Pr CF; |2

11-90 [H CONHCH,CF, CF; | 2

11-91  |H CONHGCH,c—Pr CF, | 2

11-92 |H CONMe, CF; | 2

11-93 |H CN CFy | 2| 70-72
11-94 [H CHO CF; | 2| 50-52
11-95 |H C(=0)Me CF, |2

11-96 |H CH,0H CFy | 2| 77-80
11-97 |H CH,0Me CF; |2

11-98 |H CH,0i-Pr CF; | 2

11-99 |H CH,0CH,CF, CF, | 2
11-100 |H CH,0CH,c—Pr CF, | 2
11-101 |H CH,0C(=0)Me CF; | 2
11-102 |H CH,0C(=0)i-Pr CF, | 2
11-103 [H CH,0C(=0)c-Pr CF; | 2
11-104 [H CH,0C(=0)0Me CF, | 2
11-105 |H CH,0C(=0)NHMe | CF; | 2
11-106 |H CH,0C(=0)NMe, CF, |2
11-107 |H CH,CN CF, |2
11-108 |H CH,NH, CF; |2
11-109 |H CH,NHMe CF; |2
11-110 |H CH,NHi-Pr CF; | 2
11-111 |H CH,NHc—Pr CF; |2
11-112 |H CH,NHCH,CF, CF; |2
11-113 |H CH,NHCH,c-Pr CFy | 2
11-114 |H CH,NMe, CF, | 2
11-115 |H CH,NHAc CF, |2
11-116 |H CH,N(Ac)Me CF; |2
11-117 |H CH,N(Ac)i-Pr CF; |2
11-118 |H CH,N(Ac)c-Pr CF, | 2
11-119 |H CH,N(Ac)CH,CF, CF; | 2
11-120 |H CH,N(Ac)CH,c-Pr | CF; | 2
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11-121 [H CH,NHCOOMe CF, |2
11-122 |H CH,NHCOOt-Bu CF, |2
11-123 |H CH,N(Me)CO,Me CF, | 2
11-124 |H CH,N(Me)COOt-Bu | CF, | 2
11-125 |H CH,NHCONHMe CF, |2
11-126 |H CH,N(Me)CONHMe | CF, | 2
11-127 |H CH,SMe CF, |2
11-128 |H CH,SOMe CF, | 2
11-129 |H CH,S0,Me CF, | 2
11-130 |H CH=NOH CFy |2
11-131 |H CH=NOMe CF; | 2| 50-51
11-132 |H CH=NOi-Pr CF, |2
11-133 |H CH=NOCH,CF, CFy |2
11-134 |H CH=NOCH,c-Pr CFy |2
11-135 |H C(Me)=NOH CF, |2
11-136 |H C(Me)=NOMe CF, |2
11-137 |H C(Me)=NOi-Pr CF, |2
11-138 |H C(Me)=NOCH,CF, | CF, |2
11-139 |H C(Me)=NOCH,c-Pr | CF, | 2
11-140 |H NH, CF, | 2| 54-55
11-141 |H NHMe CF; | 2| 68-70
11-142 |H NHi-Pr CF, |2
11-143 |H NHCH,CF, CF; | 2
11-144 |H NHCH,¢-Pr CF, | 2
11-145 |H NMe, CF, | 2
11-146 |H N(Me)CH,CF, CF, |2
11-147 |H N(Me)CH,c-Pr CF, |2
11-148 [H NHAc CFy | 2| 72-74
11-149 |H N(Ac)Me CF, |2
11-150 |H N(Ac)i-Pr CF, | 2
11-151 |H N(Ac)CH,CF, CF, | 2
11-152 |H N(Ac)CH,c-Pr CF, | 2
11-153 |H NHCOOMe CF, |2
11-154 |H N(COOMe)Me CFy |2
11-155 |H N(COOMe)i-Pr CF, |2
11-156 |H N(COOMe)CH,CF, | CF, |2
11-157 |H N(COOMe)CH,c—Pr | CF, | 2
11-158 |H NHCONMe, CF, |2
11-159 |H N{CONMe,Me CF, |2
11-160 |H CH,CI CF, |2
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11-161 [CO,H H SCF,| 2
11-162 |CO,Me H SCF,| 2
11-163 [CO,i-Pr H SCF,4| 2
11-164 |CO,CH,CF, H SCF,| 2
11-165 [CO,CH,c—Pr H SCF;| 2
11-166 |CONH, H SCF;| 2
11-167 |CONHMe H SCF;| 2
11-168 |CONHi-Pr H SCF,| 2
11-169 |CONHc-Pr H SCF,| 2
11-170 [CONHCH,CF; H SCF,| 2
11-171  [CONHCH,c-Pr H SCF,| 2
11-172 |CONMe, H SCF;| 2
11-173 |CN H SCF,| 2
11-174 [CHO H SCF,| 2
11-175 |C(=O)Me H SCF,| 2
11-176 |CH,OH H SCF,| 2
11-177 |CH,OMe H SCF,4| 2
11-178 [CH,0i-Pr H SCF,| 2
11-179 |CH,OCH,CF, H SCF,| 2
11-180 |CH,OCH,c—Pr H SCF;| 2
11-181 |CH,0C(=O)Me H SCF;| 2
11-182 [CH,0C(=0)i-Pr H SCF,| 2
11-183 [CH,0C(=0)c-Pr H SCF,| 2
11-184 |CH,0C(=0)OMe H SCF;| 2
11-185 |CH,0C(=0O)NHMe H SCF;| 2
11-186 |CH,0C(=0)NMe, H SCF,| 2
11-187 |CH,CN H SCFy 2
11-188 |CH,NH, H SCF,| 2
11-189  [CH,NHMe H SCF,| 2
11-190 |CH,NHi-Pr H SCF;| 2
11-191  |[CH;NHc-Pr H SCF,| 2
11-192 |CH,NHCH,CF, H SCF,| 2
11-193  |CH,;NHCH,c-Pr H SCFy| 2
11-194 [CH;NMe, H SCF;| 2
11-195 |CH,NHAc H SCF;| 2
11-196 |CH,N(Ac)Me H SCF,| 2
11-197 |CH,N(Ac)i-Pr H SCF,| 2
11-198 [CH,N(Ac)c—Pr H SCF;| 2
11-199 |CH,N(Ac)CH,CF, H SCF;| 2

H 2

11-200 |CH,N(Ac)CH,c-Pr SCF,

[0270]
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11-201  |CH,NHCOOMe H SCF,] 2
11-202 |CH,NHCOOt-Bu H SCF,;] 2
11-203 |CH,N(Me)CO,Me H SCF,] 2
11-204 |CH,N(Me)COOt-Bu [H SCF,| 2
11-205 |CH,NHCONHMe H SCF3| 2
11-206 |CH,N(Me)CONHMe |H SCF,| 2
11-207 |CH,SMe H SCF;| 2
11-208 |CH,SOMe H SCF,;] 2
11-209 |CH,SO;Me H SCF,| 2
11-210 |[CH=NOH H SCF,] 2
11-211  [CH=NOMe H SCF4] 2
11-212  |CH=NOi-Pr H SCF,| 2
11-213 |CH=NOCH,CF, H SCF;| 2
11-214 |CH=NOCH,c-Pr H SCF;| 2
11-215 |C(Me)=NOH H SCF,| 2
11-216  |C(Me)=NOMe H SCF,| 2
11-217 |C(Me)=NOi—Pr H SCF,4] 2
11-218 |C(Me)=NOCH,CF; [H SCFy| 2
11-219 |C(Me)=NOCH,c-Pr |H SCF;| 2
11-220 |NH, H SCF;] 2
11-221 |NHMe H SCF;| 2
11-222  |NHi-Pr H SCF4| 2
11-223 |NHCH,CF, H SCF;| 2
11-224 |NHCH,c-Pr H SCF;| 2
11-225 |NMe, H SCF,| 2
11-226 |N(Me)CH,CF, H SCF;| 2
11-227 |N(Me)CH,c-Pr H SCF;| 2
11-228 |NHAc H SCF,] 2
11-229  |N(Ac)Me H SCF,] 2
11-230  |N(Ac)i-Pr H SCF;| 2
11-231  |N(Ac)CH,CF, H SCFy| 2
11-232  |N(Ac)CH,c—Pr H SCFy| 2
11-233 |NHCOOMe H SCFy| 2
11-234 |N(COOMe)Me H SCF,| 2
11-235 |N(COOMe)i-Pr H SCF,| 2
11-236 |N(COOMe)CH,CF; |H SCF;] 2
11-237 |[N(COOMe)CH,c-Pr |H SCF3| 2
11-238 |NHCONMe, H SCF,] 2
11-239 |N(CONMe,)Me H SCF;] 2
11-240 |CH,CI H SCF;| 2
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11-241 |H CO,H SCF,] 2
11-242 [H CO,Me SCF,| 2
11-243 |H CO,i~Pr SCF,| 2
11-244 |H CO,CH,CF, SCF,| 2
11-245 [H CO,CHyc-Pr SCF,| 2
11-246 |H CONH, SCF,| 2
11-247 |H CONHMe SCF,| 2
11-248 [H CONHi-Pr SCF,]| 2
11-249 |H CONHc-Pr SCF,| 2
11-250 |H CONHCH,CF, SCF,| 2
11-251 |H CONHCH,c~Pr SCF,] 2
11-252 [H CONMe, SCF,| 2
11-253 |H CN SCF,| 2
11-254 |H CHO SCF,| 2
11-255 |H C(=0)Me SCF,| 2
11-256 |H CH,OH SCF,| 2
11-257 |H CH,0Me SCF,| 2
11-258 |[H CH,0i-Pr SCF,| 2
11-259 |H CH,0CH,CF, SCF,| 2
11-260 |H CH,0CH,c-Pr SCF,| 2
11-261 |H CH,0C(=0)Me SCF,| 2
11-262 |H CH,OC(=0)i-Pr SCF,| 2
11-263 |H CH,0C(=0)c-Pr | SCF,| 2
11-264 |H CH,0C(=0)OMe SCF,| 2
11-265 |H CH,0C(=0)NHMe | SCF,] 2
11-266 |H CH,0C(=0)NMe, | SCF,| 2
11-267 |[H CH,CN SCF,| 2
11-268 |H CH,NH, SCF,| 2
11-269 |H CH,NHMe SCF,| 2
11-270 |H CH,NHi-Pr SCF,]| 2
11-271 |H CH,NHc—Pr SCF,]| 2
11-272 |H CH,NHCH,CF, SCF,| 2
11-273 |H CH,NHCH,c—Pr SCF,| 2
11-274 |H CH,NMe, SCF,| 2
11-275 |H CH,NHAC SCF,| 2
11-276 |[H CH,N(Ac)Me SCF,| 2
11-277 |H CH,N(AC)i-Pr SCF,| 2
11-278 |H CH,N(Ac)c-Pr SCF,| 2
11-279 |H CH,N(AC)CH,CF, | SCF,]| 2
11-280 |H CH,N(Ac)CH,c-Pr | SCF,| 2

_48_



ZIHSd 10-2017-0095909

¥ 34
BIEE WS R? R? R® |m| 24%
11-281 |H CH,NHCOOMe SCF,| 2
11-282 |H CH,NHCOOt-Bu | SCF,| 2
11-283 |H CH,N(Me)CO,Me [ SCF,| 2
11-284 |H CH,N(Me)COOt-Bu |SCF,| 2
11-285 |H CH,NHCONHMe SCF,| 2
11-286 |H CH,N(Me)CONHMe [ SCF,| 2
11-287 |H CH,SMe SCF,| 2
11-288 |H CH,SOMe SCF,| 2
11-289 |H CH,SO,Me SCF,| 2
11-290 |H CH=NOH SCF,| 2
11-291 [H CH=NOMe SCF,| 2
11-292 [H CH=NOi-Pr SCF,| 2
11-293 |H CH=NOCH,CF, SCF,| 2
11-294 [H CH=NOCH,c-Pr SCF,| 2
11-295 |H C(Me)=NOH SCF,]| 2
11-296 |H C(Me)=NOMe SCF,| 2
11-297 |H C(Me)=NOi-Pr SCF,| 2
11-298 |H C(Me)=NOCH,CF, |SCF,| 2
11-299 |H C(Me)=NOCH,c-Pr [SCF,| 2
11-300 |H NH, SCF,| 2
11~301 [H NHMe SCF,]| 2
11-302 |H NHi~Pr SCF,| 2
11-303 |H NHCH,CF, SCF,| 2
11-304 |H NHCH,c—Pr SCF,]| 2
11-305 |[H NMe, SCF,| 2
11-306 [H N(Me)CH,CF, SCF,| 2
11-307 H N(Me)CH,c-Pr SCF,! 2
11-308 |H NHAG SCF,| 2
11-308 |H N(Ac)Me SCF,| 2
11-310 [H N(Ac)i-Pr SCF,| 2
11-311 |H N(Ac)CH,CF, SCF,| 2
11-312 |H N(Ac)CH,c—Pr SCF,| 2
11-313 [H NHCOOMe SCF,| 2
11-314 |H N(COOMe)Me SCF,| 2
11-315 |H N(COOMe)i-Pr SCF,| 2
11-316  [H N(COOMe)CH,CF, |SCF,| 2
11-317 |H N(COOMe)CH,c-Pr [ SCF,| 2
11-318 |H NHCONMe, SCF,| 2
11-319 |H N(CONMe,)Me SCF,| 2
[0273] 11-320 [H CH,CI SCF,| 2
2}8p2] 19
(0)““\SJ
R¥ /N N R3
221> <\ §1> <NH (1-b-1)
[0274] R /
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12-1 CO.H H CF, | 2 |217-221
12-2 CO;Me H CFy | 2 [172-174
12-3 CO,i-Pr H CF; | 2
12-4 CO,CH,CF; H CF; |2
12-5 CO,CH,c-Pr H CF; | 2
12-6 CONH, H CF; | 2 ]207-211
12-7 CONHMe H CF; | 2
12-8 CONHi-Pr H CF; |2
12-9 CONHc—-Pr H CF; | 2
12-10 CONHCH,CF, H CF; | 2
12-11 CONHCH,c-Pr H CF; | 2
12-12 CONMe, H CF; |2
12-13 CN H CF; | 2 196-200
12-14 CHO H CF; |2
12-15 C(=0)Me H CF; | 2
12-16 CH,0H H CF; |2
12-17 CH,0OMe H CF; | 2
12-18 CH,0i-Pr H CF; | 2
12-19 CH,OCH,CF; H CF; | 2
12-20 CH,OCHc-Pr H CF; | 2
12-21 CH,0C(=0)Me H CF; |2
12-22 CH,0C(=0)i-Pr H CF; | 2
12-23 CH,0C(=0)c-Pr H CF, |2
12-24 CH,0C(=0)OMe H CF; | 2
12-25 CH,OC(=0O)NHMe  |H CF; | 2
19-96 CH,0C(=0)NMe, H CF; |2
12-27 CH,CN H CFy 12
12-28 CH,NH, H CF; |2
12-29 CH,;NHMe H CF; | 2
12-30 CH,;NHi—-Pr H CF; | 2
12-31 CH,;NHc~-Pr H CF; | 2
12-32 CH,;NHCH,CF; H CF; | 2
12-33 CH,;NHCH, c-Pr H CF; | 2
12-34 CH,NMe, H CF; | 2
12-35 CH,NHAc H CF; | 2
12-36 CH,N(Ac)Me H CF; |2
12-37 CH,N(Ac)i-Pr H CF, |2
12-38 CH,N(Ac)c—Pr H CF; | 2
12-39 CH,N(Ac)CH,CF, H CF; | 2
12-40 CH,N(AC)CH,c-Pr  |H CF; | 2
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12-41 CH,NHCOOMe H CF; | 2
12-42 CH,NHCOOt-Bu H CF; |2
12-43 CH,N(Me)CO,Me H CF; | 2
12-44 CH,;N(Me)COOt-Bu |H CFy |2
12-45 CH,;NHCONHMe H CF; |2
12-46 CH;N(Me)CONHMe |H CF; |2
19-47 CH,SMe H CF; |2
12-48 CH,SOMe H CF; |2
12-49 CH,S0,Me H CF; | 2
12-50 CH=NOH H CF; | 2
12-51 CH=NOMe H CF, | 2
12-52 CH=NOi-Pr H CF, | 2
12-53 CH=NQCH,CF, H CF; |2
12-54 CH=NOCH,c-Pr H CF; | 2
12-55 C(Me)=NOH H CF; |2
12-56 C(Me)=NOMe H CF; |2
12-57 C(Me)=NOi-Pr H CF,; | 2
12-58 C(Me)=NOCH,CF; |H CF; | 2
12-59 C(Me)=NOCH,c-Pr |H CF; |2
12-60 NH, H CF; [ 2
12-61 NHMe H CF; |2
12-62 NHi—Pr H CF; [ 2
12-63 NHCH,CF, H CFy |2
12-64 NHCH,c-Pr H CF; | 2
12-65 NMe, H CFy |2
12-66 N(Me)CH,CF, H CF; | 2
12-67 N(Me)CH,c-Pr H CFy {2
12-68 NHAc H CF, |2
12-69 N(Ac)Me H CF; |2
12-70 N(Ac)i-Pr H CF; |2
12-71 N(Ac)CH,CF, H CF; |2
12-72 N(Ac)CH,c-Pr H CF; |2
12-73 NHCOOMe H CF, |2
12-74 N(COOMe)Me H CF, |2
12-75 N(COOMe)i-Pr H CFy |2
12-76 N(COOMe)CH,CF; |H CF; | 2
12-77 N(COOMe)CH,c—Pr |H CF; |2
12-78 NHCONMe, H CF; |2
12-79 N(CONMe,)Me H CF, | 2
12-80 CH,CI H CF; |2

[0276]
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12-81 H CO,H CF, | 2
12-82 H CO,Me CF, | 2
12-83 H CO,i-Pr CF, | 2
12-84 H CO,CH,CF, CF, | 2
12-85 H CO,CHyc-Pr CF, | 2
12-86 H CONH, CF, | 2
12-87 H CONHMe CF, |2
12-88 H CONHi-Pr CF, | 2
12-89 H CONHc-Pr CF, | 2
12-90 H CONHCH,CF, CF, | 2
12-91 H CONHCH,c-Pr CF, | 2
12-92 H CONMe, CF, | 2
12-93 H CN CF, | 2
12-94 H CHO CF, | 2
12-95 H C(=0)Me CF; | 2
12-96 H CH,OH CF, | 2
12-97 H CH,0OMe CF, | 2
12-98 H CH,Oi-Pr CF, | 2
12-99 H CH,OCH,CF, CF, | 2
12-100 H CH,OCH,c-Pr CF; |2
12-101 H CH,0C(=0)Me CFy | 2
12-102 H CH,0C(=0)i-Pr CFy | 2
12-103 H CH,0C(=0)c-Pr CF; | 2
12-104 H CH,0C(=0)OMe CF, | 2
12-105 H CH,0C(=0)NHMe CF, | 2
12-106 H CH,0C(=0)NMe, CF, | 2
12-107 H CH,CN CFy 2
12-108 H CH,NH, CF, | 2
12-109 H CH,NHMe CF, | 2
12-110 H CH,NHi-Pr CF; | 2
12-111 H CH,NHc~Pr CF, | 2
12-112 H CH;NHCH,CF, CF, | 2
12-113 H CH,NHCH,c—Pr CF, | 2
12-114 H CH,NMe, CF, | 2
12-115 H CH,NHAc CF, | 2
12-116 H CH,N(Ac)Me CF; | 2
12-117 H CH,N(Ac)i-Pr CF; | 2
12-118 H CH,N(Ac)c-Pr CF; |2
12-119 H CH,N(Ac)CH,CF, CF, | 2
12-120 H CH,N(Ac)CH,c-Pr CF, | 2
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12-121 H CH,NHCOOMe CF; |2
12-122 H CH,NHCOOt-Bu CF; 12
12-123 H CH,N(Me)CO,Me CF; |2
12-124 H CH,N(Me)COOt-Bu | CF; | 2
12-125 H CH,NHCONHMe CF; ]2
12-126 H CH,N(Me)CONHMe | CF; | 2
12-127 H CH,SMe CF; | 2
12-128 H CH,SOMe CFy |2
12-129 H CH,SO,Me CF; |2
12-130 H CH=NOH CF; |2
12-131 H CH=NOMe CF, |2
12-132 H CH=NOi-Pr CF, |2
12-133 H CH=NOCH,CF, CF, | 2
12-134 H CH=NOCH,c-Pr CF; |2
12-135 H C(Me)=NOH CF; |2
12-136 H C(Me)=NOMe CF; |2
12-137 H C(Me)=NOi-Pr CF; |2
12-138 H C(Me)=NOCH,CF, CF; |2
12-139 H C(Me)=NOCH,c-Pr | CF; | 2
12-140 H NH, CFy |2
12-141 H NHMe CF, |2
12-142 H NHi-Pr CF3 |2
12-143 H NHCH,CF; CFy | 2
12-144 H NHCH,c—Pr CF; | 2
12-145 H NMe, CF, |2
12-146 H N(Me)CH,CF, CF; | 2
12-147 H N(Me)CH,c—Pr CF; 12
12-148 H NHAc CF; |2
12-149 H N(Ac)Me CF; |2
12-150 H N(Ac)i-Pr CF; |2
12-151 H N(Ac)CH,CF, CF; |2
12-152 H N(Ac)CH,c-Pr CF; |2
12-153 H NHCOOMe CF; |2
12-154 H N(COOMe)Me CFy |2
12-155 H N(COOMe)i-Pr CF; | 2
12-156 H N(COOMe)CH,CF, | CF, |2
12-157 H N(COOMe)CH,c-Pr | CF; | 2
12-158 H NHCONMe, CF; |2
12-159 H N(CONMe,)Me CFy |2
12-160  |H CH,CI CF, | 2

[0278]
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12-161 CO,H H SCF;| 2
12-162 CO,Me H SCF;| 2
12-163 CO,i-Pr H SCF;| 2
12-164 CO,CH,CF;4 H SCF;) 2
12-165 CO,CH,c-Pr H SCF;| 2
12-166 CONH, H SCF,| 2
12-167 CONHMe H SCF;| 2
12-168 CONHi-Pr H SCF;| 2
12-169 CONHc-Pr H SCF,| 2
12-170 CONHCH,CF, H SCF;| 2
12-171 CONHCH,c-Pr H SCF;| 2
12-172 CONMe, H SCF,4| 2
12-173 CN H SCF;| 2
12-174 CHO H SCF;| 2
12-175 C(=0)Me H SCF3| 2
12-176 CH,0H H SCF,| 2
12-177 CH,0Me H SCF;| 2
12-178 CH,0i-Pr H SCF,| 2
12-179 CH,0CH,CF,4 H SCF3| 2
12-180 CH,0CH,c-Pr H SCF,| 2
12-181 CH,0C(=0)Me H SCF;| 2
12-182 CH,0C(=0)i-Pr H SCF;| 2
12-183 CH,0C(=0)c-Pr H SCF,4| 2
12-184 CH,0C(=0)OMe H SCF,| 2
12-185 CH,0C(=0)NHMe  |H SCF;| 2
12-186 CH,0C(=0)NMe, H SCF;| 2
12-187 CH,CN H SCF;| 2
12-188 CH,NH, H SCF3| 2
12-189 CH,NHMe H SCF,| 2
12-190 CH,NHi-Pr H SCF;| 2
12-191 CH,;NHc-Pr H SCF;| 2
12-192 CH,NHCH,CF, H SCF;| 2
12-193 CH,NHCH,c-Pr H SCF,| 2
12-194 CH,NMe, H SCF;| 2
12-195 CH,NHAc H SCF3| 2
12-196 CH,N(Ac)Me H SCF,| 2
12-197 CH,N(Ac)i-Pr H SCF,| 2
12-198 CH,N(Ac)c—Pr H SCF,| 2
12-199 CH,N(Ac)CH,CF;  |H SCF,| 2
12-200 CH,N(AC)CHy,c-Pr |4 SCF,| 2
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12-201 CH;NHCOOMe H SCF,| 2
12-202 CH,NHCOOt-Bu H SCF;| 2
12-203 CH;N(Me)CO,Me  |H SCF,| 2
12-204 CH,N(Me)COOt-Bu |H SCF;| 2
12-205 CH,NHCONHMe H SCF,| 2
12-206 CH,N(Me)CONHMe |H SCF,| 2
12-207 CH,SMe H SCF,| 2
12-208 CH,SOMe H SCF,| 2
12-209 CH,SO,Me H SCF4| 2
12-210 CH=NOH H SCF,| 2
12-211 CH=NOMe H SCF,| 2
12-212 CH=NOi-Pr H SCF,| 2
12-213 CH=NOCH,CF, H SCF;i 2
12-214 CH=NOCHc-Pr H SCF;| 2
12-215 C(Me)=NOH H SCF,| 2
12-216 C(Me)=NOMe H SCF,| 2
12-217 C(Me)=NOi-Pr H SCF,| 2
12-218 C(Me)=NOCH,CF; |H SCF,| 2
12-219 C(Me)=NOCH,c-Pr [H SCF,| 2
12-220 NH, H SCF,| 2
12-221 NHMe H SCF,| 2
12-222 NHi-Pr H SCF,| 2
12-223 NHCH,CF; H SCF,| 2
12-224 NHCH,c-Pr H SCF,| 2
12-225 NMe, H SCF,| 2
12-226 N(Me)CH,CF, H SCF,| 2
12-227 N(Me)CH,c-Pr H SCF,! 2
12-228 NHAc H SCF,| 2
12-229 N(Ac)Me H SCF,| 2
12-230 N(Ac)i-Pr H SCF,| 2
12-231 N(Ac)CH,CF, H SCF,| 2
12-232 N(Ac)CH,c—Pr H SCF,| 2
12-233 NHCOOMe H SCF,| 2
12-234 N(COOMe)Me H SCF,| 2
12-235 N(COOMe)i-Pr H SCF,| 2
12-236 N(COOMe)CH,CF; |H SCF,| 2
12-237 N(COOMe)CH,c-Pr |H SCF,| 2
12-238 NHCONMe, H SCFy4| 2
12-239 N(CONMe,)Me H SCF,| 2

H 2

12-240 CH,CI SCF,

[0280]
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12-241 H CO,H SCF;| 2
12-242 H CO,Me SCF;| 2
12-243 H CO,i-Pr SCF;| 2
12-244 H CO,CH,CF, SCF;| 2
12-245 H CO,CH,c-Pr SCF,| 2
12-246 H CONH, SCF;| 2
12-247 H CONHMe SCF;] 2
12-248 H CONHi-Pr SCF4] 2
12-249 H CONHc-Pr SCF;] 2
12-250 H CONHCH,CF; SCF;] 2
12-251 H CONHCH,c—Pr SCF;| 2
12-252 H CONMe, SCF,| 2
12-253 H CN SCF;{ 2
12-254 H CHO SCF;] 2
12-255 H C(=0)Me SCF;| 2
12-256 H CH,OH SCF,] 2
12-257 H CH,OMe SCF,]| 2
12-258 H CH,0i-Pr SCF,| 2
12-259 H CH,OCH,CF, SCF,| 2
12-260 H CH,0CH,c-Pr SCF;| 2
12-261 H CH,0C(=0)Me SCF,] 2
12-262 H CH,0C(=0)i-Pr SCF;] 2
12-263 H CH,0C(=0)c-Pr SCF;] 2
12-264 H CH,0C(=0)OMe SCF;| 2
12-265 H CH,0C(=0)NHMe | SCF;| 2
12-266 H CH,0C(=0)NMe, SCF;| 2
12-267 H CH,CN SCF;| 2
12-268 H CH,NH, SCF;| 2
12-269 H CH,NHMe SCF,| 2
12-270 H CH,NHi-Pr SCF;| 2
12-271 H CH,NHc-Pr SCF;| 2
12-272 H CH,NHCH,CF, SCF,| 2
12-273 H CH,NHCH,c—Pr SCF,| 2
12-274 H CH,NMe, SCF,| 2
12-275 H CH,;NHAc SCF;] 2
12-276 H CH,N(Ac)Me SCF;] 2
12-277 H CH,N(Ac)i-Pr SCF;| 2
12-278 H CH,N(Ac)c-Pr SCF4| 2
12-279 H CH,N(Ac)CH,CF, SCF,| 2
12-280 H CH,N(Ac)CH,c-Pr | SCF,| 2

[0281]
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12-281 H CH,NHCOOMe SCF,] 2
12-282 H CH,NHCOOt-Bu SCF,[ 2
12-283 H CH,N(Me)CO,Me SCF,| 2
12-284 H CH,N(Me)COOt-Bu | SCF;| 2
12-285 H CH,NHCONHMe SCF,| 2
12-286 H CH,N(Me)CONHMe | SCF,| 2
12-287 H CH,SMe SCF,| 2
12-288 H CH,SOMe SCF,| 2
12-289 H CH,SO,Me SCF,| 2
12-290 H CH=NOH SCF,| 2
12-291 H CH=NOMe SCF,| 2
12-292 H CH=NOi-Pr SCF,| 2
12-293 H CH=NOCH,CF, SCF,| 2
12-294 H CH=NOCH,c-Pr SCF,| 2
12-295 H C(Me)=NOH SCF,| 2
12-296 H C(Me)=NOMe SCF,| 2
12-297 H C(Me)=NOi-Pr SCF,| 2
12-298 H C(Me)=NOCH,CF, |SCF,| 2
12-299 H C(Me)=NOCH,c—Pr |SCF,| 2
12-300 H NH, SCF,| 2
12-301 H NHMe SCF,[ 2
12-302 H NHi~Pr SCF,;| 2
12-303 H NHCH,CF; SCF,]| 2
12-304 H NHCH,c—Pr SCF,| 2
12-305 H NMe, SCF,| 2
12-306 H N(Me)CH,CF, SCF,[ 2
12-367 H N(Me)CH,c-Pr SCF,l 2
12-308 H NHAc SCF,[ 2
12-309 H N(Ac)Me SCF,| 2
12-310 H N(Ac)i-Pr SCF,| 2
12-311 H N(Ac)CH,CF, SCF,| 2
12-312 H N(Ac)CH,c—Pr SCF,| 2
12-313 H NHCOOMe SCF,| 2
12-314 H N(COOMe)Me SCF,| 2
12-315 H N(COOMe)i-Pr SCF,| 2
12-316 H N(COOMe)CH,CF; | SCF,| 2
12-317 H N(COOMe)CH,c—Pr | SCF,] 2
12-318 H NHCONMe, SCF,| 2
12-319 H N(CONMe,)Me SCF,| 2
[0282] 12-320 H CH,CI SCF,| 2
F 43
3I3E HE R R22 R [m|EMx|
12-321 H N(COOMe)i-Pr SCF3| 2
12-322 H N(COOMe)CH,CF, |SCF,| 2
12-323 H N(COOMe)CH,c-Pr | SCF,| 2
12-324 H NHCONHMe SCF;3| 2
12-325 H NHCONMe, SCF;| 2
12-326 H N(CONHMe)Me SCF3| 2
[0283] 12-327 H N(CONMe,)Me SCF,| 2
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13-1 CO,H H CF; [ 2
13-2 CO,Me H CF, | 2
13-3 CO,i-Pr H CF; | 2
13-4 CO,CH,CF; H CF, | 2
13-5 CO,CH,c-Pr H CF, | 2
13-6 CONH, H CF, | 2
13-7 CONHMe H CF, |2
13-8 CONHi-Pr H CF, | 2
13-9 CONHc-Pr H CF, |2
13-10 CONHCH,CF; H CF, | 2
13-11 CONHCHc-Pr H CF,; | 2
13-12 CONMe, H CF, | 2
13-13 CN H CF, | 2
13-14 CHO H CF, | 2
13-15 C(=0)Me H CF, | 2
13-16 CH,OH H CF,; | 2
13-17 CH,OMe H oF, [ 2
13-18 CH,0i-Pr H CF, | 2
13-19 CH,OCH,CF, H CF, | 2
13-20 CH,0CH,c—Pr H CF, | 2
13-21 CH,0C(=0)Me H CF, | 2
13-22 CH,0C(=0)i-Pr H CF, | 2
13-23 CH,0C(=0)c~Pr H CF, [ 2
13-24 CH,0C(=0)OMe H CF, | 2
13-25 CH,0C(=0)NHMe  |H CF, | 2
13-26 CH,0C(=0)NMe, H CF, | 2
13-27 CH,CN H CF, | 2
13-28 CH,NH, H CF, | 2
13-29 CH,;NHMe H CF,; | 2
13-30 CH,NHi-Pr H CF. | 2
13-31 CH,NHc-Pr H CF, | 2
13-32 CH,NHCH,CF, H CF, | 2
13-33 CH,NHCH,c-Pr H CF, [ 2
13-34 CH NMe, H CF, | 2
13-35 CH,NHAc H CF, |2
13-36 CH,N(Ac)Me H CF, | 2
13-37 CH,N(Ac)i-Pr H CF, | 2
13-38 CH,N(Ac)c—Pr H CF, |2
13-39 CH;N(Ac)CH,CF; H CF; | 2
13-40 CH,N(Ac)CH,c-Pr |4 CF, | 2

[0285]
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13-41 CH,NHCOOMe H CF; | 2
13-42 CH,NHCOOt-Bu H CF; |2
13-43 CH,N(Me)CO,Me H CF,; |2
13-44 CH,N(Me)COOt-Bu |H CFy |2
13-45 CH,NHCONHMe H CF; | 2
13-46 CH,;N(Me)CONHMe |H CF; |2
13-47 CH,SMe H CF; |2
13-48 CH,SOMe H CF, | 2
13-49 CH,SO,Me H CF; | 2
13-50 CH=NOH H CF, |2
13-51 CH=NOMe H CF, | 2
13-52 CH=NOi-Pr H CF, | 2
13-53 CH=NOCH,CF, H CF; |2
13-54 CH=NOCH,c-Pr H CF; |2
13-55 C(Me)=NOH H CF, | 2
13-56 C(Me)=NOMe H CF; | 2
13-57 C(Me)=NOi-Pr H CF, | 2
13-58 C(Me)=NOCH,CF, |H CFy |2
13-59 C(Me)=NOCH,c-Pr |H CFy |2
13-60 NH, H CF; | 2
13-61 NHMe H CF, | 2
13-62 NHi-Pr H CF, |2
13-63 NHCH,CF,4 H CF; |2
13-64 NHCH, c~Pr H CF;y |2
13-65 NMe, H CF, |2
13-66 N(Me)CH,CF, H CF; | 2
13-67 N(Me)CH,c—Pr H CF, |2
13-68 NHAc H CF, | 2
13-69 N(Ac)Me H CF; | 2
13-70 N(Ac)i-Pr H CF; | 2
13-71 N(Ac)CH,CF; H CF; |2
13-72 N(Ac)CH,c-Pr H CFy |2
13-73 NHCOOMe H CF, | 2
13-74 N(COOMe)Me H CF, | 2
13-75 N(COOMe)i-Pr H CF, | 2
13-76 N(COOMe)CH,CF; [H CF; |2
13-77 N(COOMe)CH,c-Pr |H CF, |2
13-78 NHCONMe, H CF; | 2
13-79 N(CONMe,)Me H CF, | 2
13-80 CH,Cl H CF; |2

[0286]
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13-81 H CO,H CFy [ 2
13-82 H CO,Me CF, | 2
13-83 H CO,i-Pr CF, | 2
13-84 H CO,CH,CF, CF, | 2
13-85 H CO,CH,c—Pr CFy |2
13-86 H CONH, CF; 12
13-87 H CONHMe CFy 12
13-88 H CONHi-Pr CF; |2
13-89 H CONHc-Pr CF, |2
13-90 H CONHCH,CF, CF; |2
13-91 H CONHCH,c-Pr CF; |2
13-92 H CONMe, CF; 12
13-93 H CN CF, | 2
13-94 H CHO CF; |2
13-95 H C(=0)Me CF; ]2
13-96 H CH,0H CF; |2
13-97 H CH,OMe CF, | 2
13-98 H CH,0i-Pr CF, | 2
13-99 H CH,OCH,CF, CF, | 2
13-100 H CH,OCH,c-Pr CF, |2
13-101 H CH,0C(=0)Me CF; | 2
13-102 H CH,0C(=0)i-Pr CF; |2
13-103 H CH,0C(=0)c-Pr CF, [ 2
13-104 H CH,0C(=0)OMe CF; |2
13-105 H CH,0C(=0)NHMe CF; |2
13-106 H CH,0C(=0)NMe, CF; | 2
13-107 H CH,CN CF, | 2
13-108 H CH,NH, CF; |2
13-109 H CH,NHMe CF, | 2
13-110 H CH,NHi-Pr CF, | 2
13-111 H CH,NHc-Pr CF, | 2
13-112 H CH,NHCH,CF, CF; ]2
13-113 H CH,NHCH,c-Pr CF, | 2
13-114 H CH,NMe, CF, | 2
13-115 H CH,NHAc CF, | 2
13-116 H CH,N(Ac)Me CF; |2
13-117 H CH,N(Ac)i-Pr CFy |2
13-118 H CH,N(Ac)c—Pr CF, | 2
13-119 H CH,N(Ac)CH,CF, | CF, |2
13-120 H CH,N(Ac)CH,c-Pr CF, |2

[0287]
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13-121 H CH,NHCOOMe CF; |2
13~122 H CH,NHCOOt-Bu CF; | 2
13-123 H CH,N(Me)CO,Me CF; |2
13-124 H CH,;N(Me)COOt-Bu | CF; | 2
13-125 H CH,NHCONHMe CF; | 2
13-126 H CH,N(Me)CONHMe | CF, | 2
13-127 H CH,SMe CF, |2
13-128 H CH,SOMe CFy | 2
13-129 H CH,S0,Me CF, | 2
13-130 H CH=NOH CF; |2
13-131 H CH=NOMe CF; |2
13-132 H CH=NOi-Pr CF; |2
13-133 H CH=NOCH,CF, CF; | 2
13-134 H CH=NOCH,c-Pr CF; | 2
13-135 H C(Me)=NOH CF; |2
13-136 H C(Me)=NOMe CF; |2
13-137 H C(Me)=NOi-Pr CF; | 2
13-138 H C(Me)=NOCH,CF, CF; |2
13-139 H C(Me)=NOCH,c—-Pr | CF; | 2
13-140 H NH, CF, | 2
13-141 H NHMe CF, | 2
13-142 H NHi—-Pr CF, |2
13-143 H NHCH,CF, CF; | 2
13-144 H NHCH,c—Pr CF; | 2
13-145 H NMe, CF, | 2
13-146 H N(Me)CH,CF; CF; | 2
13-147 H N(Me)CH,c-Pr CFy {2
13-148 H NHAc CF; |2
13-149 H N(Ac)Me CF, |2
13-150 H N(Ac)i-Pr CF; |2
13-151 H N(Ac)CH,CF, CF3 |2
13-152 H N(Ac)CH,c-Pr CFy |2
13-153 H NHCOOMe CF; |2
13-154 H N(COOMe)Me CF3 |2
13-155 H N(COOMe)i-Pr CF; | 2
13-156 H N(COOMe)CH,CF, | CF, | 2
13-157 H N(COOMe)CH,c—Pr | CF; | 2
13-158 H NHCONMe, CF; | 2
13-159 H N(CONMe,)Me CF; | 2
13-160 H CH,CI CF, | 2

[0288]
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13-197 CH,N(Ac)i-Pr
13-198 CH,N(Ac)c-Pr
13-199 CH,N(Ac)CH,CF,
13-200 CH,N(AC)CH,c-Pr

SCF,
SCF,
SCF,
SCF,

3£ 48
SEE WS R?' R? R |m| 287
13-161 CO,H H SCF,;] 2
13-162 CO;Me H SCF,| 2
13-163 CO,i-Pr H SCF,| 2
13-164 CO,CH,CF; H SCF,| 2
13-165 CO,CH,c—Pr H SCF,| 2
13-166 CONH, H SCF,| 2
13-167 GCONHMe H SCF,| 2
13-168 CONHi-Pr H SCF,| 2
13-169 CONHc-Pr H SCF,| 2
13-170 CONHCH,CF; H SCF,| 2
13-171 CONHCH,c—Pr H SCF,| 2
13-172___|CONMe, m SCF,[ 2
13-173 CN H SCF,| 2
13-174 ___|CHO H SO, | 2
13-175 C(=0)Me H SCF,| 2
13-176 CH,0H H SCF,| 2
13-177 CHQOMe H SCFg 2
13-178 CH,Oi-Pr H SCF,| 2
13-179 CH,0CH,CF; H SCF,| 2
13-180 CH,0CH,c-Pr H SCF,| 2
13-181 GH,0C(=0)Me H SCF,| 2
13-182 CH,0C(=0)i-Pr H SCF,| 2
13-183 CH,0C(=0)c-Pr H SCF,| 2
13-184 CH,0C(=0)OMe H SCF,| 2
13-185 CH,0C(=O)NHMe H SCF,| 2
13-186 CH,0C(=0)NMe, H SCF,| 2
13-187 ___|CH,CN H SCF,| 2
13-188 ___ |CH,NH, " SCF,| 2
13-189 CH,NHMe H SCF,| 2
13-190 __ |CH,NHi—Pr m SCF.[ 2
13-191 CH,NHc-Pr H SCF,| 2
13-192 CH,NHCH,CF, H SCF,]| 2
13-193 CH,NHCH,c-Pr H SCF,| 2
13-194 CH,;NMe, H SCF,| 2
13-195___|CH,NHAc m SCF.[ 2
13-196 CH,N(Ac)Me H SCF,| 2
H 2
H 2
H 2
H 2
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13-201 CH,NHCOOMe H SCF;| 2
13-202 CH,NHCOOt-Bu [N SCF,| 2
13-203 CH,N(Me)CO,Me  |H SCF,| 2
13-204 CH,N(Me)COOt-Bu |H SCF;| 2
13-205 CH,NHCONHMe H SCF,[ 2
13-206 CH,N(Me)CONHMe |H SCF,| 2
13-207 CH,SMe H SCF,| 2
13-208 CH,SOMe H SCF,| 2
13-209 CH,SO,Me H SCF,| 2
13-210 CH=NOH H SCF,| 2
13-211 CH=NOMe H SCF,| 2
13-212 CH=NOi-Pr H SCF,| 2
13-213 CH=NOCH,CF, H SCF,| 2
13-214 CH=NOCH,c-Pr H SCF;| 2
13-215 C(Me)=NOH H SCF3| 2
13-216 C(Me)=NOMe H SCF,| 2
13-217 C(Me)=NOi-Pr H SCF,| 2
13-218 C(Me)=NOCH,CF; |H SCF;| 2
13-219 C(Me)=NOCH,c-Pr |H SCF;| 2
13-220 NH, H SCF,| 2
13-221 NHMe H SCF;| 2
13-222 NHi-Pr H SCF,| 2
13-223 NHCH,CF, H SCF,| 2
13-224 NHCH,c-Pr H SCF;| 2
13-225 NMe, H SCF,| 2
13-226 N(Me)CH,CF; H SCF,| 2
13-227 N(Me)CH,c-Pr H SCF,| 2
13-228 NHAc H SCF,| 2
13-229 N(Ac)Me H SCF,| 2
13-230 N(Ac)i-Pr H SCF,| 2
13-231 N(Ac)CH,CF, H SCF,| 2
13-232 N(Ac)CH,c-Pr H SCF,| 2
13-233 NHCOOMe H SCF,| 2
13-234 N(COOMe)Me H SCF,| 2
13-235 N(COOMe)i-Pr H SCF,| 2
13-236 N(COOMe)CH,CF; |H SCF,| 2
13-237 N(COOMe)CH,c-Pr |H SCF,| 2
13-238 NHCONMe, H SCF,| 2
13-239 N(CONMe;)Me H SCF,]| 2
13-240 CH,Cl H SCF,| 2
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13-241 H CO,H SCF,| 2
13-242 H CO,Me SCF,| 2
13-243 H CO,i-Pr SCF,;| 2
13-244 H CO,CH,CF, SCF,| 2
13-245 H CO,CH,c-Pr SCF,;| 2
13-246 H CONH, SCF,| 2
13-247 H CONHMe SCF;| 2
13-248 H CONHi-Pr SCF,| 2
13-249 H CONHc-Pr SCF;| 2
13-250 H CONHCH,CF, SCF,]| 2
13-251 H CONHCH,c-Pr SCF,| 2
13-252 H CONMe, SCF,| 2
13-253 H CN SCF,l 2
13-254 H CHO SCF;| 2
13-255 H C(=0)Me SCF,| 2
13-256 H CH,OH SCF;| 2
13-257 H CH,OMe SCF,| 2
13-258 H CH,0i-Pr SCF,| 2
13-259 H CH,OCH,CF, SCF,| 2
13-260 H CH,OCH,c-Pr SCF,| 2
13-261 H CH,0C(=0)Me SCF;| 2
13-262 H CH,OC(=0)i-Pr SCF,| 2
13-263 H CH,0C(=0)c—Pr SCF,;] 2
13-264 H CH,0C(=0)OMe SCF,;| 2
13-265 H CH,OC(=0)NHMe SCF,;| 2
13-266 H CH,0C(=0)NMe, SCF,| 2
13-267 H CH,CN SCF,| 2
13-268 H CH,NH, SCF,| 2
13-269 H CH,NHMe SCF,| 2
13-270 H CH,NHi-Pr SCF,| 2
13-271 H CH,NHc-Pr SCF,| 2
13-272 H CH,NHCH,CF, SCF,| 2
13-273 H CH,NHCH,c-Pr SCF;| 2
13-274 H CH,;NMe, SCF,| 2
13-275 H CH,NHAc SCF,| 2
13-276 H CH,N(Ac)Me SCF,;| 2
13-277 H CH,N(Ac)i-Pr SCF;] 2
13-278 H CH,N(Ac)c—Pr SCF,| 2
13-279 H CH,N(AC)CH,CF, SCF,| 2
13-280 H CH,N(AC)CH,c-Pr | SCF4] 2
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13-281 H CH,NHCOOMe SCF,[ 2
13-282 H CH,NHCOOt-Bu SCF,| 2
13-283 H CH,N(Me)CO,Me SCF,| 2
13-284 H CH,N(Me)COOt-Bu | SCF,| 2
13-285 H CH,NHCONHMe SCF,| 2
13-286 H CH,N(Me)CONHMe [ SCF,][ 2
13-287 H CH,SMe SCF,| 2
13-288 H CH,SOMe SCF,[ 2
13-289 H CH,SO,Me SCF,| 2
13-290 H CH=NOH SCF,| 2
13-291 H CH=NOMe SCF;| 2
13-292 H CH=NOi-Pr SCF,[ 2
13-293 H CH=NOCH,CF, SCF;! 2
13-294 H CH=NOCH,c-Pr SCF,| 2
13-295 H C(Me)=NOH SCF,| 2
13-296 H C(Me)=NOMe SCF;| 2
13-297 H C(Me)=NOi-Pr SCF,| 2
13-298 H C(Me)=NOCH,CF, SCF;| 2
13-299 H C(Me)=NOCH,c-Pr |SCF,| 2
13-300 __|H NH, SCF,| 2
13-301 H NHMe SCF;| 2
13-302 H NHi-Pr SCF,| 2
13-303___|H NHCH,CF, SCF,| 2
13-304 H NHCH,c—Pr SCF,| 2
13-305 H NMe, SCF,| 2
13-306 H N(Me)CH,CF, SCF,| 2
13-307 H N(Me)CH,c—Pr SCF,| 2
13-308 H NHAc SCF,| 2
13-309 H N(Ac)Me SCF,| 2
13-310 H N(AC)i~Pr SCF,| 2
13-311 H N(Ac)CH,CF, SCF;| 2
13-312 H N(Ac)CH,c~Pr SCF,| 2
13-313 H NHCOOMe SCF,| 2
13-314 H N(COOMe)Me SCF;| 2
13-315 H N(COOMe)i-Pr SCF,| 2
13-316 H N(COOMe)CH,CF; |SCF,][ 2
13-317 H N(COOMe)CH,c-Pr |SCF,] 2
13-318 H NHCONMe, SCF,| 2
13-319 H N(CONMe,)Me SCF;| 2

[0292] 13-320 __|H CH,CI SCF,| 2
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14-1 CO,H H CF; | 2
14-2 CO,Me H CF; |2
14-3 CO,i—Pr H CF; | 2
14-4 CO,CH,CF,4 H CF; | 2
14-5 CO,CH,c-Pr H CF; | 2
14-6 CONH, H CFy |2
14-7 CONHMe H CF; | 2
14-8 CONHi-Pr H CF; | 2
14-9 CONHc—Pr H CFy |2
14-10 CONHCH,CF, H CF; | 2
14-11 CONHCH,c-Pr H CF; | 2
14-12 CONMe, H CF; |2
14-13 CN H CF; |2
14-14 CHO H CF, |2
14-15 C(=0)Me H CF,; [ 2
14-16 CH,0H H CF; | 2
14-17 CH,0OMe H CF; | 2
14-18 CH,0i-Pr H CF; [ 2
14-19 CH,OCH,CF; H CF; |2
14-20 CH,0OCH,¢c-Pr H CF; | 2
14-21 CH,0C(=0)Me H CF; [ 2
14-22 CH,0C(=0)i-Pr H CF, [ 2
14-23 CH,0C(=0)c-Pr H CF; | 2
14-24 CH,0C(=0)OMe H CF; | 2
14-25 CH,0C(=0)NHMe H CFy | 2
14-26 CH,0C(=0)NMe, H CF; | 2
14-27 CH,CN H CF; | 2
14-28 CH,NH, H CF; | 2
14-29 CH,NHMe H CF; | 2
14-30 CH,NHi-Pr H CF; | 2
14-31 CH,;NHc-Pr H CF; | 2
14-32 CH,NHCH,CF, H CF; | 2
14-33 CH,NHCH,c-Pr H CF; | 2
14-34 CH;NMe, H CFy |2
14-35 CH,NHAc H CF; | 2
14-36 CH,N(Ac)Me H CF; [ 2
14-37 CH,N(Ac)i-Pr H CF, [ 2
14-38 CH,N(Ac)c—Pr H CF; |2
14-39 CH,N(Ac)CH,CF; |H CF,; | 2
14-40 CH,N(Ac)CHyc-Pr  |H CF; |2

[0294]

_66_



ZIHSd 10-2017-0095909

% 53
5182 HE R R2 R [ m| M=%
14-41 CH,;NHCOOMe H CF; |2
14-42 CH,NHCOOt-Bu H CF; |2
14-43 CH,N(Me)CO,Me H CF, |2
14-44 CH,N(Me)COOt-Bu |H CF; |2
14-45 CH,NHCONHMe H CF; |2
14-46 CH,N(Me)CONHMe |H CFy | 2
14-47 CH,SMe H CF; | 2
14-48 CH,SOMe H CFy |2
14-49 CH,SO,Me H CFy |2
14-50 CH=NOH H CF; |2
14-51 CH=NOMe H CF, |2
14-52 CH=NOi-Pr H CF, |2
14-53 CH=NOCH,CF, H CFy |2
14-54 CH=NOCH,c—Pr H CFs; |2
14-55 C(Me)=NOH H CF; |2
14-56 C(Me)=NOMe H CF; |2
14-57 C(Me)=NOi-Pr H CFy | 2
14-58 C(Me)=NOCH,CF; |H CF; |2
14-59 C(Me)=NOCH,c-Pr |H CF3 | 2
14-60 NH, H CFs |2
14-61 NHMe H CFs |2
14-62 NHi-Pr H CF; |2
14-63 NHCH,CF, H CF; |2
14-64 NHCH,yc-Pr H CF, | 2
14-65 NMe, H CFy |2
14-66 N(Me)CH,CF, H CF; |2
14-67 N(Me)CH,c-Pr H CF; (2
14-68 NHAc H CFs | 2
14-69 N(Ac)Me H CF, | 2
14-70 N(Ac)i-Pr H CF, | 2
14-71 N(Ac)CH,CF, H CF; |2
14-72 N(Ac)CH,c—-Pr H CF; | 2
14-73 NHCOOMe H CFy |2
14-74 N(COOMe)Me H CF; | 2
14-75 N(COOMe)i-Pr H CFy | 2
14-76 N(COOMe)CH,CF; |H CF; |2
14-77 N(COOMe)CH,c-Pr |H CF; |2
14-78 NHCONMe, H CFy | 2
14-79 N(CONMe,)Me H CF, |2
14-80 CH,Cl H CF; |2
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14-81 H CO,H CF, | 2
14-82 H CO,Me CF; | 2
14-83 H CO,i-Pr CF, |2
14-84 H CO,CH,CF, CF; | 2
14-85 H CO,CH,c—Pr CF, | 2
14-86 H CONH, CF, | 2
14-87 H CONHMe CF; | 2
14-88 H CONHi-Pr CF; | 2
14-89 H CONHc-Pr CF,; | 2
14-90 H CONHCH,CF; CF; | 2
14-91 H CONHCH,c-Pr CF; | 2
14-92 H CONMe, CFy | 2
14-93 H CN CF, | 2
14-94 H CHO CF; | 2
14-95 H C(=0)Me CF; | 2
14-96 H CH,OH CF, | 2
14-97 H CH,OMe CF; | 2
14-98 H CH,0iPr CF, | 2
14-99 H CH,OCH,CF, CF, | 2
14-100 H CH,OCH,c-Pr CF; |2
14-101 H CH,0C(=0)Me CF; | 2
14-102 H CH,0C(=0)i~-Pr CF; | 2
14-103 H CH,0C(=0)c-Pr CF; | 2
14-104 H CH,0C(=0)OMe CF; | 2
14-105 H CH,0C(=0)NHMe CF; | 2
14-106 H CH,0C(=0)NMe, CF; | 2
14-107 H CH,CN CFy |2
14-108 H CH,NH, CF; | 2
14-109 H CH,NHMe CF; | 2
14-110 H CH,NHi~Pr CF, | 2
14-111 H CH,NHc-Pr CF; | 2
14-112 H CH,NHCH,CF;, CF; |2
14-113 H CH,NHCH,c—Pr CF; | 2
14-114 H CH,;NMe, CF; |2
14-115 H CH,NHAc CF; | 2
14-116 H CH,N(Ac)Me CF; |2
14-117 H CH,N(AC)-Pr CF; |2
14-118 H CH,N(Ac)c—Pr CF; | 2
14-119 H CH,N(Ac)CH,CF, CF, | 2
14-120 H CH,N(Ac)CH,c—Pr CF; | 2
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14-121 H CH,NHCOOMe CF, | 2
14-122 H CH,NHCOOt-Bu CF; | 2
14-123 H CH,N(Me)CO,Me CF; | 2
14-124 H CH,N(Me)COOt-Bu | CF; | 2
14-125 H CH,NHCONHMe CF; | 2
14-126 H CH,N(Me)CONHMe | CF, | 2
14-127 H CH,SMe CF, | 2
14-128 H CH,SOMe CF, | 2
14-129 H CH,SO,Me CF; | 2
14-130 H CH=NOH CF; | 2
14-131 H CH=NOMe CF; | 2
14-132 H CH=NOi-Pr CF, | 2
14-133__ [H CH=NOCH,CF, CF, [ 2
14-134 H CH=NOCH,c-Pr CF, | 2
14-135 H C(Me)=NOH CF; |2
14-136 H C(Me)=NOMe CF; |2
14-137 H C(Me)=NOi-Pr CF; |2
14-138 H C(Me)=NOCH,CF; | CF; | 2
14-139 H C(Me)=NOCH,c—Pr | CF; | 2
14-140 H NH, CF; |2
14-141 H NHMe CF; | 2
14-142 H NHi—-Pr CF; |2
14-143 H NHCH,CF, CF, | 2
14-144 H NHCH,c—Pr CF, | 2
14-145 H NMe, CF, | 2
14-146 H N(Me)CH,CF, CF; |2
14-147 H N(Me)CH,c—Pr CFy |2
14-148 H NHAc CF3 |2
14-149 H N(Ac)Me CF; | 2
14-150 H N(Ac)i-Pr CF; | 2
14-151 H N(Ac)CH,CF, CF,; | 2
14-152 H N(Ac)CH,c—Pr CF, | 2
14-153 H NHCOOMe CF; |2
14-154 H N(COOMe)Me CF; |2
14-155 H N(COOMe)i-Pr CF; | 2
14-156 H N(COOMe)CH,CF; | CF; | 2
14-157 H N(COOMe)CH,c—Pr | CF; | 2
14-158 H NHCONMe, CF; | 2
14-159 H N(CONMe,)Me CF; | 2
14-160 H CH,CI CF; | 2
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14-161 CO,H H SCF;| 2
14-162 COyMe H SCF;| 2
14-163 CO,i-Pr H SCF3| 2
14-164 CO,CH,CF, H SCF;| 2
14-165 CO,CH,c-Pr H SCF;| 2
14-166 CONH, H SCF;| 2
14-167 CONHMe H SCF;| 2
14-168 CONHi-Pr H SCF;| 2
14-169 CONHc-Pr H SCF,| 2
14-170 CONHCH,CF, H SCF;| 2
14-171 CONHCH,c~Pr H SCF,| 2
14-172 CONMe, H SCF;| 2
14-173 CN H SCFy| 2
14-174 CHO H SCF;| 2
14-175 C(=0)Me H SCF,| 2
14-176 CH,0OH H SCF,| 2
14-177 CH,OMe H SCF;| 2
14-178 CH,0i-Pr H SCF;| 2
14-179 CH,0OCH,CF4 H SCF;| 2
14-180 CH,0CH,c-Pr H SCF,| 2
14-181 CH,0C(=0)Me H SCF,| 2
14-182 CH,0C(=0)i-Pr H SCF,| 2
14-183 CH,0C(=0)c~Pr H SCF;| 2
14-184 CH,0C(=0)OMe H SCF,| 2
14-185 CH,0OC(=0)NHMe H SCF;| 2
14-186 CH,0C(=0)NMe, H SCF,| 2
14-187 CH,CN H SCF;| 2
14-188 CH;NH, H SCF,| 2
14-189 CH,NHMe H SCF;| 2
14-190 CH,NHi-Pr H SCF;| 2
14-191 CH,;NHc—Pr H SCF;| 2
14-192 CH,NHCH,CF;, H SCF;| 2
14-193 CH,NHCH,c-Pr H SCF;| 2
14-194 CH,;NMe, H SCF,| 2
14-195 CH,;NHAc H SCF;| 2
14-196 CH,N(Ac)Me H SCF;| 2
14-197 CH,N(Ac)i-Pr H SCF;| 2
14-198 CH,N(Ac)c-Pr H SCF,| 2
14-199 CH,N(Ac)CH,CF, H SCF;| 2
14-200 CH,N(Ac)CHc—Pr  |H SCF;| 2
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14-201 CH,NHCOOMe H SCF;| 2
14-202 CH,NHCOOt-Bu H SCF,| 2
14-203 CH,;N(Me)CO,Me H SCF;| 2
14-204 CH,N(Me)COOt-Bu |H SCF,| 2
14-205 CH,NHCONHMe H SCF,| 2
14-206 CH,;N(Me)CONHMe [H SCF,| 2
14-207 CH,SMe H SCF,| 2
14-208 CH,SOMe H SCF,| 2
14-209 CH,SO,Me H SCF,4| 2
14-210 CH=NOH H SCF,| 2
14-211 CH=NOMe H SCF,]| 2
14-212 CH=NOi-Pr H SCF,| 2
14-213 CH=NOCH,CF, H SCF;| 2
14-214 CH=NOCH,c—Pr H SCF,| 2
14-215 C(Me)=NOH H SCF;| 2
14-216 C(Me)=NOMe H SCF,| 2
14-217 C(Me)=NOi-Pr H SCF,| 2
14-218 C(Me)=NOCH,CF, |4 SCF,| 2
14-219 C(Me)=NOCH,c-Pr |H SCF,| 2
14-220 NH, H SCF;| 2
14-221 NHMe H SCF,| 2
14-222 NHi-Pr H SCF,| 2
14-223 NHCH,CF, H SCF,| 2
14-224 NHCH,c-Pr H SCF,| 2
14-225 NMe, H SCF,| 2
14-226 N(Me)CH,CF, H SCF,| 2
14-227 N(Me)CH,c—Pr H SCF,| 2
14-228 NHAc H SCF,]| 2
14-229 N(Ac)Me H SCF,| 2
14-230 N(Ac)i-Pr H SCFa, 2
14-231 N(Ac)CH,CF, H SCF,| 2
14-232 N(Ac)CH,c-Pr H SCF,| 2
14-233 NHCOOMe H SCF,| 2
14-234 N(COOMe)Me H SCF,| 2
14-235 N(COOMe)i-Pr H SCF,| 2
14-236 N(COOMe)CH,CF; |H SCF;| 2
14-237 N(COOMe)CH,c-Pr |H SCF,| 2
14-238 NHCONMe, H SCF;| 2
14-239 N(CONMe,)Me H SCF,]| 2
14-240 CH,ClI H SCF,| 2
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14-241 H CO,H SCF;| 2
14-242 H CO;Me SCF;| 2
14-243 H CO,i—Pr SCF,| 2
14-244 H CO,CH,CF, SCF,| 2
14-245 H CO,CH,c—Pr SCF,[ 2
14-246 H CONH, SCF,| 2
14-247 H CONHMe SCF,| 2
14-248 H CONHi-Pr SCF,| 2
14-249 H CONHc-Pr SCF;| 2
14-250 H CONHCH,CF, SCF,| 2
14-251 H CONHCH,c-Pr SCF,| 2
14-252 H CONMe, SCF,| 2
14-253 H CN SCF;| 2
14-254 H CHO SCF;| 2
14-255 H C(=O)Me SCF;| 2
14-256 H CH,OH SCF,| 2
14-257 H CH,0OMe SCF,| 2
14-258 H CH,Oi-Pr SCF;| 2
14-259 H CH,OCH,CF, SCF,| 2
14-260 H CH,OCH,c-Pr SCF,| 2
14-261 H CH,0C(=0)Me SCF;| 2
14-262 H CH,0C(=0)i-Pr SCF,| 2
14-263 H CH,0C(=0)c-Pr SCF,;| 2
14-264 H CH,0C(=0)OMe SCF;| 2
14-265 H CH,0C(=0)NHMe SCF,;| 2
14-266 H CH,0C(=0)NMe, SCF;| 2
14-267 H CH,CN SCF,| 2
14-268 H CH,NH, SCF,| 2
14-269 H CH;NHMe SCF;| 2
14-270 H CH,NHi-Pr SCF,| 2
14-271 H CH,NHe-Pr SCF;| 2
14-272 H CH;NHCH,CF, SCF,| 2
14-273 H CH,NHCH,c-Pr SCF;| 2
14-274 H CH;NMe, SCF,| 2
14-275 H CH,NHAc SCF,| 2
14-276 H CH,;N(Ac)Me SCF;| 2
14-277 H CH,N(Ac)i-Pr SCF4| 2
14-278 H CH,N(Ac)c-Pr SCF;| 2
14-279 H CH,N(Ac)CH,CF, SCF;| 2
14-280 H CH,;N(Ac)CH,c—Pr | SCF;| 2
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14-281 H CH,NHCOOMe SCF;| 2
14-282 H CH,NHCOOt-Bu SCF;| 2
14-283 H CH,N(Me)CO,Me SCF,| 2
14-284 H CH,N(Me)COOt-Bu | SCF,| 2
14-285 H CH,NHCONHMe SCF,| 2
14-286 H CH,N(Me)CONHMe | SCF,| 2
14-287 H CH,SMe SCF;| 2
14-288 H CH,SOMe SCF,| 2
14-289 H CH,SO,Me SCF,| 2
14-290 H CH=NOH SCF,| 2
14-291 H CH=NOMe SCF,| 2
14-292 H CH=NOi-Pr SCF,| 2
14-293  [H CH=NOCH,CF, SCF,| 2
14-294 H CH=NOCH,c-Pr SCF;| 2
14-295 H C(Me)=NOH SCF;| 2
14-296 H C(Me)=NOMe SCF,| 2
14-297 H C(Me)=NOi-Pr SCF;| 2
14-298 H C(Me)=NOCH,CF, SCF;| 2
14-299 H C(Me)=NOCH,c-Pr |SCF;| 2
14-300 H NH, SCF;| 2
14-301 H NHMe SCF;| 2
14-302 H NHi~Pr SCF,][ 2
14-303 H NHCH,CF, SCF;| 2
14-304 H NHCH,c-Pr SCF,| 2
14-305 _ [H NMe, SCF,| 2
14-306 H N(Me)CH,CF, SCF,| 2
14-307 H N(Me)CH,c-Pr SCF,| 2
14-308 H NHAG SCF,| 2
14-309 H N(Ac)Me SCF;| 2
14-310 H N(Ac)i-Pr SCF,| 2
14-311 H N(Ac)CH,CF, SCF;| 2
14-312 H N(Ac)CH,c-Pr SCF,| 2
14-313 H NHCOOMe SCF;| 2
14-314 H N(COOMe)Me SCF;| 2
14-315 H N(COOMe)i-Pr SCF;| 2
14-316 H N(COOMe)CH,CF; |SCF,| 2
14-317 H N(COOMe)CH,c~Pr | SCF,| 2
14-318 | NHCONMe, SCF,| 2
14-319 H N(CONMe,)Me SCF,| 2

[0301] 14-320  |H CH,CI SCF,| 2

4] 22
(O)m\\s _/
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sigtE HE R? R% R [m]| M=%
15-1 CO,H H CF, |2
15-2 CO,Me H CF; |2
15-3 CO,i—-Pr H CF; | 2
15-4 CO,CH,CF; H CF; |2
15-5 CO,CH,c-Pr H CF; | 2
15-6 CONH, H CFs [ 2
15-7 CONHMe H CF, |2
15-8 CONHi-Pr H CF; | 2
15-9 CONHc-Pr H CF; | 2
15-10 CONHCH,CF, H CF; |2
15-11 CONHCHc-Pr H CF; | 2
15-12 CONMe, H CF; |2
15-13 CN H CF; 12
15-14 CHO H CF; | 2
15-15 C(=0)Me H CF; | 2
15-16 CH,OH H CF; |2
15-17 CH,0Me H CF; [ 2
15-18 CH,0i-Pr H CF; | 2
15-19 CH,0CH,CF,4 H CF; |2
15-20 CH,OCHyc—Pr H CFy |2
15-21 CH,0C(=0)Me H CFy | 2
15-22 CH,0C(=0)i-Pr H CF; | 2
15-23 CH,0C(=0)c~Pr H CF; | 2
15-24 CH,0C(=0)OMe H CF; | 2
15-25 CH,0C(=0)NHMe H CF; | 2
15-26 CH,0C(=0)NMe, H CF; | 2
15-27 CH,CN H CF; |2
15-28 CH,NH, H CF; [ 2
15-29 CH,NHMe H CF; | 2
15-30 CH,NHi-Pr H CF; | 2
15-31 CH,;NHc—-Pr H CF; | 2
15-32 CH,NHCH,CF, H CF; |2
15-33 CH,NHCH,c-Pr H CF; |2
15-34 CH,;NMe, H CF; [ 2
15-35 CH,NHACc H CF; | 2
15-36 CH,N(Ac)Me H CF, |2
15-37 CH,N(Ac)i-Pr H CF; |2
15-38 CH,N(Ac)c—Pr H CF; | 2
15-39 CH,N(Ac)CH,CF; H CF; |2
15-40 CH,N(AC)CH,c-Pr  |H CF, | 2

[0303]
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15-41 CH,NHCOOMe H CF; |2
15-42 CH,NHCOOt-Bu  |H CFy | 2
15-43 CH,N(Me)CO,Me H CF; | 2
15-44 CH;N(Me)COO0t-Bu |H CF, | 2
15-45 CH,NHCONHMe H CF; | 2
15-46 CH,N(Me)CONHMe |H CF; |2
15-47 CH,SMe H CF; | 2
15-48 CH,SOMe H CF, | 2
15-49 CH,SO,Me H CF; | 2
15-50 CH=NOH H CF; | 2
15-51 CH=NOMe H CF; | 2
15-52 CH=NOi-Pr H CF; | 2
15-53 CH=NOCH,CF, H CF; 12
15-54 CH=NOCH,c-Pr H CF; | 2
15-55 C(Me)=NOH H CF, | 2
15-56 C(Me)=NOMe H CF; | 2
15-57 C(Me)=NOi—Pr H CF, | 2
15-58 C(Me)=NOCH,CF; |H CF, | 2
15-59 C(Me)=NOCH,c-Pr |H CF; | 2
15-60 NH, H CF; |2
15-61 NHMe H CF; | 2
15-62 NHi-Pr H CF, | 2
15-63 NHCH,CF; H CF, | 2
15-64 NHCH,c-Pr H CF; | 2
15-65 NMe, H CFy |2
15-66 N(Me)CH,CF, H CFy | 2
15-67 N(Me)CH,c-Pr H CF, | 2
15-68 NHAc H CF; | 2
15-69 N(Ac)Me H CF; | 2
15-70 N(Ac)i-Pr H CF, | 2
15-71 N(Ac)CH,CF, H CF; | 2
15-72 N(Ac)CH,c~Pr H CF, | 2
15-73 NHCOOMe H CF,; | 2
15-74 N(COOMe)Me H CF; | 2
15-75 N(COOMe)i-Pr H CF, | 2
15-76 N(COOMe)CH,CF; |H cF, 2
15-77 N(COOMe)CH,c-Pr |H CF; | 2
15-78 NHCONMe, H CF; | 2
15-79 N(CONMe,)Me H CF, | 2
15-80 CH,CI H CF; | 2

[0304]

_75_



[0305]

ZIHSd 10-2017-0095909

£ 62
B8l HE R? R% R |m| 24x
15-81 H CO,H CF, | 2
15-82 H CO,Me CF, | 2
15-83 H CO,i~Pr CF, | 2
15-84 H CO,CH,CF, CF, | 2
15-85 H CO,CH,c—Pr CF, | 2
15-86 H CONH, CF; |2
15-87 H CONHMe CF; | 2
15-88 H CONHi-Pr CF,; | 2
15-89 H CONHc-Pr CF; | 2
15-90 H CONHCH,CF, CF; | 2
15-91 H CONHCH,c-Pr CF, | 2
15-92 H CONMe, CF; | 2
15-93 H CN CF, 12
15-94 H CHO CF, | 2
15-95 H C(=0)Me CFy |2
15-96 H CH,OH CF, | 2
15-97 H CH,OMe CF,; | 2
15-98 H CH,0i-Pr CF, | 2
15-99 H CH,OCH,CF; CF, | 2
15-100 H CH,OCH,c-Pr CF; |2
15-101 H CH,0C(=0)Me CF; | 2
15-102 H CH,0C(=0)i-Pr CF; | 2
15-103 H CH,0C(=0)c-Pr CF; | 2
15-104 H CH,0C(=0)OMe CF; | 2
15-105 H CH,0C(=0)NHMe CF; |2
15-106 H CH,0C(=0)NMe, CF, |2
15-107 H CH,CN CF; | 2
15-108 H CH,NH, CF, | 2
15-109 H CH,NHMe CF; | 2
15-110 H CH,NHi-Pr CF, | 2
15-111 H CH;NHc-Pr CF; | 2
15-112 H CH,NHCH,CF, CF, |2
15-113 H CH,NHCH,c—Pr CF, | 2
15-114 H CH,NMe, CF; | 2
15-115 H CH,NHAc CF, | 2
15-116 H CH,N(Ac)Me CF; | 2
15-117 H CH,N(Ac)i-Pr CF; |2
15-118 H CH,N(Ac)c—Pr CF, | 2
15-119 H CH,N(Ac)CH,CF4 CF; |2
15-120 H CH,N(Ac)CH,c—Pr CF,; |2
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15-121 H CH,NHCOOMe CF; |2
15-122 H CH,NHCOOt-Bu CF, |2
15-123 H CH,N(Me)CO,Me CF, |2
15-124 H CH,N(Me)COOt-Bu | CF; | 2
15-125 H CH,NHCONHMe CF, | 2
15-126 H CH,N(Me)CONHMe | CF, | 2
15-127 H CH,SMe CF, |2
15-128 H CH,SOMe CF, |2
15-129 H CH,SO,Me CF, |2
15-130 H CH=NOH CF, | 2
15-131 H CH=NOMe CF, | 2
15-132 H CH=NOi-Pr CF, |2
15-133 H CH=NOCH,CF, CF; |2
15-134 H CH=NOCH,c-Pr CF; |2
15-135 H C(Me)=NOH CF; | 2
15-136 H C(Me)=NOMe CF; | 2
15-137 H C(Me)=NOi-Pr CF, |2
15-138 H C(Me)=NOCH,CF, CF, | 2
15-139 H C(Me)=NOCH,c-Pr | CF; | 2
15-140 H NH, CF, |2
15-141 H NHMe CF; |2
15-142 H NHi-Pr CF, | 2
15-143 H NHCH,CF, CF; | 2
15-144 H NHCH,c-Pr CF, | 2
15-145 H NMe, CF, |2
15-146 H N(Me)CH,CF, CF, |2
i5-147 H N(Me)CH,c—Pr CFy |2
15-148 H NHAc CF; | 2
15-149 H N(Ac)Me CF; | 2
15-150 H N(Ac)i-Pr CF, |2
15-151 H N(Ac)CH,CF, CF, |2
15-152 H N(Ac)CH,c-Pr CF; |2
15-153 H NHCOOMe CF; | 2
15-154 H N(COOMe)Me CF; | 2
15-155 H N(COOMe)i-Pr CF; | 2
15-156 H N(COOMe)CH,CF; | CF; | 2
15-157 H N(COOMe)CH,c-Pr | CF; | 2
15-158 H NHCONMe, CF, | 2
15-159 H N(CONMe,)Me CF; |2
15-160 H GH,Cl CF, | 2

[0306]
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15-161 CO,H H SCF;] 2
15-162 CO,Me H SCF3| 2
15-163 CO,i-Pr H SCF;| 2
15-164 CO,CH,CF,4 H SCF;| 2
15-165 CO,CH,c-Pr H SCF;| 2
15-166 CONH, H SCF,| 2
15-167 CONHMe H SCF;| 2
15-168 CONHi-Pr H SCF,| 2
15-169 CONHc-Pr H SCF;| 2
15-170 CONHCH,CF; H SCF;| 2
15-171 CONHCH,c-Pr H SCF;| 2
15-172 CONMe, H SCF;| 2
15-173 CN H SCF,| 2
15-174 CHO H SCF3| 2
15-175 C(=0)Me H SCF3} 2
15-176 CH,0OH H SCF;| 2
15-177 CH;0Me H SCF;3| 2
15-178 CH,0i-Pr H SCF;| 2
15-179 CH,0CH,CF; H SCF;| 2
15-180 CH,0CH,c-Pr H SCF;| 2
15-181 CH,0C(=0)Me H SCF;| 2
15-182 CH,0C(=0)i-Pr H SCF;] 2
15-183 CH,0C(=0)c-Pr H SCF;| 2
15-184 CH,0C(=0)OMe H SCF,| 2
15-185 CH,0C(=0)NHMe H SCF,| 2
15-186 CH,0C(=0)NMe, H SCF,| 2
15-187 CH,CN H SCF,} 2
15-188 CH,NH, H SCF3] 2
15-189 CH,;NHMe H SCF;| 2
15-190 CH,NHi-Pr H SCF;| 2
15-191 CH,;NHc-Pr H SCF;| 2
15-192 CH,NHCH,CF, H SCF4| 2
15-193 CH,;NHCH,c—Pr H SCF;] 2
15-194 CH;NMe, H SCF;| 2
15-195 CH,;NHAc H SCF;| 2
15-196 CH,N(Ac)Me H SCF,| 2
15-197 CH,N(Ac)i-Pr H SCF,| 2
15-198 CH,N(Ac)c-Pr H SCF;} 2
15-199 CH,N(Ac)CH,CF, H SCF;] 2
15-200 CH,N(AC)CH,c-Pr |4 SCF;| 2

[0307]
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15-201 CH,NHCOOMe H SCF,[ 2
15-202 CH,NHCOOt-Bu H SCF;| 2
15-203 CH,N(Me)CO,Me H SCF;| 2
15-204 CH,N(Me)COOt-Bu |H SCF;| 2
15-205 CH,NHCONHMe H SCF,| 2
15-206 CH,N(Me)CONHMe [H SCF;| 2
15-207 CH,SMe H SCF,| 2
15-208 CH,SOMe H SCF,;| 2
15-209 CH,S0;Me H SCF,| 2
15-210 CH=NOH H SCF;| 2
15-211 CH=NOMe H SCF;| 2
15-212 CH=NOi-Pr H SCF,| 2
15-213 CH=NOCH,CF, H SCF,| 2
15-214 CH=NOCH,c—Pr H SCF,| 2
15-215 C(Me)=NOH H SCF;| 2
15-216 C(Me)=NOMe H SCF;| 2
15-217 C(Me)=NOi-Pr H SCF;| 2
15-218 C(Me)=NOCH,CF; |H SCF,| 2
15-219 C(Me)=NOCH,c-Pr [H SCF;| 2
15-220 NH, H SCF;| 2
15-221 NHMe H SCF;| 2
15-222 NHi-Pr H SCF;| 2
15-223 NHCH,CF, H SCF,| 2
15-224 NHCH,c-Pr H SCF;| 2
15-225 NMe, H SCF,| 2
15-226 N(Me)CH,CF; H SCF;| 2
15-227 N(Me)CH,c-Pr H ScF,l 2
15-228 NHAGc H SCF;| 2
15-229 N(Ac)Me H SCF,| 2
15-230 N(Ac)i—Pr H SCF;| 2
15-231 N(Ac)CH,CF; H SCF,| 2
15-232 N(Ac)CH,c-Pr H SCF,| 2
15-233 NHCOOMe H SCF;| 2
15-234 N(COOMe)Me H SCF,| 2
15-235 N(COOMe)i-Pr H SCF;| 2
15-236 N(COOMe)CH,CF; |H SCF,| 2
15-237 N(COOMe)CH,c~Pr |H4 SCF,| 2
15-238 NHCONMe, H SCF,| 2
15-239 N(CONMe,)Me H SCF;| 2
15-240 CH,Cl H SCF;| 2
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15-241 H CO,H SCF,] 2
15-242 H CO,Me SCF,] 2
15-243 H CO,i-Pr SCF,| 2
15-244 H CO,CH,CF; SCF,| 2
15-245 H CO,CH,c—Pr SCF,| 2
15-246 H CONH, SCF;| 2
15-247 H CONHMe SCF;| 2
15-248 H CONHi-Pr SCF;| 2
15-249 H CONHc—Pr SCF;| 2
15-250 H CONHCH,CF, SCF,| 2
15-251 H CONHCH,c-Pr SCF,| 2
15-252 H CONMe, SCF;| 2
15-253 H CN SCF;! 2
15-254 H CHO SCF;| 2
15-255 H C(=0)Me SCF;| 2
15-256 H CH,OH SCF,| 2
15-257 H CH,0Me SCFy| 2
15-258 H CH,0i-Pr SCF,| 2
15-259 H CH,0CH,CF, SCF,| 2
15-260 H CH,0CH,c-Pr SCF,| 2
15-261 H CH,0C(=0)Me SCF;| 2
15-262 H CH,0C(=0)i-Pr SCF;| 2
15-263 H CH,0C(=0)c-Pr SCF,| 2
15-264 H CH,0C(=0)OMe SCF;| 2
15-265 H CH,0C(=0)NHMe SCF;| 2
15-266 H CH,0C(=0)NMe, SCF;| 2
15-267 H CH,CN SCF,l 2
15-268 H CH,NH, SCF,| 2
15-269 H CH,NHMe SCF;| 2
15-270 H CH,NHi-Pr SCF;| 2
15-271 H CH,NHc-Pr SCF,| 2
15-272 H CH,NHCH,CF, SCF,| 2
15-273 H CH,;NHCH,c-Pr SCF4| 2
15-274 H CH,NMe, SCF;| 2
15-275 H CH,NHAc SCF;| 2
15-276 H CH,N(Ac)Me SCF;| 2
15-277 H CH,N(Ac)i-Pr SCF;| 2
15-278 H CH,N(Ac)c—Pr SCF;| 2
15-279 H CH,N(Ac)CH,CF, SCF,| 2
15-280 H CH,N(Ac)CH,c-Pr | SCF;] 2
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15-281 H CH,NHCOOMe SCF;| 2
15-282 H CH,NHCOOt-Bu SCF;| 2
15-283 H CH;N(Me)CO,Me SCF;] 2
15-284 H CH,N(Me)COOt-Bu | SCF;| 2
15-285 H CH,NHCONHMe SCF;| 2
15-286 H CH;N(Me)CONHMe | SCF;| 2
15-287 H CH,SMe SCF,]| 2
15-288 H CH,SOMe SCF;| 2
15-289 H CH,SO,Me SCF;| 2
15-290 H CH=NOH SCF;| 2
15-291 H CH=NOMe SCF,]| 2
15-292 H CH=NOi-Pr SCF;| 2
15-293 H CH=NOCH,CF, SCF,| 2
15-294 H CH=NOCH,c-Pr SCF;| 2
15-295 H C(Me)=NOH SCF;| 2
15-296 H C(Me)=NOMe SCF;| 2
15-297 H C(Me)=NOi—-Pr SCF;| 2
15-298 H C(Me)=NOCH,CF, SCF;| 2
15-299 H C(Me)=-NOCH,c-Pr | SCF;] 2
15-300 H NH, SCF;| 2
15-301 H NHMe SCF,| 2
15-302 H NHi-Pr SCF;| 2
15-303 H NHCH,CF, SCF;| 2
15-304 H NHCH,c-Pr SCF,| 2
15-305 H NMe, SCF;| 2
15-306 H N(Me)CH,CF4 SCF;| 2
15-307 H N(Me)CH,c—Pr SCF;1 2
15-308 H NHAc SCF;| 2
15-309 H N(Ac)Me SCF,| 2
15-310 H N(Ac)i-Pr SCF,]| 2
15-311 H N(Ac)CH,CF, SCF;| 2
15-312 H N(Ac)CH,c—-Pr SCF;| 2
15-313 H NHCOOMe SCF,| 2
15-314 H N(COOMe)Me SCF,| 2
15-315 H N(COOMe)i-Pr SCF;| 2
15-316 H N(COOMe)CH,CF; | SCF;| 2
15-317 H N(COOMe)CH,c-Pr | SCF;| 2
15-318 H NHCONMe, SCF;| 2
15-319 H N(CONMe,;)Me SCF;3| 2
15-320 H CH,Cl SCF,| 2
RS
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16-1 CO,H H CF; | 2
16-2 CO,Me H CF; [ 2
16-3 CO,i-Pr H CF; | 2
16-4 CO,CH,CF; H CF; |2
16-5 CO,CHyc-Pr H CF; |2
16-6 CONH, H CF3 |2
16-7 CONHMe H CF; | 2
16-8 CONHi-Pr H CF, | 2
16-9 CONHc—-Pr H CF; | 2
16-10 CONHCH,CF; H CF; | 2
16-11 CONHCH, c-Pr H CF; |2
16-12 CONMe, H CF; | 2
16-13 CN H CF; |2
16-14 CHO H CFs |2
16-15 C(=0)Me H CF, | 2
16-16 CH,0H H CF; |2
16-17 CH,OMe H CF; | 2
16-18 CH,0i-Pr H CFy |2
16-19 CH,0CH,CF, H CF; |2
16-20 CH,0CH,¢c-Pr H CF; | 2
16-21 CH,0C(=0)Me H CF, | 2
16-22 CH,0C(=0)i-Pr H CF; | 2
16-23 CH,0C(=0)c-Pr H CF, | 2
16-24 CH,0C(=0)OMe H CF; |2
16-25 CH,0C(=O)NHMe  |H CF; | 2
16-26 CH,0C(=0)NMe, H CF, | 2
16-27____|CH,CN H CF, |2
16-28 CH,NH, H CF; [ 2
16-29 CH,;NHMe H CFy | 2
16-30 CH,NHi-Pr H CF; | 2
16-31 CH,NHc-Pr H CF; |2
16-32 CH,NHCH,CF, H CF; |2
16-33 CH,NHCH,c-Pr H CF; | 2
16-34 CH,NMe, H CF; |2
16-35 CH,NHAc H CF; | 2
16-36 CH,N(Ac)Me H CF, |2
16-37 CH,N(Ac)i-Pr H CF, |2
16-38 CH,N(Ac)c-Pr H CF, | 2
16-39 CH,N(Ac)CH,CF, H CFy | 2
16-40 CH,N(Ac)CHyc-Pr  |H CFy | 2

[0312]
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16-41 CH,NHCOOMe H CFy |2
16-42 CH,NHCOOt-Bu H CF; | 2
16-43 CH,N(Me)CO,Me H CF, |2
16-44 CH,N(Me)COOt-Bu |H CF; | 2
16~45 CH,NHCONHMe H CF; | 2
16-46 CH,N(Me)CONHMe [H CF; |2
16-47 CH,SMe H CF3 | 2
16-48 CH,SOMe H CF; |2
16-49 CH,SO,Me H CF; | 2
16-50 CH=NOH H CF; | 2
16-51 CH=NOMe H CFy | 2
16-52 CH=NOi-Pr H CF; | 2
16-53 CH=NOCH,CF, H CF; 12
16-54 CH=NOCH,c-Pr H CF, |2
16-55 C(Me)=NOH H CF; |2
16-56 C{Me)=NOMe H CF; | 2
16-57 C(Me)=NOi-Pr H CFy | 2
16-58 C(Me)=NOCH,CF; [H CF; | 2
16-59 C(Me)=NOCH,c-Pr [H CF, |2
16-60 NH, H Cry |2
16-61 NHMe H CF; | 2
16-62 NHi-Pr H CFy |2
16-63 NHCH,CF,4 H CF; | 2
16-64 NHCH,c-Pr H CF; | 2
16-65 NMe, H CFs |2
16-66 N(Me)CH,CF, H CF; |2
16-67 N(Me)CH,c-Pr H CFy |2
16-68 NHAc H CF; | 2
16-69 N(Ac)Me H CF, | 2
16-70 N(Ac)i-Pr H CF;y |2
16-71 N(Ac)CH,CF, H CF; | 2
16-72 N(Ac)CH,c-Pr H CF, |2
16-73 NHCOOMe H CFy |2
16-74 N(COOMe)Me H CF; |2
16-75 N(COOMe)i-Pr H CFy |2
16-76 N(COOMe)CH,CF; [H CF; |2
16-77 N(COOMe)CH,c-Pr [H CF; | 2
16-78 NHCONMe, H CF; | 2
16-79 N(CONMe,)Me H CF, | 2
16-80 CH,CI H CF; |2

_83_



ZIHSd 10-2017-0095909

£ 70
5138 HE R? R R |m| EAMx
16-81 H COH CF, | 2
16-82 H CO,Me CF, | 2
16-83 H CO,i-Pr CF, | 2
16-84 H CO,CH,CF; CF; |2
16-85 H CO,CH,c-Pr CFy |2
16-86 H CONH, CF, | 2
16-87 H CONHMe CFy |2
16-88 H CONHi-Pr CF; |2
16-89 H CONHc-Pr CF; | 2
16-90 H CONHCH,CF, CF, | 2
16-91 H CONHCH,c-Pr CF; |2
16-92 H CONMe, CF, | 2
16-93 H CN CFy |2
16-94 H CHO CF, | 2
16-95 H C(=0)Me CFy 12
16-96 H CH,OH CFy |2
16-97 H CH,OMe CF, | 2
16-98 H CH,0i-Pr CF; |2
16-99 H CH,0CH,CF, CFy |2
16-100 H CH,0CH,c-Pr CFy |2
16-101 H CH,0C(=0)Me CF; |2
16-102 H CH,0C(=0)i-Pr CF; 12
16-103 H CH,0C(=0)c-Pr CF; 12
16-104 H CH,0C(=0)OMe CF; |2
16-105 H CH,0C(=0)NHMe CF; |2
16-106 H CH,0C(=0O)NMe, CF; ]2
16-107 H CH,CN CF, |2
16-108  |H CH,NH, CF, | 2
16-109  |H CH,NHMe CF, | 2
16-110___|H CH,NHi~Pr CF, | 2
16-111___|H CH,NHc—Pr CF, | 2
16-112 H CH,NHCH,CF; CF; |2
16-113  |H CH,NHCH,c—Pr CF, | 2
16-114 _|H CH,NMe, CF, | 2
16-115 H CH,NHAc CF, |2
16-116 H CH,N(Ac)Me CF; |2
16-117 H CH,N(Ac)i-Pr CF; 12
16-118 H CH,N(Ac)c-Pr CF; |2
16-119 H CH,N(Ac)CH,CF; CF; |2
16-120 H CH,N(Ac)CH,c-Pr | CF; | 2
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16-121 H CH,NHCOOMe CF, | 2
16-122__|H CH,NHCOOt-Bu | CF, | 2
16-123  |H CH,N(Me)CO,Me | CF, | 2
16-124 H CH,N(Me)COOt-Bu | CF; | 2
16-125 H CH;NHCONHMe CF; |2
16-126 H CH,N(Me)CONHMe | CF; | 2
16-127 H CH,SMe CF; | 2
16-128 _ |H CH,SOMe CF, | 2
16-129  |H CH,SO,Me CF, | 2
16-130 H CH=NOH CF; |2
16-131 H CH=NOMe CF; | 2
16-132 H CH=NOi-Pr CFy |2
16-133 H CH=NOCH,CF; CF, 12
16-134 H CH=NOCH;c-Pr CFy |2
16-135 H C(Me)=NOH CF; | 2
16-136 H C(Me)=NOMe CF; |2
16-137 H C(Me)=NOi-Pr CF; | 2
16-138 H C(Me)=NOCH,CF, | CF; |2
16-139 H C(Me)=NOCH,c-Pr | CF; [ 2
16-140 H NH, CF; |2
16-141 H NHMe CF; |2
16-142__|H NHi-Pr CF, | 2
16-143  |H NHCH,CF, CF, | 2
16-144 H NHCH,c-Pr CF, |2
16-145  |H NMe, CF, | 2
16-146 H N(Me)CH,CF; CF; |2
16-147 H N(Me)CH,c—Pr CF; 12
16148 |H NHAc CF, | 2
16-149 H N(Ac)Me CF; |2
16-150 H N(Ac)i-Pr CF; [ 2
16-151 H N(Ac)CH,CF, CF; | 2
16-152 H N(Ac)CH,c-Pr CFy | 2
16-153 H NHCOOMe CFy | 2
16-154 H N(COOMe)Me CF; |2
16-155 _ |H N(COOMe)i-Pr CF; | 2
16-156 H N(COOMe)CH,CF, CF; |2
16-157 H N(COOMe)CH,c-Pr | CF; | 2
16-158 H NHCONMe, CFy | 2
16-159 H N(CONMe,)Me CFy | 2
16-160 _ |H CH,Cl CF, | 2

_85_



[0316]

ZIHSd 10-2017-0095909

£ 72
BI8HE H3S R R# R® |m|84%
16-161 CO,H H SCF;| 2
16-162 CO,Me H SCFy) 2
16-163 CO,i-Pr H SCF3f 2
16-164 CO,CH,CF, H SCF;] 2
16-165 CO,CH,c—Pr H SCF,| 2
16-166 CONH, H SCF,| 2
16-167 CONHMe H SCF,]| 2
16-168 CONHi-Pr H SCF,| 2
16-169 CONHc-Pr H SCF,| 2
16-170 CONHCH,CF, H SCF,| 2
16-171 CONHCH,c-Pr H SCF,| 2
16-172 CONMe, H SCF,] 2
16-173 CN H SCFy) 2
16-174 CHO H SCF;1 2
16-175 C(=0)Me H SCF,| 2
16-176 CH,0H H SCF,| 2
16-177 CH,0Me H SCF,i 2
16-178 CH,0i-Pr H SCF,| 2
16-179 CH,0CH,CF; H SCF;| 2
16-180 CH,0CH,c-Pr H SCF4] 2
16-181 CH,0C(=0)Me H SCF, 2
16-182 CH,0C(=0)i-Pr H SCF,| 2
16-183 CH,0C(=0)c-Pr H SCF,{ 2
16-184 CH,0C(=0)0OMe H SCF,| 2
16-185 CH,0C(=0)NHMe |4 SCF,| 2
16-186 CH,0C(=0)NMe, |4 SCF31 2
16-187 CH,CN H SCF3 2
16-188 CH,NH, H SGF3) 2
16-189 CH,NHMe H SCF,| 2
16-190 CH,NHi-Pr H SCF;1 2
16-191 CH;NHc-Pr H SCF;| 2
16-192 CH,NHCH,CF, H SCF;3| 2
16-193 CH,;NHCH,¢c-Pr H SCF;| 2
16-194 CH,NMe, H SCF,| 2
16-195 CH,NHAc H SCF,{ 2
16-196 CH,N(Ac)Me H SCF,| 2
16-197 CH,N(Ac)i-Pr H SCF;| 2
16-198 CH,N(Ac)c—Pr H SCF,4] 2
16-199 CH,N(Ac)CH,CF;  [H SCF,| 2
16-200 CH,N(AC)CH,c-Pr [ SCF,| 2
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B18lE W3S RY R? R® |m| 244
16-201 CH,NHCOOMe H SCF,[ 2
16-202 CH,NHCOOt-Bu |y SCF,| 2
16-203 CH,N(Me)CO,Me  |H SCF,| 2
16-204 CH,N(Me)COOt-Bu |4 SCF4| 2
16-205 CH,NHCONHMe [y SCF,| 2
16-206 CH,N(Me)CONHMe [H SCF,| 2
16-207 CH,SMe H SCF,| 2
16-208 CH,SOMe H SCF,| 2
16-209 CH,S0;Me H SCF,| 2
16-210 CH=NOH H SCF,| 2
16-211 CH=NOMe H SCF,| 2
16-212 CH=NOi-Pr H SCF,| 2
16-213 CH=NOCH,CF, H SCF,| 2
16-214 CH=NOCH,c—Pr H SCF;| 2
16-215 C(Me)=NOH H SCF,| 2
16-216 C(Me)=NOMe H SCF,| 2
16-217 C(Me)=NOi-Pr H SCF,| 2
16-218 C{Me)=NOCH,CF; [H SCF;3| 2
16-219 C(Me)=NOCH,c-Pr [H SCF,| 2
16-220 NH, H SCF,| 2
16-221 NHMe H SCF,| 2
16-222 NHi-Pr H SCF,| 2
16-223 NHCH,CF, H SCF,| 2
16-224 NHCH,c-Pr H SCF,| 2
16-225 NMe, H SCF;| 2
16-226 N(Me)CH,CF, H SCF,| 2
16-227 N(Me)CH,c-Pr H SCF,| 2
16-228 NHAGc H SCF,| 2
16-229 N(Ac)Me H SCF,| 2
16-230 N(Ac)i-Pr H SCF,| 2
16-231 N(Ac)CH,CF, H SCF,| 2
16-232 N(Ac)CH,c-Pr H SCF,| 2
16-233 NHCOOMe H SCF,4| 2
16-234 N(COOMe)Me H SCF,| 2
16-235 N(COOMe)i-Pr H SCF,| 2
16-236 N(COOMe)CH,CF; |H SCF,| 2
16-237 N(COOMe)CH,c-Pr |y SCF,| 2
16-238 NHCONMe, H SCF,| 2
16-239 N(CONMe,Me H SCF,| 2
16-240 CH,Cl H SCF,| 2
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St HS R R% R |m| 4%
16-241 H CO,H SCF;| 2
16-242 H CO,Me SCF;| 2
16-243 H CO,i-Pr SCF;1 2
16-244 H C0,CH,CF, SCF;| 2
16-245 H CO,CHyc-Pr SCF;| 2
16-246 H GONH, SCF; 2
16-247 H CONHMe SCF,| 2
16-248 H CONHi-Pr SCF;| 2
16-249  |H CONH¢-Pr SCF,| 2
16-250 H CONHCH,CF,4 SCF;| 2
16-251 H CONHCH,c-Pr SCF,| 2
16-252 H CONMe, SCF,| 2
16-253 H N SCFy| 2
16-254 H CHO SCF;| 2
16-255 H C(=0)Me SCF,| 2
16-256 H CH,OH SCF;| 2
16-257 H CH,0Me SCF,| 2
16-258 H CH,0i-Pr SCF,| 2
16-259 H CH,0CH,CF, SCF;| 2
16-260 H GH,0CH,c-Pr SCF; 2
16-261 H CH,0C(=0)Me SCF;1 2
16-262 H CH,0C(=0)i-Pr SCF,| 2
16-263 H CH,0C(=0)c-Pr SCF;| 2
16-264 H CH,0C(=0)0Me SCF,| 2
16-265 H CH,0C(=0)NHMe  |SCF;| 2
16-266 H CH,0C(=0)NMe, | SCF;| 2
16-267 H CH,CN SCF,| 2
16-268 H CH,NH, SCF4 2
16-269 H CH,NHMe SCF,| 2
16-270 H CH,NHi-Pr SCF;| 2
16-271 H CH,NHc-Pr SCF,| 2
16-272 H CH,NHCH,CF; SCF;| 2
16-273 H CH,NHCH,c-Pr SCF;| 2
16-274 H CH,NMe, SCF;| 2
16-275 H CH,NHAc SCF,| 2
16-276 H CH,N(Ac)Me SCF,| 2
16-277 H CH,N(Ac)i-Pr SCF,| 2
16-278 H CH,N(Ac)c-Pr SCF,| 2
16-279 H CH,N(Ac)CH,CF, | SCF,| 2
16-280 H CH,N(Ac)CH,c-Pr | SCF;| 2
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B5HE W3S RY R% R |m| 84%
16-281 H CH,NHCOOMe SCF,| 2
16-282  |H CH,NHCOOt-Bu | SCF4| 2
16-283  |H CH,N(Me)CO,Me | SCF,| 2
16-284  |H CH,N(Me)COOt-Bu | SCF,| 2
16-285  |H CH,NHCONHMe | SCF,| 2
16-286  |H CH,N(Me)CONHMe | SCF,| 2
16-287  [H CH,SMe SCF,| 2
16-288  |H CH,SOMe SCF,| 2
16-289  |H CH,SO,Me SCF,| 2
16-290  |H CH=NOH SCF,| 2
16-291 H CH=NOMe SCF,| 2
16-292  |H CH=NOi-Pr SCF,| 2
16-293  [H CH=NOCH,CF, SCF,| 2
16-294  |H CH=NOCH,c-Pr | SCF,| 2
16-295  |H C(Me)=NOH SCF, | 2
16-2906  |H C(Me)=NOMe SCF,| 2
16-297  [H C(Me)=NOi-Pr SCF,| 2
16-208  |H C(Me)=NOCH,CF, |SCF,] 2
16-299  |H C(Me)=NOCH,c—Pr | SCF4| 2
16-300  |H NH, SCF,| 2
16-301 H NHMe SCF,| 2
16-302  |H NHi-Pr SCF,| 2
16-303  [H NHCH,CF, SCF,| 2
16-304 H NHCH,c-Pr SCF,| 2
16-305  |H NMe, SCF,| 2
16-306  [H N(Me)CH,CF, SCF,| 2
16-307  |H N(Me)CH,c—Pr SCF,| 2
16-308  |H NHAC SCF,| 2
16-309  |H N(Ac)Me SCF,| 2
16-310 |H N(Ac)i-Pr SCF,| 2
16-311 H N(AG)CH,CF, SCF,| 2
16-312  |H N(Ac)CH,c~Pr SCF,| 2
16-313  |H NHCOOMe SCF, | 2
16-314  |H N(COOMe)Me SCF,| 2
16-315  |H N(COOMe)i-Pr SCF,| 2
16316 |H N(COOMe)CH,CF, |SCF,| 2
16-317 [ N(COOMe)CH,c-Pr | SCF,| 2
16-318 _ [H NHCONMe, SCF,| 2
16-319  |H N(CONMe,)Me SCF,| 2

[0319] 16-320  |H CH,CI SCF,| 2

3}5r4] 24
(O)m\\S _/
RY N R3
— Pl
- N (1-g-1)
[0320] /
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BIEHE #HS = R2 R [ml 284
17-1 COH H CF, | 2
17-2 CO,Me H CF, | 2
17-3 CO,i-Pr H CF, | 2
17-4 CO,CH,CF; H CF, |2
17-5 CO,CH,c-Pr H CF, | 2
17-6 CONH, H CFy |2
17-1 CONHMe H CF, | 2
17-8 CONHi-Pr H CF, | 2
17-9 CONHc-Pr H CF, | 2
17-10 CONHCH,CF, " R, 2
17-11 CONHCH,c-Pr H CF, | 2
17-12 CONMe, H CF, | 2
17-13 CN H CF, | 2
17-14 CHO H CF, | 2
17-15 C(=0)Me H CF, | 2
17-16 CH,0H H CFy | 2
17-17 CH,0Me m oF, |2
17-18 CH,0i-Pr H CF, | 2
17-19 CH,0CH,CF, H CF, | 2
17-20 CH,O0CH,c-Pr H CFy | 2
17-21 CH,0C(=0)Me H CF, | 2
17-22 CH,0C=0)i-Pr | oF, | 2
17-23 CH,O0C(=0)c-Pr  [H CF, | 2
17-24 CH,0C(=0)0Me H CF, | 2
17-25 CH,0C(=0)NHMe  |H CF, | 2
17-26 CH,0C(=0)NMe,  |H CF, | 2
17-27 CH,CN H CF, | 2
17-28 CH,NH, H CF, | 2
17-29 CH,NHMe H CF, |2
17-30 CH,NHi-Pr H oF, |2
17-31 CH,;NHc—-Pr H CF, |2
17-32 CH,NHCH,CF, H CFy | 2
17-33 CH,NHCH,c-Pr H CF, | 2
17-34 CHoNMe, H CF, | 2
17-35 CH,;NHAc H CF, | 2
17-36 CH,N(Ac)Me H CF, | 2
17-37 CH,N(Ac)i-Pr H CF, | 2
17-38 CH,N(Ac)c-Pr H CF, | 2
17-39 CH,N(Ac)CH,CF;  |H CF, |2
17-40 CH,N(Ac)CH,c—Pr  [H CFy | 2
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3IElE WS R” R% R |m| B4
17-41 CH,NHCOOMe H CF; |2
17-42 CH,NHCOOt-Bu H CF; 12
17-43 CH,N(Me)CO,Me H CF; |2
17-44 CH,N(Me)COOt-Bu |H CF; |2
17-45 CH,NHCONHMe  |H CF, | 2
17-46 CH,N(Me)CONHMe |H CFy |2
17-47 CH,SMe H CF; | 2
17-48 CH,SOMe H CFy 12
17-49 CH,SO,Me H CF; |2
17-50 CH=NOH H CFy 12
17-51 CH=NOMe H CF, | 2
17-52 CH=NOi-Pr H CF, | 2
17-53 CH=NOCH,CF, u CF, | 2
17-54 CH=NOCH,c-Pr H CF; |2
17-55 C(Me)=NOH H CF, |2
17-56 C(Me)=NOMe H CF, | 2
17-57 C(Me)=NOi-Pr H CF; |2
17-58 C(Me)=NOCH,CF; |H CF; |2
17-59 C(Me)=NOCH,c-Pr |H CF; |2
17-60 NH, H CF; |2
17-61 NHMe H CF; |2
17-62 NHi-Pr H CF; 12
17-63 NHCH,CF; H CF; |2
17-64 NHCH,c-Pr H CF, 12
17-65 NMe, H CF; |2
17-66 N(Me)CH,CF, H CF; |2
17-67 N(Me)CH,c-Pr H CFy |2
17-68 NHAc H CF; |2
17-69 N(Ac)Me H CFy |2
17-70 N(Ac)i-Pr H CF; |2
17-71 N(Ac)CH,CF, H CF; |2
17-72 N(Ac)CH,c—Pr H CF; |2
17-73 NHCOOMe H CFy 12
17-74 N(COOMe)Me H CF; |2
17-75 N(COOMe)i-Pr H CF; 12
17-76 N(COOMe)CH,CF; |H CF; |2
17-77 N(COOMe)CH,c~Pr |H CF; |2
17-78 NHCONMe, H CF; 12
17-79 N(CONMe,)Me H CFy |2
17-80 CH,Cl H CF; |2
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17-81 H COH CF, | 2
17-82 H CO,Me CF, | 2
17-83 H CO,i-Pr CF; |2
17-84 H CO,CH,CF, CF, | 2
17-85 H CO,CH,c-Pr CF, | 2
17-86 H CONH, CFy | 2
17-87 H CONHMe CF, | 2
17-88 H CONHi-Pr CF, | 2
17-89 H CONHc-Pr CFy |2
17-90 H CONHCH,CF, CF; 12
17-91 H CONHCH,c-Pr CFy |2
17-92 H CONMe, CFy |2
17-93 H CN CFy |2
17-94 H CHO CF, | 2
17-95 H C(=0)Me CFy|2
17-96 H CH,OH CF, | 2
17-97 H CH,0Me CF, | 2
17-98 H CH,0i-Pr CF, | 2
17-99 H CH,0CH,CF; CF; 12
17-100 H CH,0CH,c-Pr CFy |2
17-101 H CH,0C(=0)Me CFy 12
17-102 H CH,OC(=0)i-Pr CFy |2
17-103  |H CH,OC(=0)c—Pr CFy | 2
17-104 H CH,0C(=0)0OMe CFy |2
17-105 H CH,0C(=0)NHMe CFy |2
17-106_|H CH,0C(=0)NMe, | CF, | 2
17-107 H CH,CN CFy {2
17-108 H CH,NH, CFy |2
17-109 H CH,;NHMe CF; |2
17-110 H CH,NHi-Pr CFy 12
17-111 H CH,NHc-Pr CF, | 2
17-112___|H CH,NHCH,CF, CF, | 2
17-113 H CH,NHCH,c-Pr CFy |2
17-114 H CH,;NMe, CFy 12
17-115 H CH,NHAc CF; |2
17-116 H CH,N(Ac)Me CF, |2
17-117 H CH,N(Ac)i-Pr CF; 12
17-118 H CH,N(Ac)c—Pr CFy |2
17-119 H CH,N(Ac)CH,CF; CFy |2
17-120 __|H CH,N(AG)CH,c—Pr | CF, | 2

[0323]
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17-121 H CH,NHCOOMe CF; |2
17-122 H CH,NHCOOt-Bu CF; |2
17-123 H CH,N(Me)CO,Me CF,; |2
17-124 H CH,N(Me)COOt-Bu | CF; | 2
17-125 H CH,NHCONHMe CF; [ 2
17-126 H CH,N(Me)CONHMe | CF, | 2
17-127 H CH,SMe CF, | 2
17-128 H CH,SOMe CF; | 2
17-129 H CH,S0,Me CF, |2
17-130 H CH=NOH CF; |2
17-131 H CH=NOMe CF, |2
17-132 H CH=NOi-Pr CF, |2
17-133 H CH=NOCH,CF, CF, 2
17-134 H CH=NOCH,c~Pr CF; |2
17-135 H C(Me)=NOH CF; |2
17-136 H C(Me)=NOMe CF; | 2
17-137 H C(Me)=NOi-Pr CF; |2
17-138 H C(Me)=NOCH,CF, CF, |2
17-139 H C(Me)=NOCH,c-Pr | CF,; | 2
17-140 H NH, CF, |2
17-141 H NHMe CF; |2
17-142 H NHi-Pr CF; |2
17-143 H NHCH,CF; CF; | 2
17-144 H NHCH,c-Pr CF; |2
17-145 H NMe, CF; |2
17-146 H N(Me)CH,CF, CF; |2
17-147 H N(Me)CH,c-Pr CF; | 2
17-148 H NHAc CF; | 2
17-149 H N(Ac)Me CF, | 2
17-150 H N(Ac)i-Pr CF, | 2
17-151 H N(Ac)CH,CF, CF; |2
17-152 H N(Ac)CH,c-Pr CF; |2
17-153 H NHCOOMe CF; |2
17-154 H N(COOMe)Me CF3 |2
17-155 H N(COOMe)i-Pr CF; |2
17-156 H N(COOMe)CH,CF; CF,; |2
17-157 H N(COOMe)CH,c-Pr | CF; | 2
17-158 H NHCONMe, CF; |2
17-159 H N(CONMe,)Me CF; |2
[0324] 17-160 H CH,CI CF; | 2

_93_



[0325]

ZIHSd 10-2017-0095909

£ 80
SIEHE HE R R% R® |m| B4%
17-161 CO,H H SCF;| 2
17-162 COyMe H SCF,] 2
17-163 CO,i—Pr H SCF;| 2
17-164 CO,CH,CF, H SCF;| 2
17-165 CO,CH,c-Pr H SCF4] 2
17-166 CONH, H SCF,| 2
17-167 CONHMe H SCF;]| 2
17-168 CONHi-Pr H SCF;| 2
17-169 CONHc-Pr H SCF;| 2
17-170 CONHCH,CF, H SCF;| 2
17-171 CONHCH,c-Pr H SCF;| 2
17-172 CONMe, H SCF;| 2
17-173 CN H SCF, 1 2
17-174 CHO H SCF;| 2
17-175 C(=0)Me H SCF,| 2
17-176 CH,0H H SCF;) 2
17-177 CH,0Me H SCF,;| 2
17-178 CH,0i-Pr H SCF;| 2
17-179 CH,O0CH,CF, H SCF;] 2
17-180 CH,OCH,c-Pr H SCF;| 2
17-181 CH,0C(=0)Me H SCF,| 2
17-182 CH,0C(=0)i-Pr H SCF,| 2
17-183 CH,0C(=0)c-Pr H SCF,| 2
17-184 CH,0C(=0)OMe H SCF,| 2
17-185 CH,0C(=0)NHMe  |H SCF,| 2
17-186 CH,0C(=0)NMe, H SCF4| 2
17-187 CH,CN H SCFj] 2
17-188 CH,NH, H SCF;) 2
17-189 CH,NHMe H SCF,| 2
17-190 CH,NHi-Pr H SCF,| 2
17-191 CH,;NHc-Pr H SCF;| 2
17-192 CH,NHCH,CF; H SCF3| 2
17-193 CH,NHCH,c—Pr H SCF4| 2
17-194 CH,NMe, H SCF;] 2
17-195 CH,;NHAc H SCF;| 2
17-196 CH,N(Ac)Me H SCF,4| 2
17-197 CH,N(Ac)i-Pr H SCF,| 2
17-198 CH,N(Ac)c-Pr H SCF,| 2
17-199 CH,N(AC)CH,CF;  {H SCF,| 2
17-200 CH,N(AC)CH c-Pr [l SCF,| 2
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17-201 CH,NHCOOMe H SCF,| 2
17-202 CH,NHCOOt-Bu H SCF,| 2
17-203 CH,N(Me)CO,Me H SCF,| 2
17-204 CH,N(Me)COOt-Bu |H SCF,| 2
17-205 CH,NHCONHMe H SCF,| 2
17-206 CH,N(Me)CONHMe |H SCF,| 2
17-207 CH,SMe H SCF,| 2
17-208 CH,SOMe H SCF,| 2
17-209 CH,SO,Me H SCF,| 2
17-210 CH=NOH H SCF,| 2
17-211 CH=NOMe H SCF,| 2
17-212 CH=NOi~Pr H SCF,| 2
17-213 CH=NOCH,CF, H SCF,| 2
17-214 CH=NOCH,c—Pr H SCF,| 2
17-215 C(Me)=NOH H SCF,| 2
17-216 C(Me)=NOMe H SCF,| 2
17-217 C{Me)=NOi—Pr H SCF,| 2
17-218 C(Me)=NOCH,CF; |4 SCF,| 2
17-219 C(Me)=NOCH,c~Pr |H SCF,| 2
17-220 NH, H SCF,| 2
17-221 NHMe H SCF,| 2
17-222 NHi-Pr H SCF,| 2
17-223 NHCH,CF, H SCF;3| 2
17-224 NHCH;c-Pr H SCF,| 2
17-225 NMe, H SCF,| 2
17-226 N(Me)CH,CF, H SCF,| 2
17-227 N(Me)CHyc-Pr H SCF,| 2
17-228 NHAc H SCF,| 2
17-229 N(Ac)Me H SCF,| 2
17-230 N(Ac)i-Pr H SCF,]| 2
17-231 N(Ac)CH,CF, H SCF,| 2
17-232 N(AC)CH,c-Pr H SCF,| 2
17-233 NHCOOMe H SCF,[ 2
17-234 N(COOMe)Me H SCF,| 2
17-235 N(COOMe)i-Pr H SCF,| 2
17-236 N(COOMe)CH,CF; |H SCF,| 2
17-237 N(COOMe)CH,c-Pr |H SCF,| 2
17-238 NHCONMe, H SCF,| 2
17-239 N(CONMe,)Me H SCF,| 2
17-240 CH,Cl H SCFy| 2

[0326]
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BptE ME R* R R m EAM
17-241 H CO,H SCF, 2
17-242 H CO;Me SCF, 2
17-243 H CO,i-Pr SCF, 2
17-244 H CO,CH,CF4 SCF, 2
17-245 H CO,CH,c-Pr SCF, 2
17-246 H CONH, SCF, 2
17-247 H CONHMe SCF, 2
17-248 H CONHi-Pr SCF, 2
17-249 H CONHc-Pr SCF4 2
17-250 H CONHCH,CF, SCF,4 2
17-251 H CONHCH,c-Pr SCF, 2
17-252 H CONMe, SCF, 2
17-253 H CN SCF, 2
17-254 H CHO SCF, 2
17-255 H C(=0)Me SCF; 2
17-256 H CH,0H SCF, 2
17-257 H CH,0Me SCF, 2
17-258 H CH,0i-Pr SCF, 9
17-259 H CH,0CH,CF, SCF; 2
17-260 H CH,0CH,c-Pr SCF, 2
17-261 H CH,0C(=0)Me SCF, 2
17-262 H CH,0C(=0)i-Pr SCF, 2
17-263 H CH,0C(=0)c-Pr SCF; 2
17-264 H CH,0C(=0)O0Me SCF, 2
17-265 H CH,0C(=0)NHMe SCF; 2
17-266 H CH,0C(=0)NMe, SCF, 2
17-267 H CH,CN SCF, 2
17-268 H CH,NH, SCF;, 2
17-269 H CH,;NHMe SCF,4 2
17-270 H CH,NHi-Pr SCF, 2
17-271 H CH,NHc-Pr SCF, 2
17-272 H CH,NHCH,CF; SCF,4 2
17-273 H CH,NHCHc-Pr SCF, 2
17-274 H CH,NMe, SCF; 2
17-275 H CH,;NHAc SCF, 2
17-276 H CH,N(Ac)Me SCF; 2
17-277 H CH,N(Ac)i-Pr SCF; 2
17-278 H CH,N(Ac)c-Pr SCF; 2
17-279 H CH,N(Ac)CH,CF; SCF;, 2
17-280 H CH,N(Ac)CH,c—Pr| SCF, 2
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17-281 H CH,NHCOOMe SCF,| 2
17-282 H CH,NHCOOt-Bu SCF,| 2
17-283 H CH,N(Me)CO,Me SCF,| 2
17-284 H CH,N(Me)COOt-Bu | SCF,| 2
17-285 H CH,NHCONHMe SCF,|[ 2
17-286 H CH,N(Me)CONHMe | SCF,| 2
17-287 H CH,SMe SCF,| 2
17-288 H CH,SOMe SCF,] 2
17-289 H CH,S0,Me SCF,| 2
17-290 H CH=NOH SCF,| 2
17-291 H CH=NOMe SCF,| 2
17-292 H CH=NOi-Pr SCF;| 2
17-293 H CH=NOGH,CF, SCF,| 2
17-294 H CH=NOCH,c-Pr SCF,| 2
17-295 H C(Me)=NOH SCF,| 2
17-296 H C(Me)=NOMe SCF,| 2
17-297 H C(Me)=NOi-Pr SCF4| 2
17-298 H C(Me)=NOCH,CF, |[SCF,| 2
17-299 H C(Me)=NOCH,c-Pr |SCF,| 2
17-300 H NH, SCF,| 2
17-301 H NHMe SCF,| 2
17-302 H NHi-Pr SCF,| 2
17-303 H NHCH,CF, SCF,| 2
17-304 H NHCH,c-Pr SCF,| 2
17-305 H NMe, SCF,| 2
17-306 H N(Me)CH,CF, SCF,| 2
17-307 H N(Me)CH,c-Pr SCF,]| 2
17-308 H NHAc SCF,| 2
17-309 H N(Ac)Me SCF,| 2
17-310 H N(Ac)i-Pr SCF,| 2
17-311 H N(Ac)CH,CF, SCF,| 2
17-312 H N(Ac)CH,c-Pr SCF,| 2
17-313 H NHCOOMe SCF,| 2
17-314 H N(COOMe)Me SCF;| 2
17-315 H N(COOMe)i-Pr SCF,| 2
17-316 H N(COOMe)CH,CF, |SCF,| 2
17-317 H N(COOMe)CH,c-Pr | SCF,| 2
17-318 H NHCONMe, SCF,| 2
17-319 H N(CONMe,)Me SCF,| 2

[0328] 17-320 H CH,ClI SCF,| 2

3]sp4] 25
(O)m\\s_/
RY N R3
BT
[0329] R NO©
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18-1 COH H CF; | 2 [208-211
18-2 CO,Me H CF; | 2 [175-176
18-3 CO,i-Pr H CFy | 2

18-4 CO,CH,CF, H CF; | 2

18-5 CO,CHyc-Pr H CF; | 2

18-6 CONH, H CF, [ 2| 150
18-7 CONHMe H CF; |2

18-8 CONHi-Pr H CFy | 2

18-9 CONHc-Pr H CF; | 2
18-10 CONHCH,CF;, H CF; | 2
18-11 CONHCH,c—Pr H CF; |2
18-12 CONMe, H CF; | 2
18-13 CN H CF; | 2 [212-217
18-14 CHO H CFy |2
18-15 C(=0)Me H CF, | 2
18-16 CH,OH H CF; | 2
18-17 CH,0OMe H CF; |2
18-18 CH,0i-Pr H CF; | 2
18-19 CH,0CH,CF, H CF; | 2
18-20 CH,0CH,c—Pr H CF; | 2
18-21 CH,0C(=0)Me H CF; |2
18-22 CH,0C(=0)i-Pr H CF; |2
18-23 CH,0C(=0)c-Pr H CF; | 2
18-24 CH,0C(=0)OMe H CF; |2
18-25 CH,0C(=0)NHMe  |H CF; |2
18-26 CH,0C(=0)NMe, H CF; |2
18-27 CH,CN H CF, |2
18-28 CH,NH, H CF; | 2
18-29 CH;NHMe H CF; | 2
18-30 CH,NHi-Pr H CF; |2
18-31 CH,NHc-Pr H CF; | 2
18-32 CH,NHCH,CF, H CF, | 2
18-33 CH,NHCH,c—Pr H CF; |2
18-34 CH,;NMe, H CF; |2
18-35 CH,NHAc H CF; | 2
18-36 CH,N(Ac)Me H CF; | 2
18-37 CH,N(Ac)i-Pr H CF; | 2
18-38 CH,N(Ac)c—Pr H CF; |2
18-39 CH,N(Ac)CH,CF; |H CF; | 2
18-40 CH,N(Ac)CH,c-Pr  |H CF; |2
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18-41 CH,NHCOOMe H CF; | 2
18-42 CH,;NHCOOt-Bu H CF; |2
18-43 CH,N(Me)CO,Me H CF; |2
18-44 CH,N(Me)COOt-Bu [H CFy |2
18-45 CH,NHCONHMe H CF; |2
18-46 CH,N(Me)CONHMe [H CF; |2
18-47 CH,SMe H CF; |2
18-48 CH,SOMe H CF; | 2
18-49 CH,SO,Me H CFy | 2
18-50 CH=NOH H CF, |2
18-51 CH=NOMe H CF; |2
18-52 CH=NQi-Pr H CF; |2
18-53 CH=NOCH,CF, H CF; 12
18-54 CH=NOCH,c-Pr H CF; |2
18-55 C(Me)=NOH H CF; |2
18-56 C(Me)=NOMe H CF, | 2
18-57 C(Me)=NOi-Pr H CF; |2
18~58 C(Me)=NOCH,CF; |H CF; | 2
18-59 C(Me)=NOCH,c-Pr [H CF; |2
18-60 NH, H CFy |2
18-61 NHMe H CFy |2
18-62 NHi-Pr H CF, | 2
18-63 NHCH,CF, H CF; |2
18-64 NHCH,c-Pr H CF; |2
18-65 NMe, H CFy |2
18-66 N(Me)CH,CF, H CF, |2
18-67 N(Me)CH,c-Pr H CF, |2
18-68 NHAc H CF; |2
18-69 N(Ac)Me H CFy |2
18-70 N(Ac)i-Pr H CF; |2
18-71 N(Ac)CH,CF, H CF; |2
18-72 N(Ac)CH,c-Pr H CFy |2
18~-73 NHCOOMe H CF; |2
18-74 N(COOMe)Me H CF; |2
18-75 N(COOMe)i-Pr H CF; 12
18-76 N(COOMe)CH,CF; |{H CF; |2
18-77 N(COOMe)CH,c-Pr [H CF; |2
18-78 NHCONMe, H CFy |2
18-79 N(CONMe,)Me H CF; |2
18-80 CH,CI H CF; |2

[0331]
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18-81 H CO,H CF, [ 2
18-82 H CO,Me CF, | 2
18-83 H CO,i-Pr CF, |2
18-84 H CO,CH,CF, CF; | 2
18-85 H CO,CHyc-Pr CF, | 2
18-86 H CONH, CF; | 2
18-87 H CONHMe CF, |2
18-88 H CONHi-Pr CF,; |2
18-89 H CONHc-Pr CF, | 2
18-90 H CONHCH,CF; CF, |2
18-91 H CONHCH,c-Pr CF; |2
18-92 H CONMe, CF, | 2
18-93 H CN CF; | 2
18-94 H CHO CF; | 2
18-95 H C(=0)Me CF; | 2
18-96 H CH,OH CF, | 2
18-97 H CH,OMe CFy |2
18-98 H CH,0i-Pr CF, | 2
18-99 H CH,OCH,CF, CF, | 2
18-100 H CH,OCH,c-Pr CF, | 2
18-101 H CH,0C(=0)Me CF; |2
18-102 H CH,0C(=0)i-Pr CF, | 2
18-103 H CH,0C(=0)c-Pr CF, | 2
18-104 H CH,0C(=0)OMe CF; |2
18-105 H CH,0C(=0)NHMe CF, |2
18-106 H CH,0C(=0)NMe, CF, |2
18-107 H CH,CN CF, |2
18-108 H CH,NH, CF,; [ 2
18-109 H CH,NHMe CF; | 2
18-110 H CH,NHi-Pr CF, | 2
18-111 H CH,NHc-Pr CF; |2
18-112 H CH,NHCH,CF, CF, | 2
18-113 H CH,NHCH,c—Pr CF, | 2
18-114 H CH,NMe, CF; |2
18-115 H CH,NHAc CF, | 2
18-116 H CH,N(Ac)Me CF, | 2
18-117 H CH,N(Ac)i-Pr CF; | 2
18-118 H CH,N(Ac)c—Pr CF; |2
18-119 H CH,N(AC)CH,CF; | CF, | 2
18-120 H CH,N(Ac)CH,c-Pr | CF; | 2
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18-121 H CH,NHCOOMe CF; | 2
18-122 H CH,NHCOOt-Bu CF, | 2
18-123 H CH,N(Me)CO,Me CF, |2
18-124 H CH,N(Me)COOt-Bu | CF, | 2
18-125 H CH,NHCONHMe CF, | 2
18-126 H CH,N(Me)CONHMe | CF, | 2
18-127 H CH,SMe CF, [ 2
18-128 H CH,SOMe CF, | 2
18-129 H CH,SO,Me CF, | 2
18-130 H CH=NOH CF, | 2
18-131 H CH=NOMe CF, |2
18-132 H CH=NOi-Pr CFy | 2
18-133 H CH=NOCH,CF, CF, | 2
18-134 H CH=NOCH,c-Pr CF, | 2
18-135 H C(Me)=NOH CF; | 2
18-136 H C(Me)=NOMe CF, | 2
18-137 H C(Me)=NOi-Pr CF, | 2
18-138 H C(Me)=NOCH,CF, | CF, |2
18-139 H C(Me)=NOCH,c-Pr | CF, [ 2
18-140 H NH, CF, | 2
18-141 H NHMe CF, |2
18-142 H NHi-Pr CF, | 2
18-143 H NHCH,CF, CF, | 2
18-144 H NHCH,c-Pr CF, | 2
18-145 H NMe, CF, | 2
18-146 H N(Me)CH,CF, CF, | 2
18-147 H N(Me)CH,c-Pr CF, 12
18-148 H NHAc CF, | 2
18-149 H N(Ac)Me CF, | 2
18-150 H N(Ac)i-Pr CF, | 2
18-151 H N(Ac)CH,CF, CF, | 2
18-152 H N(Ac)CH,c-Pr CF, | 2
18-153 H NHCOOMe CF, | 2
18-154 H N(COOMe)Me CF, | 2
18-155 H N(COOMe)i-Pr CF, | 2
18-156 H N(COOMe)CH,CF; | CF; | 2
18-157 H N(COOMe)CH,c-Pr | CF, | 2
18-158 H NHCONMe, CF, | 2
18-159 H N(CONMe,)Me CF, | 2
18-160 H CH,C! CFy | 2
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18-161 CO,H H SCFy| 2 [173-176
18-162 CO,Me H SCF,] 2 |113-115
18-163 CO,i—Pr H SCF,| 2
18-164 CO,CH,CF, H SCF;| 2
18-165 CO,CH,c-Pr H SCF;} 2
18-166 CONH, H SCF,] 2 |214-216
18-167 CONHMe H SCF,| 2
18-168 CONHi~Pr H SCF;| 2
18-169 GCONHc-Pr H SCF;| 2
18-170 CONHCH,CF; H SCF;| 2
18-171 CONHCH,c-Pr H SCF;| 2
18~172 CONMe, H SCF,| 2
18-173 CN H SCF;| 2 {188-189
18-174 CHO H SCF;| 2 |135-136
18-175 C(=0)Me H SCF,| 2
18-176 CH,0H H SCF,| 2 [126-127
18-177 CH,OMe H SCF;] 2
18-178 CH,0i-Pr H SCF,| 2
18-179 CH,0CH,CF, H SCFyf 2
18-180 CH,0CH,c-Pr H SCF;| 2
18-181 CH,0C(=0)Me H SCF,| 2
18-182 CH,0C(=0)i-Pr H SCF,| 2
18-183 CH,0C(=0)c-Pr H SCF,| 2
18-184 CH,0C(=0)OMe H SCF;] 2
18-185 CH,OC(=0)NHMe |4 SCF,| 2
18-186 CH,0C{=0)NMe, H SCF,| 2
18-187 CH,CN H SCF;| 2 |151-152
18-188 CH,NH, H SCF,| 2
18-189 CH,;NHMe H SCF;1 2
18-190 CH,NHi-Pr H SCF;f 2
18-191 CH;NHc-Pr H SCF;| 2
18-192 CH,NHCH,CF, H SCF;| 2
18-193 CH;NHCH,c-Pr H SCF;| 2
18-194 CH,NMe, H SCF,;| 2
18-195 CH,NHAc H SCF;| 2
18-196 CH,N(Ac)Me H SCF,| 2
18-197 CH,N(Ac)i-Pr H SCF,| 2
18-198 CH,N(Ac)c-Pr H SCF,| 2
18-199 CH,N(Ac)CH,CF;  |H SCF,| 2
18-200 CH,N(Ac)CH,c—Pr  |H SCF,] 2

- 102 -



[0335]

ZIHSd 10-2017-0095909

£ 89
SIBHE S R” R* R [m| 24x
18-201 CH,NHCOOMe H SCF;| 2
18-202 CH,NHCOOt-Bu H SCF;| 2
18-203 CH;N(Me)CO,Me H SCF;| 2
18-204 CH;N(Me)COOt-Bu | H SCF; | 2
18-205 CHNHCONHMe H SCF;| 2
18-206 CH:N(Me)CONHMe | H SCF;| 2
18-207 CH;SMe H SCF; | 2
18-208 CH,SOMe H SCF; | 2
18-209 CH,SO,Me H SCF; | 2
18-210 CH=NOH H SCF3 | 2 | 157-159
18-211 CH=NOMe H SCF3 | 2 | 155-157
18-212 CH=NOi-Pr H SCFRs | 2
18-213 CH=NOCH,CF; H SCF;| 2 | 125-127
18-214 CH=NOCH,c-Pr H SCF;3| 2
18-215 C(Me)=NOH H SCF3 | 2
18-216 C(Me)=NOMe H SCF3 | 2
18-217 C(Me)=NOi-Pr H SCF;| 2
18-218 C(Me)=NOCH,CF; H SCF; | 2
18-219 C(Me)=NOCH,c-Pr |H SCF;| 2
18-220 NH, H SCF;| 2 | 153-155
18-221 NHMe H SCFs;| 2| 90-91
18-222 NHi-Pr H SCFRs | 2
18-223 NHCH,CF3 H SCF3 | 2
18-224 NHCH_c-Pr H SCF;3| 2
18-225 NMe, H SCF; | 2
18-226 N(Me)CH,CF, H SCF;| 2
18-227 N(Me)CH,c-Pr H SCF;3| 2
18-228 NHAc H SCF3 | 2 | 206-207
18-229 N(Ac)Me H SCF; | 2
18-230 N(Ac)i-Pr H SCF; | 2
18-231 N(Ac)CH,CF; H SCF;3| 2
18-232 N(Ac)CHzc-Pr H SCF;| 2
18-233 NHCOOMe H SCF;| 2| 76-79
18-234 N(COOMe)Me H SCF; | 2 | 129-131
18-235 N(COOMe)i-Pr H SCF;| 2
18-236 N(COOMe)CH,CF; | H SCF;| 2
18-237 N(COOMe)CH.c-Pr | H SCF;| 2
18-238 NHCONMe, H SCF;| 2
18-239 N(CONMe,)Me H SCF; | 2
18-240 CH.CI H SCF; | 2
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18-241 H CO,H SCF;| 2
18-242 H CO,Me SCF,| 2
18-243 H CO,i-Pr SCF,| 2
18-244 H CO,CH,CF, SCF,| 2
18-245 H CO,CH,c—Pr SCF;| 2
18-246 H CONH, SCF;| 2
18-247 H CONHMe SCF;| 2
18-248 H CONHi-Pr SCF,| 2
18-249 H CONHc-Pr SCF;| 2
18-250 H CONHCH,CF, SCF;| 2
18-251 H CONHCHc-Pr SCF;| 2
18-252 H CONMe, SCF,| 2
18-253 H CN SCF;| 2
18-254 H CHO SCF;| 2
18-255 H C(=0)Me SCF,;| 2
18-256 H CH,0H SCF,| 2
18-257 H CH,0OMe SCF,| 2
18-258 H CH,0i-Pr SCF;| 2
18-259 H CH,0OCH,CF; SCF,| 2
18-260 H CH,OCH,c-Pr SCF,| 2
18-261 H CH,0C(=0)Me SCF4| 2
18-262 H CH,0C(=0)i-Pr SCF;| 2
18-263 H CH,0C(=0)c-Pr SCF;| 2
18-264 H CH,0C(=0)OMe SCF;| 2
18-265 H CH,0C(=0O)NHMe SCF;| 2
18-266 H CH,0C(=0)NMe, SCF;| 2
18-267 H CH,CN SCF,) 2
18-268 H CH,NH, SCF,| 2
18-269 H CH,NHMe SCF,| 2
18-270 H CH,NHi-Pr SCF,| 2
18-271 H CH,NHc—-Pr SCF,| 2
18-272 H CH,NHCH,CF; SCF,| 2
18-273 H CH,NHCH,c-Pr SCF4| 2
18-274 H CH,;NMe, SCF;| 2
18-275 H CH,NHAc SCF,| 2
18-276 H CH,N(Ac)Me SCF;| 2
18-277 H CH,N(Ac)i~Pr SCF,;| 2
18-278 H CH,N(Ac)c—Pr SCF,| 2
18-279 H GCH,N(Ac)CH,CF, SCF;| 2
18-280 H CH,N(Ac)CH,c—Pr SCF;]| 2

[0336]
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18-281 H CH,;NHCOOMe SCF;| 2
18-282 H CH,NHCOOt-Bu SCF;| 2
18-283 H CH,N(Me)CO,Me SCF;| 2
18-284 H CH,N(Me)COOt-Bu |SCF;| 2
18-285 H CH,NHCONHMe SCF,| 2
18-286 H CH,N(Me)CONHMe |SCF;| 2
18-287 H CH,SMe SCF,| 2
18-288 H CH,SOMe SCF;| 2
18-289 H CH,S0O,Me SCF,| 2
18-290 H CH=NOH SCF,] 2
18-291 H CH=NOMe SCF;| 2
18-292 H CH=NOi-Pr SCF;| 2
18-293 H CH=NOCH,CF; SCF;1 2
18-294 H CH=NOCH,c-Pr SCF,] 2
18-295 H C(Me)=NOH SCF;| 2
18-296 H C(Me)=NOMe SCF,| 2
18-297 H C(Me)=NOi-Pr SCF;| 2
18-298 H C(Me)=NOCH,CF, |[SCF,| 2
18-299 H C(Me)=NOCH,c-Pr |SCF;| 2
18-300  [H NH, SCF,| 2
18-301 H NHMe SCF,] 2
18-302 H NHi~Pr SCF,| 2
18-303 H NHCH,CF, SCF,| 2
18-304 H NHCH,c-Pr SCF;| 2
18-305 _ |H NMe, SCF,| 2
18-306 H N(Me)CH,CF, SCF,| 2
18-307 H N(Me)CH,c—Pr SCF,| 2
18-308 H NHAc SCF;| 2
18-309 H N(Ac)Me SCF3| 2
18-310 H N(Ac)i-Pr SCF;| 2
18-311 H N(Ac)CH,CF, SCF;| 2
18-312 H N(Ac)CH,c-Pr SCF;| 2
18-313 H NHCOOMe SCF,| 2
18-314 H N(COOMe)Me SCF,| 2
18-315 H N(COOMe)i-Pr SCF;| 2
18-316 H N(COOMe)CH,CF; | SCF4| 2
18-317 H N(COOMe)CH,c~Pr | SCF;| 2
18-318 H NHCONMe, SCF;| 2
18-319 H N(CONMe;)Me SCF;| 2

[0337] 18-320 H CH,CI SCF,| 2

354 26
(o)m\\SJ
RY N R3
P
[0338] R A
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19-1 COMH H CF |2
19-2 CO,Me H CF, | 2
19-3 CO,i~Pr H CF, | 2
19-4 CO,CH,CF, H CF, |2
19-5 CO,CH,c-Pr H CF, | 2
19-6 CONH, H CF; | 2
19-7 CONHMe H oF, | 2
19-8 CONHi-Pr H CF, |2
19-9 CONHc-Pr H CF, |2
19-10 CONHCH,CF; H CFy | 2
19-11 CONHCH,c-Pr H CFy | 2
19-12 CONMe, H CFy | 2
19-13 CN H oF, |2
19-14 CHO H CF, | 2
19-15 C(=0)Me H CF, | 2
19-16 CH,0H H CF, |2
19-17 CH,0Me m oF, |2
19~18 CH,0i-Pr H CF, | 2
19-19 CH,O0CH,CF; H CF, | 2
19-20 CH,0CH,c-Pr H CF; | 2
19-21 CH,0C(=0)Me H CF; | 2
19-22 CH,0C(=0)i-Pr H CF, | 2
19-23 CH,0C(=0)c-Pr H CF, | 2
19-24 CH,0C(=0)0Me H CF, |2
19-25 CH,0C(=0)NHMe  |H CF, |2
19-26 CH,0C(=0)NMe,  |H CF, |2
19-27 CHZCN H CF3 2
19-28 CH,NH, H CF; | 2
19-29 CH,NHMe H CF, |2
19-30 CHgNHi—Pr H CF3 )
19-31 CH;NHc-Pr H CF, |2
19-32 CH;NHCH,CF, H CF, |2
19-33 CH,NHCH,c-Pr H CF, |2
19-34 CH,NMe, H CF, |2
19-35 CH,NHAc H CF, | 2
19-36 CH;N(Ac)Me H CF, | 2
19-37 CH,N(Ac)i-Pr H CF, | 2
19-38 CH,N(Ac)c-Pr H CF, | 2
19-39 CH;N(Ac)CH,CF;  |H CF, [ 2
19-40 CH,N(Ac)CHyc—Pr  |H CF, | 2

- 106 -



[0340]

ZIHSd 10-2017-0095909

£ 93
532 M R RZ R [m| 245
19-41 CH,NHCOOMe H CFy | 2
19-42 CH,NHCOOt-Bu H CF; | 2
19-43 CH,N(Me)CO,Me H CF, | 2
19-44 CH,N(Me)COOt-Bu |H CF; | 2
19-45 CH,NHCONHMe H CF; | 2
19-46 CH,N{Me)CONHMe |H CF; | 2
19-47 CH,SMe H CF; |2
19-48 CH,SOMe H CF; |2
19-49 CH,SO,Me H CF; |2
19-50 CH=NOH H CF; |2
19-51 CH=NOMe H CF, | 2
19-52 CH=NOi-Pr H CF, |2
19-53 CH=NOCH,CF; H CF; |2
19-54 CH=NOCH,c-Pr H CF, | 2
19-55 C(Me)=NOH H CF, | 2
19-56 C(Me)=NOMe H CF, | 2
19-57 C(Me)=NOi-Pr H CF, | 2
19-58 C(Me)=NOCH,CF; |H CF, | 2
19-59 C(Me)=NOGH,c-Pr |H CF, [ 2
19-60 NH, H CF, | 2
19-61 NHMe H CFy | 2
19-62 NHi-Pr H CF, |2
19-63 NHCH,CF; H CF; |2
19-64 NHCH,c-Pr H CF; |2
19-65 NMe, H CFy[2
19-66 N(Me)CH,CF, H CF; | 2
19-67 N(Me)CH,c-Pr H CF, | 2
19-68 NHAc H CFy | 2
19-69 N(Ac)Me H CFy | 2
19-70 N(Ac)i-Pr H CF, | 2
19-71 N(Ac)CH,CF, H CFy | 2
19-72 N(AC)CH,c-Pr H CF, | 2
19-73 NHCOOMe H CF, | 2
19-74 N(COOMe)Me H CFy |2
19-75 N(COOMe)i-Pr H CFy | 2
19-76 N(COOMe)CH,CF; |H CF; | 2
19-77 N(COOMe)CH,c~Pr |H CF; |2
19-78 NHCONMe, H CF; | 2
19-79 N(CONMe,)Me H CF, | 2
19-80 CH.CI H CF; |2
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19-81 H CO,H CF; |2
19-82 H CO,Me CF, |2
19-83 H CO,i-Pr CF; | 2
19-84 H CO,CH,CF, CF, |2
19-85 H CO,CH,c-Pr CF; |2
19-86 H CONH, CF; | 2
19-87 H CONHMe CF; | 2
19-88 H CONHi-Pr CF, |2
19-89 H CONHc-Pr CFy |2
19-90 H CONHCH,CF, CF, |2
19-91 H CONHCH,c-Pr CF, |2
19-92 H CONMe, CF, |2
19-93 H CN CF, |2
19-94 H CHO CF, |2
19-95 H C(=0)Me CF, |2
19-96 H CH,OH CF; | 2
19-97 H CH,OMe CF; |2
19-98 H CH,0i-Pr CF; |2
19-99 H CH,OCH,CF, CF; | 2
19-100 H CH,0CH,c-Pr CF; |2
19-101 H CH,0C(=0)Me CFy {2
19-102 H CH,0C(=0)i-Pr CF, |2
19-103 H CH,0C(=0)c—Pr CF; | 2
19-104 H CH,0C(=0)0OMe CF; | 2
19-105 H CH,0C(=0)NHMe CF; |2
19-106 H CH,0C(=0)NMe, CF; |2
19-107 H CH,CN CF; |2
19-108 H CH,NH, CF; | 2
19-109 H CH,NHMe CF, | 2
19-110 H CH,NHi-Pr CF, |2
19-111 H CH;NHc—Pr CFy | 2
19-112 H CH,NHCH,CF, CF, | 2
19-113 H CH,NHCH,c-Pr CF; |2
19-114 H CH,NMe, CF, | 2
19-115 H CH,NHAc CF, | 2
19-116 H CH,N(Ac)Me CF; | 2
19-117 H CH,N(Ac)i-Pr CFy |2
19-118 H CH,N(Ac)c—Pr CF; |2
19-119 H CH,N(Ac)CH,CF, CF; |2
19-120 H CH,N(Ac)CH,c-Pr | CF; | 2
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19-121 H CH,NHCOOMe CF; |2
19-122 H CH,NHCOOt-Bu CF; | 2
19-123 H CH,N(Me)CO,Me CF; | 2
19-124 H CH,N(Me)COOt-Bu | CF; | 2
19-125 H CH,NHCONHMe CF, | 2
19-126 H CH,N(Me)CONHMe | CF; | 2
19-127 H CH,SMe CF, | 2
19-128 H CH,SOMe CF, |2
19-129 H CH,SO,Me CF, |2
19-130 H CH=NOH CF, [ 2
19-131 H CH=NOMe CF, [ 2
19-132 H CH=NOi-Pr CF; | 2
19-133 H CH=NOCH,CF, CF; | 2
19-134 H CH=NOCH,c-Pr CF; | 2
19-135 H C(Me)=NOH CF; | 2
19-136 H C(Me)=NOMe CF; |2
19-137 H C(Me)=NOi-Pr CF; | 2
19-138 H C(Me)=NOCH,CF, | CF, |2
19-139 H C(Me)=NOCH,c~Pr CFs | 2
19-140 H NH, CF, | 2
19-141 H NHMe CF; |2
19-142 H NHi-Pr CF, | 2
19-143 H NHCH,CF, CF, | 2
19-144 H NHCH,c-Pr CF; |2
19-145 H NMe, CF, | 2
19-146 H N(Me)CH,CF, CF; | 2
19-147 H N(Me)CH,c-Pr CF; 12
19-148 H NHAc CF; | 2
19-149 H N(Ac)Me CF; |2
19-150 H N(Ac)i-Pr CF; | 2
19-151 H N(Ac)CH,CF, CF; | 2
19-152 H N(Ac)CH,c-Pr CF; |2
19-153 H NHCOOMe CF; | 2
19-154 H N(COOMe)Me CF; |2
19-155 H N(COOMe)i-Pr CF; | 2
19-156 H N(COOMe)CH,CF, | CF, | 2
19-157 H N(COOMe)CH,c-Pr | CF; | 2
19-158 H NHCONMe, CF; | 2
19-159 H N(CONMe,)Me CF; |2
19-160 H CH,CI CFy | 2

[0342]
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19-161 CO,H H SCF,| 2
19-162 CO,Me H SCF;| 2
19-163 CO,i-Pr H SCF;| 2
19-164 CO,CH,CF, H SCF;| 2
19-165 CO,CH,c-Pr H SCF;| 2
19-166 CONH, H SCF;| 2
19-167 CONHMe H SCF;| 2
19-168 CONHi-Pr H SCF,| 2
19-169 CONHc-Pr H SCF,| 2
19-170 CONHCH,CF, H SCF;| 2
19-171 CONHCH,¢c-Pr H SCF,| 2
19-172 CONMe, H SCF,| 2
19-173 CN H SCF;| 2
19-174 CHO H SCF;| 2
19-175 C(=0)Me H SCF,| 2
19-176 CH,0H H SCF;| 2
19-177 CH,0Me H SCF4| 2
19-178 CH,0i-Pr H SCF,;| 2
19-179 CH,0CH,CF,4 H SCF,| 2
19-180 CH,0CH,c-Pr H SCF;| 2
19-181 CH,0C(=0)Me H SCF;| 2
19-182 CH,0C(=0)i-Pr H SCF;| 2
19-183 CH,0C(=0)c-Pr H SCF;| 2
19-184 CH,0C(=0)OMe H SCF,| 2
10-185 CH,0C(=0)NHMe [H SCF,| 2
19-186 CH,0C(=0)NMe, H SCF,| 2
19-187 GH,CN H SCFy| 2
19-188 CH;NH, H SCF;| 2
19-189 CH;NHMe H SCF;| 2
19-190 CH,NHi-Pr H SCF;| 2
19-191 CH,NHc-Pr H SCF,| 2
19-192 CH,NHCH,CF, H SCF;| 2
19-193 CH,NHCH,c-Pr H SCF;| 2
19-194 CH,NMe, H SCF, 2
19-195 CH,NHACc H SCF;| 2
19-196 CH,N(Ac)Me H SCF,| 2
19-197 CH,N(Ac)i-Pr H SCF;| 2
19-198 CH,N(Ac)c-Pr H SCF,| 2
19-199 CH,N(AC)CH,CF;  |H SCF;| 2
19-200 CHyN(Ac)CH,c-Pr {4 SCF;| 2
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19-201 CH,NHCOOMe H SCF,| 2
19-202 CH,;NHCOOt-Bu H SCF3| 2
19-203 CH,N(Me)CO,Me H SCF,| 2
19-204 CH,N(Me)COOt-Bu |H SCF,| 2
19-205 CH,NHCONHMe H SCF,| 2
19-206 CH,N{Me)CONHMe |H SCF,| 2
19-207  [CH,SMe H SCF,] 2
19-208 CH,SOMe H SCF,4| 2
19-209 CH,SO;Me H SCF,| 2
19-210 CH=NOH H SCF,| 2
19-211 CH=NOMe H SCF,| 2
19-212 CH=NOi-Pr H SCF;| 2
19-213 CH=NOCH,CF4 H SCF;| 2
19-214 CH=NOCH,¢c-Pr H SCF3| 2
19-215 C(Me)=NOH H SCF;| 2
19-216 C(Me)=NOMe H SCF;| 2
19-217 C(Me)=NOi-Pr H SCF;| 2
19-218 C(Me)=NOCH,CF; |H SCF,| 2
19-219 C(Me)=NOCH,c-Pr |H SCF,| 2
19-220 NH, H SCF,| 2
19-221 NHMe H SCF,| 2
19-222 NHi-Pr H SCF,| 2
19-223 NHCH,CF; H SCF,| 2
19-224 NHCH,c—Pr H SCF,| 2
19-225 NMe, H SCF,| 2
19-226 N(Me)CH,CF, H SCF,| 2
19-227 N(Me)CH,c-Pr H SCF,| 2
19-228 NHAGc H SCF,[ 2
19-229 N(Ac)Me H SCF,| 2
19-230 N(Ac)i-Pr H SCF;| 2
19-231 N(Ac)CH,CF, H SCF3| 2
19-232  [N(Ac)CH,c—Pr H SCF, | 2
19-233 NHCOOMe H SCF,| 2
19-234 N(COOMe)Me H SCF;| 2
19-235 N(COOMe)i-Pr H SCF;| 2
19-236 N(COOMe)CH,CF; |H SCF,| 2
19-237 N(COOMe)CH,c~Pr |H SCF;| 2
19-238 NHCONMe, H SCF,| 2
19-239 N(CONMe,)Me H SCF;| 2
19-240 CH,Cl H SCF,| 2
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19-241 H COH SCF3| 2
19-242 H CO,Me SCF,| 2
19-243 H CO,i-Pr SCF,| 2
19-244 H CO,CH,CF, SCF,| 2
19-245 H CO,CH,yc-Pr SCF,| 2
19-246 H CONH, SCF,| 2
19-247 H CONHMe SCF,| 2
19-248 H CONHi-Pr SCF,| 2
19-249 H CONHc-Pr SCF,| 2
19-250 H CONHCH,CF, SCF,| 2
19-251 H CONHCH,c-Pr SCF,| 2
19-252 H CONMe, SCF,| 2
19-253 H CN SCF3| 2
19-254 H CHO SCF,| 2
19-255 H C(=0)Me SCF,| 2
19-256 H CH,0H SCF,| 2
19-257 H CH,0OMe SCF,| 2
19-258 H CH,0i-Pr SCF,| 2
19-259 H CH,0CH,CF, SCF;| 2
19-260 H CH,OCH,c-Pr SCF,| 2
19-261 H CH,0C(=0)Me SCF,| 2
19-262 H CH,0C(=0)i-Pr SCF4| 2
19-263 H CH,0C(=0)c-Pr SCF,| 2
19-264 H CH,0C(=0)0Me SCF;| 2
19-265 H CH,0C(=0)NHMe SCF;| 2
19-266 H CH,0C(=0)NMe, SCF;| 2
19-267 H CH,CN SCF,! 2
19-268 H CH,NH, SCF,| 2
19-269 H CH,NHMe SCF,[ 2
19-270 H CH,NHi-Pr SCF,| 2
19-271 H CH,NHc-Pr SCF,| 2
19-272 H CH,NHCH,CF, SCF,| 2
19-273 H CH,NHCH,c-Pr SCF;| 2
19-274 H CH,NMe, SCF,| 2
19-275 H CH,NHAc SCF;| 2
19-276 H CH,N(Ac)Me SCF;| 2
19-277 H CH,N(Ac)i-Pr SCF,| 2
19-278 H CH,N(Ac)c-Pr SCF;| 2
19-279 H CH,N(Ac)CH,CF; | SCF;| 2
19-280 H CH,N(Ac)CH,c-Pr [ SCF;| 2
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19-281 H CH,;NHCOOMe SCF,| 2
19-282 H CH;NHCOOt-Bu SCF,4| 2
19-283 H CH,N(Me)CO,Me SCF,| 2
19-284 H CH,N(Me)COOt-Bu |SCF,]| 2
19-285 H CH,NHCONHMe SCF;| 2
19-286 H CH,N(Me)CONHMe | SCF,| 2
19-287 H CH,SMe SCF,| 2
19-288 H CH,SOMe SCF;| 2
19-289 H CH,SO,Me SCFy| 2
19-290 H CH=NOH SCF,| 2
19-291 H CH=NOMe SCF,| 2
19-292 H CH=NOi-Pr SCF;| 2
19-293 H CH=NOCH,CF; SCF;| 2
19-294 H CH=NOCH,c-Pr SCF,4| 2
19-295 H C(Me)=NOH SCF;| 2
19-296 H C(Me)=NOMe SCF;] 2
19-297 H C(Me)=NOi-Pr SCF;| 2
19-298 H C(Me)=NOCH,CF, |SCF,| 2
19-299 H C(Me)=NOCH,c-Pr [SCF,| 2
19-300 H NH, SCF,| 2
19-301 H NHMe SCF;| 2
19-302 H NHi—Pr SCF,| 2
19-303 H NHCH,CF, SCF,| 2
19-304 H NHCH,c-Pr SCF,] 2
19-305 H NMe, SCF,| 2
19-306 H N(Me)CH,CF, SCF;| 2
19-307 H N(Me)CH,c—Pr SCF;j 2
19-308 H NHAc SCF;| 2
19-309 H N(Ac)Me SCF,| 2
19-310 H N(Ac)i-Pr SCF,| 2
19-311 H N(Ac)CH,CF, SCF,4| 2
19-312 H N(Ac)CH,c—Pr SCF;| 2
19-313 H NHCOOMe SCF;| 2
19-314 H N(COOMe)Me SCF;| 2
19-315 H N(COOMe)i—-Pr SCF;] 2
19-316 H N(COOMe)CH,CF; |SCF;| 2
19-317 H N(COOMe)CH,c-Pr [ SCF,| 2
19-318 H NHCONMe, SCF;| 2
19-319 H N(CONMe,)Me SCF4| 2

[0346] 19-320 H CH,CI SCF,| 2

35p4] 27
/
R21 __ N x R3
Co< T as
22 N AT Ta?
[0347] R
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20~1 CO,H H CF; |[NMe| N
20-2 CO,Me H CF3 |NMe| N | 122-124
20-3 CONH, H CF; |NMe| N
20~4 CN H CF3 |NMe| N
20-5 CHO H CF; |NMe| N
20-6 CH,OH H CF; |NMe| N
20-7 CH,OMe H CF; [NMe| N
20-8 CH,0C(=0)Me H CF, |[NMe| N
20-9 CH,CN H CF; |NMe| N
20-10 CH,NMe, H CF; |[NMe| N
20-11 CH,N(Ac)Me H CF; [NMe| N
20-12 CH,SMe H CF; |[NMe| N
20-13 CH=NOH H CF; [NMe| N
20-14 CH=NOMe H CF; |NMe| N
20-15 CH=NOCH,CF, H CF; |[NMe| N
20~16 NH, H CF; |NMe| N
20-17 NHAc H CF3; [NMe| N
20-18 NHCOOMe H CF3 [NMe| N
20-19 NHCOOt-Bu H CF; [NMe| N
20-20 CH,CI H CF; |[NMe| N
20-21 H CO,H CF; [NMe| N | 139-141
20-22 H CO,Me CF; [NMe| N | 118-120
20-23 H CONH, CF; |[NMe| N
20-24 H CN CF; |NMe| N | 156-158
20-25 H CHO CF; |NMe| N
20-26 H CH,0H CF; |[NMe| N | 55-58
20-27 H CH,0Me CF; |INMe| N
20-28 H CH,0C(=0)Me | CF; |NMe| N
20-29 H CH,CN CF; |[NMe| N
20~30 H CH,NMe, CF; |NMe| N
20-31 H CH,N(Ac)Me | CF; [NMe| N
20-32 H CH,SMe CF; |[NMe| N
20-33 H CH=NOH CF3 |NMe| N
20-34 H CH=NOMe | CF; [NMe| N
20-35 H CH=NOGH,CF,| CF; [NMe| N
20-36 H NH, CF; |NMe| N
20-37 H NHAc CF3 |NMe| N
20-38 H NHCOOMe [ CF; [NMe| N
20-39 H NHCOOt-Bu | CF; [NMe| N | 101-103
20-40 H CH,CI CF; |NMe| N
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20-41 CO,H H SCF;[ o |CH| 221-225

20-42 CO,Me H SCF;| O |CH| 172-174

20-43 CONH, H SCF;| O |CH

20-44 CN H SCF;| O |CH|202-204

20-45 CHO H SCF3;| O [ CH| 108-110

20-46 CH,OH H SCF;| O |CH|123-125

20-47 CH,OMe H SCF;| O |cCH

20-48 CH,0C(=0)Me H SCF;| O |cCH

20-49 CH,CN H SCF;| o |cH

20-50 CH,NMe, H SCF;| o |cH

20-51 CH,N(Ac)Me H SCF,| o |cCH

20-52 CH,SMe H SCF;| o |CH

20-53 CH=NOH H SCF;] © jCH[105-108

20-54 CH=NOMe H SCF3| O |CH

20-55 CH=NOCH,CF, H SCF;| O |CH

20-56 NH, H SCF;| o |cH

20-57 NHAc H SCF;| O |CH

20-58 NHCOOMe H SCF;| O |CH

20-59 NHCOOt-Bu H SCF;| O |CH

20-60 CH,CI H SCF;| O [CH

20-61 H CO,H SCF,| O {CH

20-62 H CO,Me SCF;| O |CH

20-63 H CONH, SCF;| o |cCH

20-64 H CN SCF;| O |CH

20-65 H CHO SCF;| O |CH

20-66 H CH,OH SCF;| 0 |CH

20-67 H CH,OMe SCF,| O |CH

20-68 H CH,0C(=0)Me | SCF;| O |CH

20-69 H CH,CN SCF;| O |cCH

20-70 H CH,NMe, |SCF;| O |cH

20-71 H CH,N(Ac)Me [SCF;| o |cH

20-72 H CH,SMe SCF;| o |cH

20-73 H CH=NOH SCF;] O |CH

20-74 H CH=NOMe |SCF;| O |CH

20-75 H CH=NOCH,CF,| SCF;| o0 |CH

20-76 H NH, SCF;| o |cH

20-77 H NHAc SCF;] O |CH

20-78 H NHCOOMe |SCF;| O |CH

20-79 H NHCOOt-Bu |SCF3| O |CH

20-80 H CH,CI SCF;| O |CH
Byl k(Do tehd 5% Bad SgE EE O GRS 48 ARORA FHetE wdds 4%
A Fw, B, Az, 2 9] 42 2 FARE Aees 2 59, g4, AFEFolY 948 F 3o A
7/ 59 s WAl Astsic).
A7) BT e ASH ToEA o]dte] Aol dAlHTt.

QA E(LHH] ) FEFozA o=

R

A Ao} (Parasa

consocia),

olw-w 2~ A3} (Anomis

mesogona), I Q. FAFEA(Papilio xuthus), wpxEFEoAl~ ol=7]&E el (Matsumuraeses azukivora), 2.2

Eg Yo} ~7+&d2] 2= (0strinia scapulalis),

Eat =)

S

Ze|el o] EF(Spodoptera exempta), dFo]FHEZ o} F

Uol(Hyphantria cunea), Q. AE@ o} FEvbza]l A~ (0strinia furnacalis), 2@ o} Alate}el(Pseudaletia

separata),

(Parnara guttata), wmfgf2m]o} o)A Fo}(Marasmia exigua), ¥2uyE} SE}el(Parnara guttata),
Belgv]eol Eg¢tE# el (Brachmia triannulella),
ZHEEoF FHg &~ (Pleuroptya ruralis), A|Z&Et]o}l =

S d A~ HoE]F A~ (Lampides boeticus),

ol & ~(Sesamia inferens),

flavescens), E#FXFAlo} Y(Trichoplusia ni),

9-o}7}8]oF(Cystidia couaggaria),
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hylas), @elzmw]23} ofZn]/|ek(Helicoverpa armigera), ZelZ=€} v o] (Phalerodonta manleyi), e}
A2V 7HEumeta  japonica), ¥ollE]2 HEtA|Fkel(Pieris brassicae), WetEAvt FAhEol EH B0
(Malacosoma neustria testacea), EF2=RXU} wlA|YM(Stathmopoda masinissa), F-EUlX fjosd=zAlg)
(Cuphodes diospyrosella), ol232 AAZAE|ob 2~ (Archips xylosteanus), ©FZRE|2A  AlAE(Agrotis
segetum), EEg}Rolg} A7]2ElMolul(Tetramoera schistaceana), 322 wp7k2 3| EFete|X(Papilio
machaon hippocrates), AN=F € AlWA|~(Endoclyta sinensis), @LUElo} ZFUE g A (Lyonetia
prunifoliella), ¥Zx=HHZ Y XY A2 (Phyllonorycter ringoneella), Alt]o} FZFo](Cydia kurokoi),
Fo =AY 2= o 25 2 AH(Eucoenogenes aestuosa), ZH|Alo} HE#Z i} (Lobesia botrana), BHEO|O} AlYF}H
(Latoia sinica), Zdg} wlebAlA| 2~ (Euzophera batangensis), ZZuUt]o} WA E]3}(Phalonidia mesotypa),
g2 4vl a2~ (Spilosoma imparilis), =2]Xdl2 H=Zol#] 2 (Glyphodes pyloalis), QFEFHZ =
2] (Olethreutes mori), EJUl&E} w®Az]AeH(Tineola bisselliella), A= et =S M (Endoclyta
excrescens), UPFET ZEdF 2~ (Nemapogon granellus), A'PEE @& (Synanthedon hector), AJt]jo} X &l
ZH(Cydia pomonella), ZFdg IHZ~dd}(Plutella xylostella), IUZRIAZAA dHrdas
(Cnaphalocrocis medinalis), AAtvjo}  Zre}n] ~E]~(Sesamia calamistis), =7]12Xd7} QN2EZH~
(Scirpophaga incertulas), d#t]jolrlo} EH AT~ (Pediasia teterrellus), ZEgufoo} ow=ZFAa}
(Phthorimaea operculella), Z~EF$-ZF 2~ 117] H2AH 2]~ (Stauropus fagi persimilis), olE]de} A D}
(Etiella zinckenella), =XE3XE2} o] Fo}(Spodoptera exigua), IFFHZ M A=€lel(Palpifer
sexnotata), =¥ I=3H|g} ul$-g]Elo}(Spodoptera mauritia), Z~7]23X 37} o]%=E}EH(Scirpophaga innotata),
AA|zElo} -y H (Xestia c-nigrum), 2= E} d]Ze}nlel(Spodoptera depravata), U|¥EJo} Fol]
d2t(Ephestia kuehniella), A=y ZF1}e]ol(Angerona prunaria), FEZH#} ofp~ERA~(Clostera
anastomosis), TFEZFAlo} <QIEFF W (Pseudoplusia includens), vF=F#olAl2  ZFlt(Matsumuraeses
falcana), #e]zZW 23} o}dEl(Helicoverpa assulta), oF9-E18}d Y18] A1y (Autographa nigrisigna),
ol1RE X YJAE(Agrotis ipsilon), FEZREXE FEFT2H EANEuproctis pseudoconspersa), oF5A#H~ @
2} (Adoxophyes orana), ZZXE o} E]E-2}(Caloptilia theivora), &ZE4Y m2u}uvl(Homona magnanima),
o #| ~Elo} AFeld}(Ephestia elutella), FHlEl vlfF~ZFeh(Eumeta minuscula), ZF22Elgl olu=eel
(Clostera anachoreta), 2] QE|x mnlelEln}(Heliothis maritima), 2327}l Fg]ol}(Sparganothis
pilleriana), Al&2 F27HBusseola fusca), FZEIAEA A B Z#dl(Euproctis subflava), H]AE =3
2% (Biston robustum), #A2]E]X Alol(Heliothis zea), otelltio} Fa@Ae} (Aedia leucomelas), WE2o]
T2 FEpH| =24kl (Narosoideus flavidorsalis), ®|P|Yo} Fu|Al2(Viminia rumicis), FZFHEZH2 g
BAZ(Bucculatrix pyrivorella), ZI8}Ele} E#2E}(Grapholita molesta), Z2EF#H U of~E$-ZE}
(Spulerina astaurota), ©olAEVARo]x~ WA (Ectomyelois pyrivorella), HZ 4] 2 (Chilo
suppressalis), o} E I L ZA|A~ ALEAMA] A~ (Acrolepiopsis sapporensis), ZZ2tio} AJe|ZF A9 (Plodia
interpunctella), #EE +<g=(Hellula undalis), AEEZ7F Ald&@(Sitotroga cerealella), ~¥X%
=g} 252 (Spodoptera litura), F=2v o}l¥E#vlh(Eucosma aporema), o}F#zlx Fwlzlol}b(Acleris
comariana), Z~FAZH A ZEZITF(Scopelodes contractus), 2E7|oF E]ld# b (Orgyia thyellina), =¥
=3y gt ZF7]9 2 (Spodoptera frugiperda), L2EgYo} A= ololv](Ostrinia zaguliaevi), &7} of
o v| A2~ (Naranga aenescens), SQF=2}} B]EZEFER(Andraca bipunctata), S&HE#U] 222 2~ (Paranthrene
regalis), ofZAwW|g 2 Fh2ERd|ol(Acosmeryx castanea), "R AU XE]X EF27H(Phyllocnistis toparcha),
=32} vl H o} (Endopiza viteana), o2z ol ¢u]F- A2t (Eupoecillia ambiguella), QFEIFFE Ao} #lw}
g2l 2~ (Anticarsia gemmatalis), Fu|FAlo} AU]d o] 23 (Cnephasia cinereipalpana), B|WTE& o} tiAg2
(Lymantria dispar), WZE2]5F2 2#FePEE]2~(Dendrolimus spectabilis), #@ vy Re SA YR A
(Leguminivora glycinivorella), w7} ®l2EZ@2(Maruca testulalis), vIEFEoAl2E A&7
(Matsumuraeses  phaseoli), Z=>x€glo} Ao]de}(Caloptilia soyella), FEIAYXEX AEH:
(Phyllocnistis citrella), 2ued2 <lty7}El(Omiodes indicata), ©oFE2FHA I AFFIE o+~ (Archips
fuscocupreanus), OFFEZFAo} o}Ziv}el(Acanthoplusia agnata), WHEE]U(Bambalina sp.), 7FEEAY Y
SEWA(Carposina  niponensis), FAXxAEZ FAE|H ] ~(Conogethes  punctiferalis), AldEl=
(Synanthedon sp.), #l2ulEle} ZF#2Z 2 (Lyonetia clerkella), =] Q. &+ (Papilio helenus), =&
ol o gt Eg]QaElF~(Colias erate poliographus), Zelet ZEp#| A~ (Phalera flavescens), ¥loglx
ghuloll I FA R ek(Pieris rapae crucivora), ozl ghtoll(Pieris rapae) ¢ 3 Un|F, FZZIEA
Al ] 2= (Euproctis similis), o}AEHILEZA| A~ ~=7|AE}(Acrolepiopsis suzukiella), L=Eg|Yo} 1l
g2~ (0strinia nubilalis), vlH2=E2 B A 7bol (Mamestra brassicae), ©F=FE|Z Al vdg]ol(Ascotis
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selenaria), ZEH|SAZolt]2 F&dd ~E U (Phtheochroides clandestina), ZA|%=o} o}FHelE}lt(Hoshinoa
adumbratana), S EWX=E]~ X211 AE WA~ (Odonestis pruni japonensis), Ez]ololit} <l EH|t]o}
(Triaena intermedia), oA o2 2 e}t} 3lA]o}E}(Adoxophyes orana fasciata), ZLE}FZ2E} o] =3 L}E}l
(Grapholita inopinata), ¥ 2B} QAlgl}(Spilonota ocellana), ~FZ-E} A zlo}A3] 2 (Spilonota
lechriaspis), ¥@wlgls ZFY(Illiberis pruni), ol27]#|~Eo} ZFA et (Argyresthia conjugella), Z=
xgel 23 2]AHCaloptilia zachrysa), o232 B H|ZE] 72 (Archips breviplicanus), ofx=w]2 ZEka}
(Anomis flava), WAE=Z T AT ek (Pectinophora  gossypiella), =EF27} ©lZ7}El(Notarcha
derogata), ©lo}itjo} QltjFF(Diaphania indica), #e]2E 2 H]H A2 (Heliothis virescens), R ofo}g]o}
Fxgonlgtyx(Earias cupreoviridis) 5& € 4 Udt.

HIA S (el E) sFezx oF W, dAE <elvel(Nezara antennata), ZH:=Fr FHIZHEFFEA
(Stenotus rubrovittatus), ZZ}¥4wl FHEZ U oM (Graphosoma rubrolineatum), EZixEF2~ I A2~
Elotg] & (Trigonotylus coelestialium) &, olelAl&zb 2~ mlZ et~ (Aeschynteles maculatus), Z#-ZE o}
2~ ZEt¥ 2 (Creontiades pallidifer), t=d2F 2~ A ZFet% 2~ (Dysdercus cingulatus), IA8|EZF2~ 9F
Z~(Chrysomphalus ficus), oleytjdz} o}--#E](Aonidiella aurantii), ZFEZEIZAEZo} Y1z FAJLEL
(Graptopsaltria nigrofuscata), EEHNEFIZZHF=(Blissusleucopterus), ©oJAlElo} FEIFA (Icerya
purchasi), JNFZEF~ 3dlH U2 (Piezodorus hybneri), EFA|=EFA AZ27}5F2(Lagynotomus elongatus),
Efo]o} B F3}(Thaia subrufa), =FE]=3e} F2|t(Scotinophara lurida), A|EH] o]H}z}of| (Sitobion
ibarae), 2E}g]Qd2 o]9AL7](Stariodes iwasakii), o}~ YQF 2 HAEFFE(Aspidiotus destructor),
Eld 22 Fe]EF 2 (Taylorilygus pallidulus), vF2FwZE2(Myzusmumecola), TFob&eErtav]s X
FUYZ g (Pseudaulacaspis prunicola), ¢F1Z2EAIZE I (Acyrthosiphon pisum), oPUZIEFE| A~ ~EZY
Z~(Anacanthocoris striicornis), 9|IEWEIHZA " ZHEF~(Ectometopterus micantulus), ©Fe]AI=2E g
2 UM (Eysarcoris lewisi), =@ XHEx Fg7]x=AHMolipteryx fuliginosa), AlZFdEEr w®lE T~
(Cicadella viridis), 2Z=2AiF FIolH v~ (Rhopalosophum rufiabdominalis), ARe]#Ejo} Eo}e]
(Saissetia oleae), EgYF=2u~ uvlEge] 2 E(Trialeurodes vaporariorum), o}f-glofsiy} Fol2F A
(Aguriahana quercus), #7-2=(Lygus spp.), FA&+d 2 FAEHA Y2 (Euceraphis punctipennis), 23]~
7FFA1Z 2} (Andaspis kashicola), FF2 FrEwlilEglolE(Coccus pseudomagnoliarum), ZHA#H 292 A7 R
F22(Cavelerius saccharivorus), Z#o}F2 2 YXE~(Galeatus spinifrons), WFAZAZY A AR 21
(Macrosiphoniella sanborni), o}Ut]de} A|E# U (Aonidiella citrina), &2 LR E3} 1| ~E}(Halyomorpha
mista), ZEIMUEX A7) U (Stephanitis fasciicarina), E#] & ZFEZbol(Trioza camphorae), dZE
YA XA A (Leptocorisa chinensis), E# QA FolZA|F&H(Trioza quercicola), <dlg]elx zhg$-2=
(Uhlerites latius), V| EZ e} ZW 2= (Erythroneura comes), FZEW]$-2 A2~ (Paromius exiguus),
ST Y52~ ZEMAIZ (Duplaspidiotus claviger), UIEHE X~ Y123 F2~(Nephotettix nigropictus),
SFEIA AT~ oLdle] ~(Halticiellus insularis), #E2AALe} AFZ2] Atk (Perkinsiella saccharicida), A}
Azt dH A (Psylla malivorella), oF=REH2F X2 (Anomomeura mori), FTEIFA ZE7|AdyA
(Pseudococcus longispinis), <Ftb&el7lAas] 2 #ElalU (Pseudaulacaspis pentagona), W]}l FolEet
(Pulvinaria kuwacola), o}&#72 F3ZF(Apolygus lucorum), EIl 3|0 ZEHF2~(Togo hemipterus), HAX
2} o}-$-2E](Toxoptera aurantii), AMHFZF2 AMFFE](Saccharicoccus sacchari), ZAlQol7F FA]F7}
(Geoica lucifuga), *FuFE} ¥-ol2](Numata muiri), Z2E7FA32 H2UA 2 AH Comstockaspis perniciosa),
SUad s AEE (Unaspis citri), oF2#tE+# £#Y(Aulacorthum solani), olelAt2F ]~ HIEH X~
(Eysarcoris ventralis), ®v|AJo} o2 AIE]Z&2](Bemisia argentifolii), Al7F@2t 2FEZH(Cicadella
spectra), oFAFT] 9 F 2~ FdEel(Aspidiotus hederae), 2 2E3|H 2 3lol]F~(Liorhyssus hyalinus), Z
23} yag|E24eE] 2 (Calophya nigridorsalis), ZA7del F2A 724 (Sogatella furcifera), wig-gt =
2P 719-tF(Megoura crassicauda), M B ZZY] HeElAFbo| (Brevicoryne brassicae), oFgs FE AU
(Aphis glycines), HXZEIRZA L #ED-$2(Leptocorisa oratorius), UIZHE 2 H] A 2= (Nephotettix
virescens), $-ZfF X EXAE(Uroeucon formosanum), AEHE]~ ElFo]~(Cyrtopeltis tennuis), HIW|A]
o} E}n}A](Bemisia tabaci), @7 #EA]F}Foll(Lecanium persicae), ZetE#] o} ®lofoll(Parlatoria theae),
ke Yol el Yo}l (Pseudaonidia paeoniae), SU¥Eo}2A7F @ 7](Empoasca onukii), Ze}$-Elo} 22
(Plautia stali), ©helAty2=  E& 3o (Dysaphis  tulipae), WA ZAIE  FEEH]o}of| (Macrosiphum
euphorbiae), Z=H|FYE]~ 2] 29~ (Stephanitis pyrioides), AZZeH s AEHF=(Ceroplastes
ceriferus), ZEtEg o} shdlE o}l (Parlatoria camelliae), oFE&#] -2 23] &=2Fo] (Apolygus spinolai), HIXE
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HE 2~ 234 2= (Nephotettix cincticeps), SEF-Alof AEAEHF2(Glaucias subpunctatus), LEEEHF
2 ZHHAHE252(0rthotylus flavosparsus), =ZEA]E wmlo|t]~(Rhopalosiphum maidis), #lze)¥F=
ulo]t] A~ (Peregrinus maidis), oFolAtExme]x =R A (Rysarcoris parvus), =92 AEZ#] 9~ (Cimex
lectularius), et oluloE](Psylla abieti), dets=Zulel FA~(Nilaparvata lugens), Adgt En]gtd
(Psylla tobirae), F#]ulv} F3% (Eurydema rugosum), A|AF¥] 2 3]g]& 2} (Schizaphis piricola), A&t
2]Z2k(Psylla pyricola), ZEH QL ZA|~ g (Parlatoreopsis pyri), ZHIYEX YA(Stephanitis
nashi), vtlolxm|zZF el olol(Dysmicoccus wistariae), #ZF7F=3]2s AFEYFH(Lepholeucaspis
japonica), AF#s 2 3] (Sappaphis piri), @332~ o|#]A|u](Lipaphis erysimi), WL EAZEH X2HA}
(Neotoxoptera formosana), ZZ=ZA%E dilofolol(Rhopalosophum nymphaeae), o= A]o}L}=Z AL
(Edwardsianarosae), #uY=IAl2TT]2~Eg} | (Pinnaspisaspidistrae), Adet &Y (Psylla alni), 24l
g2 MHEAZTF2(Speusotettix subfusculus), YUlEe]t]ol dulE](Alnetoidia alneti), A7FEeEl A
2} (Sogatella panicicola), oF2¥ZFa]~ FU|2el¥ 2 (Adelphocoris lineolatus), TFO|AH|2F 2 o Al
2~(Dysdercus poecilus), ZElEzZ|o} A A3 (Parlatoria ziziphi), @& d¥@](Uhlerites debile), 2}
edur ~Egoldgf(Laodelphax striatella), F8ldvt £3%F (Eurydema pulchrum), E#FL~ EFirs
(Cletus trigonus), E=H|o} FFE}el(Clovia punctata), SY¥EOFA~IF(Empoasca sp.), ZEF~ dladHdE
(Coccus  hesperidum), 7B &9~ FZF2(Pachybrachius luridus), ZHeid T Ae3] o}
(Planococcus kraunhiae), ZH =% H|%:=EFF2(Stenotus binotatus), oFE2H | T]o} o}y]Za]~(Arboridia
apicalis), vlaAZ2dd 2 A2~ (Macrosteles fascifrons), & &F& 2 IIFE (Dolycoris baccarum), ©}
dy Fe) 2~ Egols#lF 2= (Adelphocoris triannulatus), HE$-2 HIEEE] (Viteus vitifolii), oIIEZFE] 2~
AZ2Y 52 (Acanthocoris sordidus), dWZEZZAL o}FEl(Leptocorisa acuta), PFFAZRH A QHFHIFEA~
(Macropes obnubilus), ZdF2 FAEAIE(Cletus punctiger), BZESHF2~  ZFEHMF2~(Riptortus
clavatus), J&EE A ZA AL (Paratrioza cockerelli), oFX2Eg} T ~2&] >~ (Aphrophora costalis), @
T2 ) 2~EA(Lygus disponsi), B2 AREHIEA] (Lygus saundersi), FZA|ZF2 Y (Crisicoccus pini),
Lo}~ o}uH]olE] ~(Empoasca abietis), IAZA|FZF2 wp=EEO|(Crisicoccus matsumotoi), o} A FH
2} (Aphis craccivora), WIZ7FEZXE FIEFE]X F(Megacopta punctatissimum), ©O}oJAl2F A~ FEAZ
(Eysarcoris guttiger), @|¥|ZA}#H2~ ¥7](Lepidosaphes beckii), TloF&#|y A|Eg| (Diaphorina citri), &
AxH 2 AEZAF2(Toxoptera citricidus), E2H=FF2 A|EF(Planococcus citri), TobrRuls~ AE
2l (Dialeurodes citri), UFEIHFZE 2IYIAF A (Aleurocanthus  spiniferus), FEIFE AEZZF2
(Pseudococcus  citriculus), A7]192k AlEg](Zyginella citri), F¥|ygol AlEZZFZ(Pulvinaria
citricola), FF2 t]~=I#H A~ (Coccus discrepans), Tt UT]o} F&E¥ 2~ (Pseudaonidia duplex), EH|Mt
glo} o}-9-2tE](Pulvinaria aurantii), 7% ZolY(Lecanium corni), UlAte} H]E] &2k (Nezara viridula),
el 225 (Stenodema calcaratum), ZZEA]E  3}t](Rhopalosiphum padi), AJEH] o}7n]o}o]
(Sitobion akebiae), AlA¥|2 Z18}v]E(Schizaphis graminum), AZZFolF2 EZE]A(Sorhoanus tritici),
B FH-F 2 & 2] 7.2 Al (Brachycaudus helichrysi), 2 XFE F2F Yol Y2 (Carpocoris
purpureipennis), W22 FHEA]F}ol (Myzus persicae), 3|¢ZXHF 2~ X FU(Hyalopterus pruni), ©}32 3}
22 of}7]F & (Aphis farinose yanagicola), WEME]2 Z & (Metasalis populi), U232 of=ulA]
2~(Unaspis yanonensis), WAZEEW TF¥E ol (Mesohomotoma camphorae), o} 3| 2kol| Z2H(Aphis
spiraecola), ©}¥ 2~ ¥Ew](Aphis pomi), @I EAFH 2 €1v](Lepidosaphes ulmi), AFLet @] (Psylla mali),
HeH 2 FuF2 ZE|H 2= (Heterocordylus flavipes), P52 D] AF 22 (Myzus malisuctus), o} EF-0]
2~ % (Aphidonuguis mali), Q#dAF2  oJAt}o](Orientus ishidai), Qu¥FFx L]z #A2=(Ovatus
malicolens), ol&]@2nt BFIAE(Eriosoma lanigerum), AZZgk2dl2A FwlA(Ceroplastes rubens), % of

]2~ 3 A]3F] (Aphis gossypii) o= € & UT}.

ZAE (A E) 5o2A odE W, Ao|2EZAH F2 B AN Xystrocera globosa), I o] F2= FA]H)
2 (Paederus  fuscipes), FHEYol ZAZIA|(Eucetonia roelofsi), ZEAHAHFFTA  AUA|A
(Callosobruchus chinensis), A#~ XE=2u7bE]9-2(Cylas formicarius), 3dto]#H2}  E2F I (Hypera
postica), ol7|=IuvF2= 2w -2~ (Echinocnemus squameus), 22dw 22]#}ol(Oulema oryzae), E Ao}
Z 213 ~¥(Donacia provosti), BRESIEFA Q& ZHFA(Lissorhoptrus oryzophilus), FeA¥E4Lwl th
£-#)F(Colasposoma dauricum), -F2=A#H 2~ EAESAo}E2~(Buscepes postfasciatus), ozt 2w~
E]~(Epilachna varivestis), oFtEAZ U~ Q HEH IF 2 (Acanthoscelides obtectus), TJo}H.ZE|F} H|Z7]
Het vZ27]#H 2 (Diabrotica virgifera virgifera), A&H# 2 FZ -~ (Involvulus cupreus), ot&et=E
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2} #l =2 2 (Aulacophora femoralis), B FF2 3|4 F (Bruchus pisorum), olZet=v}t v]71E QA Eva}E}
(Epilachna vigintioctomaculata), ZF2X3F 2~ tju|tjolE(Carpophilus dimidiatus), JHXTh UlEZA}
(Cassida nebulosa), F¥H=ZzR=23 FY B =ZANLuperomorpha tunebrosa), ZZEZE XZEzZL2le}t
(Phyllotreta striolata), A= EH|o} d&}e]2=(Psacothea hilaris), obollZdxH2 A AEZ 2 (Aeolesthes
chrysothrix), F2Z#2 AlZ|WA~(Curculio sikkimensis), 7I2XIF2 v ZHF2(Carpophilus
hemipterus), ZAlFEYo}l F=FtH(Oxycetonia jucunda), Tlo}FE ZE]FF(Diabrotica spp.), WHe} A~Z Az
(Mimela splendens), AJEZF2  A|olwfo]2~(Sitophilus  zeamais), E#EZ JF=E(Tribolium
castaneum), A|EZEF2~ 2 2]A}ol(Sitophilus oryzae), ZEF2 FHUE XY A (Palorus subdepressus), HZ
2E AXYFH(Melolontha japonica), oFeZFZ Xt WetA]o} M (Anoplophora malasiaca), UloFF2s JA|H 2~
(Neatus picipes), @XZE:E}2A} dlA|deldlo}El(Leptinotarsa decemlineata), TlolHZE I} u|4EAEEr
s 9l=1r](Diabrotica undecimpunctata howardi), F¥|x=¥F2 W|U}52(Sphenophorus venatus), 18] 2Ag]2~
HAFS 2 dAdFEAEEH(Crioceris quatuordecimpunctata), I=E#ZAF2 Y573} 2(Conotrachelus nenuphar),
FEEIAT L~ AR FEDE 2~ (Ceuthorhynchidius albosuturalis), ¥toll= Hz}# 7lol (Phaedon brassicae),
grl e Znp Ay ol (Lasioderma serricorne), A|EYW AFEZYFA(Sitona japonicus), oF=dlF2~ HFO
npE et E 2~ (Adoretus  tenuimaculatus), ElUE#] L E2]E(Tenebrio molitor), WHAZZE}F 2] (Basilepta
balyi), 3l¥lg} Yagl22Eg]~(Hypera nigrirostris), ZFlEF v} ZAlt(Chaetocnema concinna), oF:='d
2} FZ Y o}l(Anomala cuprea), INZEZZ} I A ol(Heptophylla picea), oA HIZE QA EFAEE}
(Epilachna vigintioctopunctata), CTlo}EEE]F} Z7]ZFY~(Diabrotica longicornis), fAEYol &z}
(Eucetonia pilifera), oF18] S H|2(Agriotes spp.), CFEMAIFE $UIRE 2FEZYF2(Attagenus unicolor
japonicus), ¥Z#]o} A|Z1u}El(Pagria signata), ob=d#} FEFZol(Anomala rufocuprea), TEF
R27](Palorus ratzeburgii), LIEH$A v 7FEA(Alphitobius laevigatus), SQEFE#HFZA HZ2uRA]
(Anthrenus verbasci), @]3%F2 BFF2(Lyctus brunneus), EZEES ZF%(Tribolium confusum), W T E]
o} Yz #ulolel(Medythia nigrobilineata), AYZE# T~ FR2Y|F2(Xylotrechus pyrrhoderus), ¥
Egxa FIY g~ (Epitrix cucumeris), EV|FZ IYFHAEH(Tomicus piniperda), B2 dHEUF
(Monochamus alternatus), ¥3& o} &¥Y7H(Popillia japonica), °l¥7}$-E} =23} (Epicauta gorhami),
A|EF T2 A olwlo] 22 (Sitophilus zeamais), VX EH|Z2 3| Z2:(Rhynchites heros), ZEEZH 22 AXAE|Z 2~
Eg~(Listroderes costirostris), ZRAHFIFTA whZeHF 2~ (Callosobruchus maculatus), FEH]-2~ o=
wl5F 22 (Phyllobius armatus), UELX=Y2 X EF(Anthonomus pomorum), glufeffolde}l ofev]ol(Linaeidea

aenea), ¥ UENF A T7dr]A(Anthonomus grandis) 55 5 4 Ut}.

BAE (T ) slFoEA dE EW, 292 IAIAds ZA~(Culex pipiens pallens), Himk gAojn
(Pegomya hyoscyami), &lg]Qow|x} Fo]T=BH A~ (Liriomyza huidobrensis), 27} ZH2E]7F(Musca
domestica), EZF2 28 &} ol (Chlorops oryzae), d|=Zg|o} AMA}](Hydrellia sasakii), oFZZH]AF Q&
o (Agromyza oryzae), 3dl=#zglo} @A T (Hydrellia griseola), 3d|=#g ol AL (lydrellia
griseola), Q3] Qmujo} 3}A22](Ophiomyia phaseoli), thfz FFEH|Elol|(Dacus cucurbitae), =24}
227 (Drosophila suzukii), =tz Fetelt} AFY7H(Rhacochlaena japonica), FAlY ~EFEZH(Muscina
stabulans), ®7}dglol ~vgbEdale] ~(Megaselia spiracularis) 52 WE3gF, F2avo} Un|FEAEE
(Clogmia albipunctata), E]Z&} o}o]=(Tipula aino), ¥ Zw|o} 27|y (Phormia regina), =¥ EZEloY
22315~ (Culex tritaeniorhynchus), o=z~ AJWA~(Anopheles sinensis), @zujo} HEpA|F}o
(Hylemya brassicae), ol~Zdz]ol(Asphondylia sp.), @& o} ZeFeF(Delia platura), @z]o} <FE]Fo}
(Delia antiqua), =@ El2 A2A (Rhagoletis cerasi), Fdx A~ EafFr ¥E227ZH(Culex pipiens
molestus Forskal), AI2}ElE]l2 7} ElEF(Ceratitis capitata), B.Elt]A]o} o} 1#]~E]2(Bradysia agrestis),
Hawjo} FUFEe] o (Pegomya cunicularia), 2]V AFElHFAl(Liriomyza sativae), 28 2W|AF B9y
ofol (Liriomyza bryoniae), E=EvlEn|o} F=2E]F2H(Chromatomyia horticola), 7=t XWA| 2~
(Liriomyza chinensis), Zd2x~ AF|gAo}FE2(Culex quinquefasciatus), ©oFolldlZ o}l E] (Aedes
aegypti), ©oJollt]l2 &HIFE~(Aedes albopictus), & 2v|A Eg]&Eg](Liriomyza trifolii), =& WA} AF
Eluloll (Liriomyza sativae), Th2x =242 (Dacus dorsalis), TH-2 =Wl @Y (Dacus tsuneonis), AlE
fZ2 A2 2Ae(Sitodiplosis mosellana), "WZF2F YaglWE g 2~ (Meromuza nigriventris), °oFH=E
9} Fwl2(Anastrepha ludens), % = #El2 ER U (Rhagoletis pomonella) & 5 + AT,

A E(HE) Fo2A4 oF 5W, ZF2Eu2d X~ A~ (Pristomyrmex pungens), Ex=5d-% oy~
EPN-DN

(Monomor ium pharaonis), #|o]E# XxT}(Pheidole noda), o}&#|o} ZA}ol(Athalia rosae), =2fo]Q s~
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S F2(Dryocosmus kuriphilus), ¥E2wu]7} F 27} 2AFEU7HFormica fusca japonica), WHEF, of=tg]o}
o1Fnle} <l¥Fulel(Athalia infumata infumata), ©}2A 37} }(Arge pagana), oFE#]o} A¥Y7F(Athalia
japonica), otA RV 29 A (Acromyrmex spp.), Z#|=3XA]X(Solenopsis spp.), ©F2Al @E](Arge mali), %
oA Z A FEp E(Ochetel lus glaber) 55 5 4 Uut.

AAE(HE72) sZozA o2 S, TR2ZFF2~ U252 (Homorocoryphus lineosus), 18 =g}
(Gryllotalpa sp.), =Alo} & 21Eg]7}e}(Oxya hyla intricata), =A|o} o|ZFAA]~(0xya yezoensis), =T
2} wlaglEZ ok Locusta migratoria), SAlo} AEYIH(Oxya japonica), ZTERZBIAZFA A ZRAA|X

=

(Homorocoryphus jezoensis), % €z adF~ Anp(Teleogryllus emma) 5= & 4 U}

ZFAEYE dFor2A o= B, AYEYS FHREAIFE~(Selenothrips rubrocinctus), ZSEIIIEEF
2~ H|E21]~(Stenchaetothrips biformis), SFZEZEH2 ofF ol A (Haplothrips aculeatus), ZEIZZE
A o ~dEZ A (Ponticulothrips diospyrosi), EHZA Z#5-2(Thrips flavus), oPYEEHA QH AT
Z~(Anaphothrips obscurus), BRLEH~ Z 2 dlA]2(Liothrips floridensis), EH2 AZZ~(Thrips
simplex), E#A Ya2Z=2<A(Thrips nigropilosus), ZAFLEHA 3l Zoldg] ~(Heliothrips
haemorrhoidalis), FEWNE=ZEH2~ R (Pseudodendrothrips mori), WEZAZZEFH: gmujgx
(Microcephalothrips abdominalis), Yol AU (Leeuwenia pasanii), ©ESEHEEZZA kAl ol
(Litotetothrips pasaniae), A|Z2EEYZ~ AEg(Scirtothrips citri), SFEZEHZ XA (Haplothrips
chinensis), "lo|FAE|REHA ZFE|A U= (ycterothrips glycines), EHZ AES(Thrips setosus), A2
EEY~ =248~ (Scirtothrips dorsalis), WEZEH2 ul:-9to](Dendrothrips minowai), 3tZZEHA
UZAlZ(Haplothrips niger), E#2 E}H}A|(Thrips tabaci), EHZ ¢85 (Thrips alliorum), E2 o}9}
o]l A)~(Thrips hawaiiensis), SIEREHA FE2=F0H|(Haplothrips kurdjumovi), XZEHA mfUstE2
(Chirothrips manicatus), X#Fejudel <lEAN(Frankliniella intonsa), E#HA ZFR2F(Thrips
coloratus), T&+Z]de} SAjulgte]~(Franklinella occidentalis), EHZ Z0|(Thrips palmi), Z &Y
e} delZe(Frankliniella lilivora), ¥ 2l E#H2 updA o] (Liothrips vaneeckei) 5 & 4 U},

s dserA dE =

(Tetranychus ludeni), ©

, AEEFH|YE olFHEAl (Leptotrombidium akamushi), ElEgZhYF2~ Sy
Al E=2 ol g] 2~ (Dermacentor variabilis), HEZHUFTE EEIIFEX
(Tetranychus truncatus), LE2YEUYS 2 vEZE (Ornithonyssus bacoti), WX g2 J}2:(Demodex canis),
HEZYF 2 dodlA] 2~ (Tetranychus viennensis), EHIE&ZHUF2 ZEA}&}o](Tetranychus kanzawai), 21342
F22 4522 (Rhipicephalus sanguineus) 59 HE7]F/, ADddF2 ZehalAl 2= (Cheyletus malaccensis), E}
o223l FEHAE ol (Tyrophagus putrescentiae), HIE2vtES} o]~ Iyl (Dermatophagoides
farinae), HEZYF2  sAE(Latrodectus  hasseltii), g2l EZ2  Elo] 9T A (Dermacentor
taiwanicus), olzt=d e glopul 2k~ (Acaphylla theavagrans), Z )9 e 2 Y P EIRN
(Polyphagotarsonemus latus), ©¢FF&2 g ZHAEA|A(Aculops lycopersici), QLEUEUYS2  Aulol&E
(Ornithonyssus sylvairum), FElEZFYF2  $-2E]7}ol|(Tetranychus urticae), olgle oz X ulA]l 2~
(Eriophyes chibaensis), AF2IAXZE A~ A7 H]o)o](Sarcoptes scabiei), Shillvpa ]~ Fr|EYx
(Haemaphysalis longicornis), At 27F&2ke] 2 (Ixodes scapularis), EFe]Z3pt2 AU 2] 2 (Tyrophagus
similis), ALdF2 o FF2=(Cheyletus eruditus), Ix=YF22 AJEE](Panonychus citri), AL#HAF2= F
o] (Cheyletus moorei), HEW|ZF2 XoYA X~ (Brevipalpus phoenicis), SEE|2 Al:=E]2(0Octodectes
cynotis), HlE2ulEvuoldl~  EZyXF(Dermatophagoides  ptrenyssnus),  SpollmpE A A ZEka)
(Haemaphysalis flava), 94 HZ2 QHFF2(Ixodes ovatus), ZRIAZEFE} AJEg](Phyllocoptruta citri),
o} ZFF2~ Fe|awlde](Aculus schlechtendali), =Y F2 &1 (Panonychus ulmi), EZHS0F otug]) 7
(Amblyomma americanum), % HEvYS$2~ ZEvtbo] (Dermanyssus  gallinae), ZZREF2~ ZH|Y
(Rhyzoglyphus robini), AF7M¥yo}(Sancassania sp.) 5 & 4 tt.

2

==

NN E gEoRA oE W, HEZYHEW 2 wofetAlol(Reticulitermes miyatakei), SIAAJE|ZW A W
E(Incisitermes minor), IZEHEH XA FEEFAFA(Coptotermes formosanus), SEHEREIAA XU 7}
(Hodotermopsis japonica), E]ZZHIEW=(Reticulitermes sp.), HEZZHEH 2= ZFEH]42 ofnlu]oly
2~ (Reticulitermes flaviceps amamianus), =@|ZEHZH XA FAHA| = (Glyptotermes kushimensis), FEEFH|
2~ FodzAlA ~(Coptotermes guangzhoensis), UL E|Zw| A FFFdlA] ~(Neotermes koshunensis), =83=
EH 2w Fthupo](Glyptotermes kodamai), =@ ZEH| 2wl Al=wA]2(Glyptotermes satsumensis), =2}
o|ZEHEW A Eu|2E]F 2~ (Cryptotermes  domesticus), QEEHZEWA X2 FEAFA(Odontotermes
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formosanus), SHZEHEHZA  YIA o] (Glyptotermes nakajimai), HEIFEZHEHEH A UEHO]
(Pericapritermes nitobei), % #HEZHEW A ~A#HeFE~(Reticulitermes speratus) 52 5 4 U},

s slForx dF =W, #AEdlel E87]xAHPeriplaneta fuliginosa), E%EZ A=Zrk7}
(Blattella germanica), =%E <LZdee|~(Blatta orientalis), HzZ&Edle} HFo}(Periplaneta
brunnea), E3tdz} zFF#~(Blattella lituricollis), #H@Zehlel AEU7H(Periplaneta japonica),
2 gl Zg el otdlg]7lut(Periplaneta americana) 55 5 4 ut.

HEZoRAN oF 59, Zdx dgekX~(Pulex irritans), IE|x=Alg]dl~ ]2~ (Ctenocephalides
felis), ¥ APEZDFA Zg}ol(Ceratophyllus gallinae) 5 5 4 AUr}.

AEFEA dF5 8, =Ed2adllF 2 olA7 ~(Nothotylenchus acris), oF@dZo]d]2 mAlo](Aphelenchoides
besseyi), ZZtEAF 2 AU ET~(Pratylenchus penetrans), WZo]=7]4| 3}&2H(Meloidogyne hapla), ®Z
o]=7]d] 3 1YEl(Meloidogyne incognita), S EH U2} ZAEE|NA|~(Globodera rostochiensis), o]
E71d] ABlY 7 (Meloidogyne javanica), SlEIZdg}l S| Al (Heterodera glycines), XetgzlF2~ F o}
of (Pratylenchus coffeae), Ze}ddlFA U|1e¥lF A (Pratylenchus neglectus), @ €AFA Au|HyEZ~

o =

(Tylenchus semipenetrans) =< & 4 t}.

AANZTEFEZAN o= =W, EZupxol JhdelZetel(Pomacea canaliculata), ©oFxFEJY  Z2]7}(Achatina
fulica), wW=3|ulE]s W volE(Meghimatium bilineatum), @¥Hu} WalEjo}r}(Lehmannina valentiana),
A ZgkR A (Limax flavus), 2 o}Ft2~€l dA#El AldEr]joli}(Acusta despecta sieboldiana) 58 &

5024 FE 44T EH(Tuta absoluta)ol] WA= 73k A=

rir
ol

, L eje]

EE, B oude) Fadg 4
Z

wgk A A S5 Rl s' 71849 JETIEA odFE Y, FEF 2~ v EE2EF 2 (Boophilus microplus),
I A 3F2 25722 (Rhipicephalus sanguineus), dhollwls]dtE]2~ F7]& Y2 (Haemaphysalis longicornis),
stof|ulu] 4] 2 ZEl(Haemaphysalis flava), 3stelluly]ita]~ b=}l (Haemaphysalis campanulata), 3}l
wlg el 2~ Z41Y-(Haemaphysalis concinna), 3Follwbs]abe] 2~ 2F3E Y7} (Haemaphysalis japonica), 38}ollw}sAt
2] 7]E} 2 7}o] (Haemaphysalis kitaokai), dlollvnts]ate]2r o]o}(Haemaphysalis ias), ¢A&T|Z2~ Qu}lF2
(Ixodes ovatus), 9J4HlZ~ YXWAl2(Ixodes nipponensis), 1A dl2 HE&EIHF22(Ixodes persulcatus), U
=Rl H A% 18] 8- (Amblyomma testudinarium), 3ol ulz] aFg] 2~ W) 7} 2 5] ;= A} (Haemaphysalis
megaspinosa), HEvHAEZ  HEZFEF2=(Dermacentor reticulatus), % HEWHEZ  Eo]9dAl 2
(Dermacentor taiwanesis)®t 22 HE7|F/, b2ty ZElydd(Dermanyssus gallinae), LEYEYF2
A 8jo}=(Ornithonyssus sylviarum), ¥ 2EYUEYSA FEEAN(Ornithonyssus bursa)$ #& Uf Fr7] A
=05, SFEEVZZE YAYY(Eutrombicula wichmanni), #HIZEEEFH|US  o}7}+FA](Leptotrombidium
akamushi), #ZEEZY|t]x Zo]5(Leptotrombidium pallidum), HUZEEFH|t)E FX](Leptotrombidium
fuji), HZEEEH|UL EAHLeptotrombidium tosa), EHQEFR|FE of$-EdEl=(Neotrombicula
autumnalis), FESY|ZE LZH=FAA(Eutrombicula alfreddugesi), % dHYZFE w|oprteto]
(Helenicula miyagawai)®} £ ZZI7MFAIG, ALdgdet ok (Cheyletiella yasguri), ALEH A
A el B2~ (Cheyletiella parasitivorax), 2 AL E A2} E&bA o] (Cheyletiella blakei)®t 22 WF
A= F, 22 ZH2 FYZEE (Psoroptes cuniculi), B X H 2 BH|2(Chorioptes bovis), QLEYE|Z A
=E]2(Otodectes cynotis), AFE2IZE 2~ 274H]of|o](Sarcoptes scabiei), % =Ed =2 7€ (Notoedres

cati)o} 22 ST, 2 o292 7y ~(Demodex canis)®} 22 RIEF 52 5 F Ay

o2 WA gl HEoRA oF W, AXUZHZ(Siphonaptera)dll &3t 5 71 FA|E

AH o2, AFIHET(Pulicidae), 2 AlZElZEF2(Ceratephyllus) SOl &3l HEFE & F Aok, A
&5 &l HEFEAT, 98 9, ZH=AEZ UL JhY 2 (Ctenocephal ides canis), ZH =AZZ |
2~ A~ (Ctenocephalides felis), Z#2x A@ ek~ (Pulex irritans), o7]=x=37} Z-g] Y Ao} (Echidnophaga
gallinacea), IAM=EA AL 3 2=(Xenopsylla cheopis), #|ZEML} |22 (Leptopsylla segnis), =4
Ade] 2 FpAJolFE 2 (Nosopsyllus fasciatus), % B2 ofyX X (Monopsyllus anisus) & & 4 %

.

T OE A g oF VA AERAME 945 59, SlevutEdy2 8] 2 252~ (Haematopinus
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eurysternus), StllvES] 2 olA|Y (Haematopinus asini), Evtg]yo} 2H]2(Dalmalinia ovis), #]%=1U%

2~ H]E#(Linognathus vituli), 3llv}EIF2 o]~ (Haematopinus suis), XE|F2 FH|2(Phthirus

pubis), % HuZe2x FHIE|2=(Pediculus capitis)et &2 olfF, % EFzxdH 2 JFY2=(Trichodectes

canis) %} B2 Eg]aF2(Tabanus  trigonus), FEl3eldl2r Ao (Culicoides

schultzei), 2YE(Simulium ornatum) ¥ 22 S84 AAE dF 52 E &

7] B2 A4 P, 9 7%, 3T, 2 AMYERS &
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5] HPPD A 34|, olnpAetd, ElAAEFEWE T ALS A, =2 EAo]

E 59 EPSP 4 a4 AsAl, SFIEAMCIE Fo] SFER 9 a4 AdlA, ASAE o okAE CoA

FHEA Al AsfAl, BREAd, "3k, 2, 4-D o] AzAd dig e 2dHd FFW, 52 FHA A
kel

K

L > (S ')

" OTAE) o dEAE, o|ntAEE 9 ov|ttEY = ALS AE Az
HA, 4, sivtetr], W7E glo] Clearfield(E43)e] AEHog olu] dAvject, mpbrbA 2
T o3t gHALFEWY 5o dyxd-obAl ALS AHaE AlzAl e Fo] o], SIS F<
ojm] FujETh wpRAAAE AHAR] SFH] o3 ESAA, olHSAIHSA LRI LA A
59 olME CoA ZHgAekAl Al Wido] Fol| 2E9 o=ZA4 SR 2 T Ak, E3E ofAE CoA 7}
g A Al Wido]l FoH AES LR 28 ¢ WY olztdin] 28 Alo]dAl= oW ¥ Hub
= 2HolE 23 ol FH(Proc. Natl. Acad. Sci. USA) 87¢, 7175~7179p(1990\d) Gol 7] = o] At}.
FoolbAlE CoA FFEA kAl AsAlel e wo] olME CoA FHFAAZE 1= - Afo]A~(Weed Science) 53
A, 728~746p(2005%1) Tl Haxo] glom, olgA g o] ofME CoA FHEAe A FHAE FHA AxFH
J&oll s AEe ZQdsAY 52 AYA Fojo] TyE HWolE AE olME CoA FHEAFA
ESigto e, ofAld CoA 7HRAEHAl AsAlel e &S A& & low, ®3, 7|vgEgsy 7
(Gura T. 1999. Repairing the Genome's Spelling Mistakes. Science 285: 316-318.)% WX %+ 97]
Hol =9 M-S HEAE o E9st] A=< olME CoA 7HFASAl FdAt ALS 32 Sl 79 5
2 ol Ak X3 WolE =Yoo mA, ofAlE CoA FHTAZAl AsfAY ALS A&A ol g AES &

& 5 glom, ofF ARd UeE ¥ unge ddg AEAS ST 5 Ak

2

oo dg Beoox [
o &

r I

o

N

we §A42 A% AERZ BHYE EaA HAEA - Y SAY AR - 2 FEle] A g
HpA 224 - B2yl 2~ FalY CrylAb, CrylAc, CrylF, CrylFa2, Cry2Ab, Cry3A, Cry3Bbl ¥+ Cry9C 59
-elX=%41, VIP1, VIP2, VIP3 X+ VIP3A 59 2% dwl; XZ fo A% ol A2 54, An

p=s
’ h
= = = =) - . . . .
B2 EE % 5old A7 B& 5 FRol o8 ANHE S ARER 52 4F 989 of2RE; E

- 122 -



10-2017-0095909

A 2Al,

3]

<!

=

=

H

i
=)

oAl A

A

9

=4

[}

1A

3]

171, Sepe, AsEE ) sl A

3]

=ejopA]

hyA

A, A"

3]

A

Al

MW.E %Mwm%ﬂm uE o) Al Mo AR o Mroup m WEﬂMnﬁﬁnWﬂﬂﬂ Mo mp B R AR oo
w4 TERwLe. BT Mo _owTe owl Tg®Tel BEW < E Fogg X
T o e Eg P E B s P AT, X ETEEE de 2 Fe®a
o - 2 CCINFIIES: No % o X Sl N Mo T TR E ol e D o B - g
0 A = = = Meﬂoo Mo = N = ﬂploa.#o,mlﬂ _ o dlo e M Em B = b
Bes S_%¥zrng B TET magtTis T X o oo om®  0F um  0F
T W SaTp* w T o P T R I o i e B =
or & 2 o = N2 s wORT Tk H Y %% R L R e = o 7 7 —
| S - A < WL AR B! oo S SO 'S T o 8 . <
= g Vewmdd s o8 =mpiek &t S o = | @ F T
@Aﬂ%ww.yw S R - A I I SR QL R e -
B rE=" L:r_ 5 Mo T a T 5w w ok Bow sy A Mo Ca .
éﬂréﬁn A S o ol T F IR T B <~ M T ,u%zo_unﬂ R T T o R do
< =5 EE F.y.,ui ..;Ln;h‘w o] _,o:‘ B o Eo __ot E._, ,;Ioﬂ‘ﬁlbt =T = P o z,; ﬂ.o% 1_r!1_ fo o_a <
h N = iAﬂle @ i‘o|ﬁ06| o_ﬂm o) 7o W‘mﬂﬂWE_mE o] ar o,wﬂ_dnc#o
Moy SEWm®E 5 do o] = 8 4 Yo i LA C et = o ) ~
_clowﬂ%% vz%ﬁ%w, R %%Eﬂ%iﬂ%ﬂouy EMEJ},?%E»M 27 @r%%% ww
' — N - - — X - N ~ 0 _ . X 3
R = S A mm%ﬂpﬂ%%m%@ He  THE .
2 FE R EA2NAS Ly FIRRR= T R -~ AR o el X < w0 %*
= _®3i © ,Wiamroo o~ A . N D L ﬂruaxmw% xr o T <
=T L 22721 % Ko wm ol oy mo 22 pls T oW oww o
mnl\CﬁEE — i r ylo — ﬂﬂAl = S i <
DIFR 2EsRTL PN devHEgRza TogERLrE, ke odel
ﬂuﬁ%h S oo M,M Ko 1l SRS mﬂﬁmﬂ_@ﬁo%wﬂi Ao D ﬁ%ﬁ% "
Mg B8 PR T . W © T o G T R
Momodr T o= M B oy TS _nnwrnnuwﬂﬂ%ﬂmﬂ% 70 ) W "7 o - == o o
TG ey @?E@uﬁﬂw %mﬁ %na Loﬂmﬂmﬂ&o%ﬁ ﬂﬁwjﬂgﬂrﬁﬂwi uuxo %Eo_aﬁ r
aﬁﬂmgom %Eiﬂﬂh._&uﬂu ﬂaw ﬂ&awﬁiouonﬂ_uuneloﬂ\é ﬂﬂﬂu_zzlgwﬁlﬂdq Ot_l EMWEO_MOW eﬂ
e E L T N X B S o X do B PR pX P omy r XN )
MV,WW %S@ﬁﬂﬁﬂnﬂ i o M@ma%mwmoﬂs% E%&%WM%M% %MM WMWHﬂ o
T T M e g ol A g o Wb E W X T I
ia%ﬂw mm.‘_dﬂx % e oTnA_Iﬂpl1(\iokoio < = N ﬂ]ﬂum o= S o 3
o) Yl w o A = SR S o ol R o = . fo LR =0 T jal L
I < S N 3 ° oF - - _ i .
T Lagtles e kzh.oTeged [ EEks ETiz =EE o, Th
X J - G = O ol ~ f M ry SR A Wy 7 ol
MM%@ %%%MW@M ﬁma Zﬂowoihcrg%%mfﬂé %EW%%?%?W@ %mm? CME%ATMU &
BN s o £ TS X GO y —~ xe Wl W oup MR
TE L L Omd g i v " T Zask wrieawTati g | TEE .
V2= mphx o 0= : THETRY TR T Ww N e I
" - g & i ~ ¥
;BRI e W BE R g e e WEE o N @ s
Elws Tougo & I RE x0T LT 4T EEsTs B3 wTw TR e
L e F = R - ® - 1 Mo Lo L = T oy . %ovlﬂﬂv_ﬂuo o =W ok i =
At wtanpwd Tow TETPE - omrEmel o Bat p LT o X
ﬂamﬂ% ov&o ﬂaﬂA_n ﬂﬂ %m%muﬂ%lo»%i%ﬁ% ou_ulm_.momomﬂg_omr@ﬂi ﬂ%__ﬂ wa%uﬂ,A W
= [ X = - o _
ol XA %C,iwmfrm_xw mﬁuﬂ Mﬂic_aéﬂ%?_ﬂmﬂ;g W@EE%%@@%M Jow HN%W X
By . o wmaW 2o 0 o F o T Ty - RS X T o Mo E do o o
T rrvzﬂﬂ SR o= T R mﬂﬂﬂggu@a%iuh%W%M%ﬁﬂ o
mr_ﬂA%anLﬂwm&ﬂm N %o T T gPUTES BRTIT® o % L, " o
o 3 Z ol 03 3 = o =T
TSt T2 Ve iy T Ex e X PENE TV egolg . o F 285w . g
e T SHEH OB RoWwA T o I w ar oo o . T R w s N ode T ow oddw o T o o " T Y
EAEN HS®mo WML 5978 R BBFBANTITRPET N BITMETFTTITA oa@ Mo ok <
T & o) S = = =
~ o~ [ ~ ~ c~ o0
o o o o on on on
= 2 2 S =2 =3 =3

- 123 -

w2} A



BRI

=4

10-2017-0095909

A

o

H

Gl
)=}
=

=

=

=Pk
=20

3T

e kA o g AA,

A,

Al

ARA, =

L
L

ole] Alg Yo mA

=
L

[0381]

L B RP W T B B W% o} S L L i o W AR
LY ap T g TR T = Mo . < e Z oo LG E e Bl oy e N =T WW oW T
= ol L - IR X = Ak LAY m w T AT TR ST T
= TRESTR LS o' . AN Fup o L o = = T — % o W oo <l = =
il N TR 2 e ] W A T = o oM wj o = — o < <
N K™ o —_ = R T A = A ﬂc.__; T o W: 0. ™ T yﬁﬂt@o.__u o.:| ~n
ol . i M 7o o O wr of " OWN o do o mr A= W oy o o) 1 o ™ = ™ o m 0
o " m of W 4 X o o M R o o T o AF TEET BT A 2 = W 22w
W OE Ay e o~ B BH i — T T X T B el
. ok of o & 2 %% Ul . - 1y ofr @r o) wE - R e o x =~ T
= X 0o =r = ) ﬂ,Dl = g P - I W = E# E.f o X ~X ) XX o
1 J— Yo o N B N = 5 = K 9 ﬂ]qﬂﬂl now .=
T o N 7 | =3 X s we — i = G Ao o o = Ly - T
Tew wrldgm_ ocwT>P X g ) W o n T R A R i G o
N 2p A N 8 X2 iy = W oo X moa ®E o %ﬂ%q%z%%e%ﬂr %%ﬂéia%d‘%A
S I N R R L B T P wa sl TR W gy WA gy
my oF Hmﬂo#JLo:lMauad.d]. T g R oo o 7@Urﬂﬂﬂuliﬁumo~no» R NI A
= Z oo X - -8 PR Xad - BT o P T EWO T e My B
= o T o X0 FR P3O do H_.td\o R o= R R il - - 2y W —~ = = —_— T =
X o T F T . o= T w5 gl gl AT gim JTeZ E o :
) ‘_E,m 9o N B AR dﬂuﬂ/ - W,l.:ﬁ l,‘myl:E tlo &l o .. ey Eo,mmo biaﬂ T ®E o ° ﬂmlm
o) ﬂ%%&ﬂ%% T oo %%ﬂ,ﬂ% < Ko L (T nE L A S
mﬁiﬂ W TN T ﬂr.%%_omo Hoﬂ,mumﬂﬁz Mmrw%ﬂowe %%W%E%%E%%o &E%wﬂa%noz%,o
o B o - B g —_ X% Hlo S ) BT W E 2w o WM ET
S G I O B BOR oot 2NN e BER @ Ko
LT 5 B g  aT LRy b —g#  u B TeitsR T E Tilg e
i IR —_ g - ~ = S T = = W
= He TT RN T RS T e T Aoy B o 1y 2 QB W wEEEE
o H BT o< oy "X . _ OLEE;E:/ M o o oo B ok N N W B W
ARy P TETRT i oy 8w E WA | HE oo o K TEMOT =g T
R T N = = X il o] TN wi n ~ oo N X oy TS o TO
Sl %W%?@%ﬂrw%%:ﬂ TE T EWL%M_O E%ﬂr%wﬂéw%w%w iWE%M%M@@
HEP M PR Y T aRdd EEese TRy de GUHEET C meIolmETE
S KRB LTR TR o o T R T Rci - SR SR
) ool No ol o M = N oo o oI = = Y hAH A= ajo W) fe Ay =4 oy lsw N~ o g o oo 7 “ﬁ/o = < on =) = < X0
oF X B xR o = ~ - H B W= X o o o B o= < m) = o)
TR T T T T m T 7 Ry ° Ted L om ZEZEP O ) Tamzwe Ing
oW 2 T gy o o~ e M & ool = Lo M 2 Mo 4T e I B G
TE® T E T rhgPE "Awde TSI RREMTEe shy Dhmrpmal
;%Eﬂu\ oR ,Md Nlau ﬂ,oVL,ﬂo mﬁxo_uzoiﬁ m@]oﬂeﬁﬂwu ,Ne:eAeﬁ,mﬁﬂEaeauo# 3 ,Hﬂ;aﬂ ,ﬁodﬂ
SR L I S S I R PR RSN Bz BT ER R Dogp e
Tl NERTEL =TS 0T o g owmal Fow TINETey T RPE T
T Rl umwm&m«ﬂﬂ%%ﬁ%; s T N . k0 o IWTB TR
%Ezo 9 oﬂylﬁgmﬂﬂxlﬂor‘oo_wmﬂﬂ, ]o,A_ﬂ_oﬂn_mo = o o? E]Eﬂeu\:# i ,,muﬂ ,@r o T mx
o - Hﬂﬂ%ﬂ%@%z . _Mw%%%fr @oeﬂ,mm%_%wm %1% %%%ﬂ%ﬁ%% ﬂ%ﬁ%%ﬂwﬁ@ﬂ
Son TEM PR HLET ¥ % ToaTEL TEEA g Th,c ,PiTaYRTg
Aowm - o_%%% T B2 %%MW% %gﬂﬁﬂﬁ% ﬁﬂi&i%%i%ﬂﬂ _.worw Mmﬁ@eﬁ,wﬁ%%
3 " g o= K —_ _ o — oy T — Al ey 0 X . o 1o _ o
mﬁ ,WL z*oﬂmlwmﬁaﬁz,_oxwu%mrﬁ;oﬂ% Mﬂﬁua_.oo Eaﬂﬂu@u Ny ,oaﬂlm ﬂLﬂﬂﬂmEﬁ QIﬁPﬂlﬁaWMaﬁmma
o] T g HE X ®opx i T e maEwT Y M T o T
R ,ﬂﬂﬁo ™ H\._.o,ﬂ% Ho iy = ,PL,Mﬂi;to —_— 4 ,|EOE.#L.E o T E ,Eﬂia —
oy XF TR 5 — . o) = X T ™ -~ g = of T WX H T ™ N S W = o Nz — O.EA
| ) [ o =l = K o} il Eoﬂul | N W= N <™
%0 = go T~ ot Mp.” ol MNMI oo W =N 2o .o IE Ep - - % T A oF R i iy = . = o W - m or
hHT FRBTTHIT AR R E TG Px T E JRAMEENTE " SR anlg®
Moy o _xl=glaFzss 42 0, TH e o TR T L w T maE o P
EE‘ =r T M N ﬂ.ﬁu 3 HT ‘ml ﬂmﬂ _.E ﬂ oy ~ Eo ﬂ _&o _.E ‘mW N _ﬁﬂo % :i 5 i R ‘NL - W EE oyl ‘U| =) T =y H;a T T -~
= T LMJl T oW W > ~ N Nr o A= o e = o M N ZJT { GIeY <0 = E MEo. | RT Wro = ,:IHE e W o oF
LI Y N ) i G ERXT - RBNENDT RWNYS P A% &® o T T AN E
o e W WK TR WP TERDT OHEFMELGd TFETTTAEBTTDT AN ORERFETNT T
) = 3 = )
[ee] [oe] [oe] [oe] [oe]
o o o o o
= = = = =

- 124 -

24,



10-2017-0095909

<!

=

=

H

el
=)

ohrlop Al =2k

i
=

=

3L

1
a

LAl e]

Ak
=

J

B
ERERE

Ea

oA, N-me-A
dloh 2o}l oba £l

Aoz 2

o TROE RO o Wy g 4 nE X W o oy P ﬂa o M G "
U TP R b PE R o 3T B it T dewm W
— g E T o NS . I3 eo.m e %ﬂ% & = W Y e
e T oo TR oM 9 kT o O T«
w2y P I E W =iy R T U Hp o o o= ! o g Moo o
proul o5 ﬂﬁ T 0 T o ~ ) i OGN N ~o KO E ™
T — NN T oK o AR H S o X R
kL ~ 7 ERG X N ﬂl o oy o= = B o
¢ 2T ERG , bl DE , g
~ Iy o == ~3 — =T 0
% MH oo ® ) iy o < w5 Mo gm w X R o oF R
X T o O W 1 ; of HY Ho Nl w2 Ne wp 2w - o E T
° 5w Poﬁl L 1) I N 8 m " T Fo X TO = M a x % o
of dlo 2T S = il o Wl X o il o ‘% X" ol oo mm lo i~ o °
T T —~ oy sl o
o T My P o2 X T o M B o mad® T B
e S I Y 'y ~ rin - T T L = = X, T o
B 0T ) il < 0 oy - #.‘_ ™ E ) - X L] = = o < P o & el
TN NTazTawl MF oo o (gl TR g ey kT T oo 9
W op A M = W R ) < H " w ﬂ o = o oy %m« o5 M M = HTW W/M do & - i_ﬂ
s ﬂmrg%ﬂfrﬂg o W3 B BT w gy C2d FEe Ted ®
o - .N ot — T NG ~y o o o - o oF
B N - T i S U —
B r ! n I E — =
EM o TELL g5 B o+ 0 YLy N ¢ T FTwd dow ow
5 M m@ o A mw MM ME o Hq o B s mw 4 G B b T g TS om <A Mm
W) =\ ! ° = NIl . | o = - s o= T
A cEYy e & B oxTho dE T T dEE -
- o o w o ™ = - L R ! 3 ~ —_ N
CToEiivrzE XP. L OE Tg¥F 5% Al evz vgE G
o] S LT R Er i L it _ o .
o & 5z o T Y x T W ™ e F ST U o Mﬂ LGS *go=
X ) ™ m —_— _— ) - o T f oyl
wa Paoe o D®E TR Xx T wlmw  Fgm B LY EEg Cex F
= 0 o o ) —_ o 0 Lo Moo< o N = = <
o o Wk O S22E  maW oa¢ . Ta AR B = jm GRS SR J
S N T . .ooR - | i - > =
PAar el Ee o sw P ooyl x0T Fwo oFSF
o o W I me o o < celine go ™ — O A < - X ol Bom
T opl h_m., sE T m T oBERE He 7 ouT owagl T L o
® o 1 MW LT U N N - = @ e ﬂo% T T g < -
o W oo o R R T e M ORI N R A
o ® B L B SEN &% ° A chz k=T GNP T I
T - ® T o - ST R = T o o =
mh wmpB LR BEFE Ec g SRR T T B LT eR TRw
PE AP ThE mBE DE R F Xl W q =P EYL T8 2
X T W = < - —~ — T T K G~
Sw ZeTles T =% ad ow wwBTh opP o owE BIL SN2 6
Twm Ap®idm T oy oF W T @ gLy TE b kT FITHh bR L W
TR AT T o o ) oS o A | N T oo B I
T (e} —_ EE ™ —_ EE Eﬂ ,Q J v EE — mu 1 &o S &o
o WS T = ™ = W A — a KX = o X L2 e 2
o P by S T . T A T Ty - -5 s T o LS TS T
o — Hy S <) ]| 0 X o | ~ o = o S~ o
[ N o X TR - - Moo 1N e B} n . o o — 5 O
| X o = = I o o oR 1| oo - A1 w ‘ﬁl il Ho ~ D Ho
e 80533 N2 T, TR ELT T = o ) -
oaliny SETPHmE TOW T A oy T Mo g wo L
o - 2 = fal = 2 X X g X TR o T Ko o or W B G
ook oy X S 1 -2 S BT 1 (> Qs 2o B X T oo  J— T O me  mo Mo = mo
el _ o - ® = ™ P m X N 2 Ao YR ORI OB
n G X - m T W oo G X - o K n o) b o K o X 2 =
B EEIIIES PEC I BRI TEEET ERL T . MEX LI
° Vodpoup Ne WOz R R Moo MW E M N moEA m MM ook s oW m
=~ o0 o = = N o 3 ' =) =~
(et} [ee] [ee] [®)) [*)) [*)) [*)) [®)) N N ()}
o o o o o o on on on on on
= =2 =2 =2 =2 =2 S = =2 =2 =2

S

&, CPCBS(chlorfenson),

3,5-xylyl
Bacillus
[s}

s E49,
israelensis,

A ZA

Bacillus thuringiensis
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O-diethyl phosphorothioate(DSP), O-ethyl 0-4-nitrophenyl pheny1phosphonothioate(EPN),
tripropylisocyanurate(TPIC), o}Ag]|"E® (acrinathrin), oFAtt]@t=A ¥ (azadirachtin), o} X2 - g
(azinphos-methyl), o}l =2 (acequinocyl), OFMEM|Z = (acetamiprid), oFHIEZZEZ(acetoprole), OHAl
#H|o] E (acephate), oldl=I &l (abamectin), olo]H = ® (avermectin-B), oM =ZF W E (amidoflumet), o}vEE}
Z(amitraz), <gtJ7lB (alanycarb), ¥¢tl7}H (aldicarb), &EA17FH (aldoxycarb), Z=#(aldrin), <ol
=A% (alpha-endosulfan), & pyto] 3 Wl E 9 (alpha-cypermethrin), ol t}= (albendazole), Rinc | Eate]
(allethrin), ©JAFZ¥A(isazofos), OJAME¥A(isamidofos), ©]4&ol| =X~ (isoamidofos), ©]FAME]S
(isoxathion), ©]A#¥E~(isofenphos), ©|AXZE7}H (isoprocarb:MIPC), o]WEZW € (ivermectin), ©]H]AJo}3E
Z(imicyafos), oM ttEEZ#H=(imidacloprid), ©JMZ&~A#(imiprothrin), $¢1%A}7}H (indoxacarb), o2
#gte] g ol E(esfenvalerate), SNE]Q#7}H (ethiofencarb), ©ollE](ethion), SNEIZEZE(ethiprole), olEAIZE
(etoxazole), OIEFZZ(ethofenprox), OINEZZFE(ethoprophos), ONEHEA(etrimfos), olvtdel
(emamectin), olwl=l&l-ulZof o] E (emamect in-benzoate), <N=dF(endosulfan), WHAEH (empenthrin), A}
U (oxamyl), SAHHE - v E (oxydemeton-methyl), <A]|EX=Z¥ A (oxydeprofos:

ESP), <SAJ¥lttZ(oxibendazole), =23t} (oxfendazole), Zd4AFZE (Potassium oleate), <ZdAYESF
(sodium oleate), 7FFAF¥E2(cadusafos), 7}2% (cartap), 7HF=(carbaryl), 7P AA3(carbosulfan), 7}H3F
@(carbofuran), 7wf-Alo]ed = E & (gamma-cyhalothrin), IAHI}H (xylylcarb), FE¥2(quinalphos), 7]x

Xl (kinoprene), X = E] 2. W] °] E (chinomethionat ), S 2 EFFH (cloethocarb), S2Eold
(clothianidin), Sz HE A (clofentezine), A Zn}¥ =20l = (chromafenozide), S=dEGIE TS
(chlorantraniliprole),  EZZ9|EAX(chlorethoxyfos), EZEZtYHE(chlordimeform), FZZ4Q]
(chlordane), S22 X2(chlorpyrifos), ZZ23 X 2~-vH(chlorpyrifos-methyl), ZSZZ¥}4Z
(chlorphenapyr), S22 3<&(chlorfenson), S22 AW X~ (chlorfenvinphos), SR EFoFE
(chlorfluazuron), EZ2MAHo]E(chlorobenzilate), EZZWIZe]E(chlorobenzoate),  ZA(T=

Z:dicofol), ArElE](salithion), Al°o}x=3 2 (cyanophos:CYAP), tolHlE]$-E(diafenthiuron), te]olu|tE
2~(diamidafos), AIQtE@FH@] X E(cyantraniliprole), HERAMo]H W Ed (theta-cypermethrin), Ho|=EZE
(dienochlor), Atelol =32} (cyenopyrafen), USAPHIZX 2 (dioxabenzofos), U&= (diofenolan), AL
vl-slo] W Ed (sigma-cypermethrin), T]lEZ3E2(dichlofenthion:ECP), AlEZXZ~¥(cycloprothrin),
tE 22K 2~ (dichlorvos:DDVP), Y] 4 ¥ E(disulfoton), Y =H 32 (dinotefuran), Ao R ER
(cyhalothrin), Al#|):=E#(cyphenothrin), Ale]EZFE™(cyfluthrin), TIZFWMFE(diflubenzuron), A}olE
FH EFH (cyflumetofen), YZ2H|T(diflovidazin), AFe]#AME (cyhexatin), Aol #E” (cypermethrin),
Yo Em L (dimethylvinphos),  ©HlEo|o]E(dimethoate), UYWEZFE# (dimefluthrin), AZEFo
(silafluofen), Alo]Zw}Z(cyromazine), 23 UEZ(spinetoram), I XAF=(spinosad), Z2YZUEZ3
(spirodiclofen), A3 ZE|Ee} N (spirotetramat), 23 Z#|A)#H(spiromesifen), AZF 2} =(sulfluramid),
AX 2 ¥ ~(sulprofos), AFALEZZE(sulfoxaflor), AE-Ao]H W E-(zeta—cypermethrin), Tho]o}x|=
(diazinon), EF$--ZFE|d|o]E(tau-fluvalinate), thZH(dazomet), EJo}FZZ¥]=(thiacloprid), Elo}d
E2F(thiamethoxam), ElQU]7}H (thiodicarb), El2Alo]a#(thiocyclam), E]l A% (thiosultap), ElQAd®-1}
EH(thiosultap-sodium), E]2WZ(thionazin), Bl W& (thiometon), TIE(deet), tld=7(dieldrin), HE
S 220 E A (tetrachlorvinphos), ElE#t]E(tetradifon), HEZHEZFE- (tetramethylfluthrin),
EZg W E”(tetramethrin), H 53] " X 2 (tebupirimfos), H 53] =2}o] = (tebufenozide), H5 A=
(tebufenpyrad), ElZEFEW(tefluthrin), HZFWFE(teflubenzuron), UlHE-S-wE (demeton-S-methyl),
H o 3~ (temephos), DEFHIE# (deltamethrin), El5-EA(terbufos), EZEYH(tralopyril), ELZZHWEY
(tralomethrin), E#2ZFE(transfluthrin), EgolAlv|o]E(triazamate), EZo}FE(triazuron), ET
Zetn = (trichlamide), EgZZ2Z(trichlorphon:DEP), EYZFHE(triflumuron), Edyg=

(tolfenpyrad), g# =(naled:

BRP), YEo}A (nithiazine), YU¥I¥ T (nitenpyram), =FE(novaluron), =H|ZFHE(noviflumuron), 3}o]
=22 dl(hydroprene), WFH#]~E(vaniliprole), HM|ZE]2(vamidothion), ¥}2}E]-&(parathion), }2}+E]-2-
W€l (parathion-methyl), St3l = =~ (hal fenprox), st 2 ¥ 4-2Fe] = (halofenozide), H 2B &5
(bistrifluron), W®]A¥H(bisultap), 3=t ei=(hydramethylnon), 3J|E=FA|ZZH A (hydroxy propyl
starch), vlol Y3t 34 (binapacryl), HlH| WA o] E(bifenazate), A E= (bifenthrin), YW EZZ
(pymetrozine), Fe}tEZXE(pyraclorfos), FeFEFZE(pyrafluprole), I 2oh3NE](pyridafenthion),
2t (pyridaben), ¥#]@ 9 (pyridalyl), ¥2]&FF W= (pyrifluquinazon), ¥|2]Z&(pyriprole), ¥2Z=
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Al#(pyriproxyfen), T EW|7tH (pirimicarb), IV (pyrimidifen), I EW|2Z2wWE (pirimiphos-methyl),
S HEH (pyrethrins), IHZ2ZD(fipronil), I YA#A(fenazaquin), HYPEZ(fenamiphos), HUYLBZEF
o] E (phenisobromolate), HYUEZE](fenitrothion:MEP), ¥ &5 A7} H (fenoxycarb) , H e e 7tH
(fenothiocarb), ¥ Xx=E#™(phenothrin), #|*=H7}H8 (fenobucarb), HAHFE|2(fensulfothion), HE
(fenthion:MPP), #NEof o] E(phenthoate:

PAP), zdte@|o]E(fenvalerate), 3ZNI|ZA|Ho]E(fenpyroximate), HNZZ3EH(fenpropathrin), JAHCTIE
(fenbendazole), ¥2EJo}A|o]E (fosthiazate), EEHWEIO]E (formetanate), F-EFE] QXA (butathiofos), H-

Iz 29 A (buprofezin), 2] @ 7FH (furathiocarb), ZZ# E-(prallethrin), SFolay
(fluacrypyrim), ZFolA @ (fluazinam), ZFo}52(fluazuron), ZFAE(fluensulfone), ZFAZFEFE
(flucycloxuron), ZF A EgY|o] E(flucythrinate), ZF e vo] E(fluval inate), ) B
(flupyrazofos), ZF# U™ (flufenerim), ZEF| =52 (flufenoxuron), EFHAZ(flufenzine), ZFAZZF~
(flufenoprox), ZFZEA]H(fluproxyfen), ZFHZAEZY|o]E(flubrocythrinate), ZFultjolr =
(flubendiamide), ZFWE™ (flumethrin), ZFH#A(flurimfen), ZTEE]LEX(prothiofos), TZEARE
(protrifenbute), Z2ZY7M|=(flonicamid), ZZ3}3 X (propaphos), ZE3}z}o]E (propargite:BPPS), Z =23
=3 *(profenofos), I 2 ZFE(profluthrin), X 2 ZE52 (propoxur :PHC), HERIZIYOE
(bromopropylate), W E}-Alo] Z2FE & (beta-cyfluthrin), AN ZFHE (hexaf lumuron) A E o}~

(hexythiazox), ¥ E|:=¥2=(heptenophos), FEWEW (permethrin), HWEZEJo}=(benclothiaz), WU 7tH
(bendiocarb), W% (bensultap), WZZ-A]H o] E (benzoximate), WF2}7FH (benfuracarb), Z4l(phoxim), 3*
A2 (phosalone), XE|o}A|o|E(fosthiazate), X:E]o€(fosthietan), >Z~3V]=(phosphamidon), XX
7}H.(phosphocarb), 2Z2ME(phosmet :PMP), Z2UA® E3A (polynactins), 2EZWEIO]E(formetanate),
¥ 2RE|(formothion), 3z o]E(phorate), ™Al YU(machine oil), YEtE]>(malathion), Hwujo]il
(milbemycin), dHlato]al  A(milbemycin-A), A¥l® € (milbemectin), ™M7F2W (mecarbam), wAAH>E
(mesulfenfos), ™A U (methomyl), WEILH S| =(metaldehyde), WEFEFPE(metaflumizone), HWEM]=3E2
(methamidophos), "IE-¢=E& (metam—ammonium), WE-UE-F (metam-sodium), WE L 7+E (methiocarb), wETh

E]-2(methidathion:DMIP), H g o] 4 E] @ Alo} Y| o] E(methylisothiocyanate), ey e dg7lyr =
(methylneodecanamide), v &l 5} 2} E] 2 (methylparathion) , | EAFt] o} (metoxadiazone) , HEATE

(methoxychlor), wEA]H Aol = (methoxyfenozide), MEZFE W (metofluthrin), WEZ (methoprene), Wl
E7lE (metolcarb), WHEEZFEH (meperfluthrin), WX ~(mevinphos), R ZE X (monocrotophos),
A% (monosultap), HU-Alo]&ZEF (lambda-cyhalothrin), @ o}=%(ryanodine), Z3H|F+=(lufenuron),
dav ER (resmethrin), € (lepimectin), ZE|=(rotenone), 94t wWFo]<:(levamisol hydrochloride),
b}l el (fenbutatin oxide), T4t E &€ (morantel tartarate), H&3} W (methyl bromide), 4t
3} EgAE 234 4 (cyhexatin), 2312 2(calcium cyanamide), 4334 (calcium polysulfide),
(sulfur), ¥ AU (nicotine-sulfate) & oA 4= U},

ot

T3 EHoz AgsE wHdE HAFAERA dE EW, oF%ul¥Z(aureofungin), COMAEUYE
(azaconazole), ©o}A|E]Z(azithiram), ©o}A|#E~(acypetacs), ©oFAMlZZ(acibenzolar), oA |MlZZ-S-wEl
(acibenzolar-S—methyl), o}=&A]A~E=ZW (azoxystrobin), ©Fd#}2(anilazine), o} B & (amisulbrom), %
EZ2 AN ~(ampropylfos), olWIEE&d (ametoctradin), oFE &3 &(allyl alcohol), LT EE3(aldimorph),
o} uk(amobam), ©]A&E]old(isotianil), o]&#|t(isovaledione), ©]AI A (isopyrazam), ©|AIZZE]Q
@(isoprothiolane), ©]Z3FYUZ(ipconazole), ©|ZZU](iprodione), ©|ZZ%&]7}H (iprovalicarb), ©]X &
W3 2~ (iprobenfos), ©]n}&&(imazalil), ©]u|=Eld(iminoctadine), ©]P|FEFH-Uu24H9 (iminoctadine-
albesilate), ©|u|35E}H-o}A|EAFY (iminoctadine-triacetate), ©]u¥lsv}Z=(imibenconazole), Y I U=
(uniconazole), Y YZE-P(uniconazole-P), &= Z(echlomezole), oT)HME2(edifenphos), NEFZUE
(etaconazole), ollE}F=4t(ethaboxam), ©lE]#]E(ethirimol), °l¥l(etem), °lEA|% (ethoxyquin), °lEgt]o}=
(etridiazole), ©lU|Z~EZXE-¥(enestroburin), oll&A]F1}Z(epoxiconazole), A4 (oxadixyl), ZA|7HE
Al(oxycarboxin), SAlFEH 2] (copper-8-quinolinolate), SAIHIEZFAlo]E ™ (oxytetracycline), ZAITE
(copper-oxinate), %=X FUZ(oxpoconazole), ZA2¥FUZ-Ful22EA (oxpoconazole-fumarate), &84
ZH(oxolinic acid), ="&=(octhilinone), LF#o|x(ofurace), LEAF=E=ZM (orysastrobin), ™EALF
(metam-sodium), Z}+27}a}o]al(kasugamycin), 7R E3E (carbamorph), ZFEXZ3H) = (carpropamid), ZFE#
t}d (carbendazim), 7F5Al(carboxin), 7FE2¥-(carvone), FHAUAM|=(quinazamid), FAE(quinacetol),
=Al#H (quinoxyfen), F=vwlEWle]E(quinomethionate),  E}E(captafol), ¥ (captan), 7]ZA
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(kiralaxyl), ¥3FZE(quinconazole), WEA(quintozene), T-oFA®(guazatine), FFdlE.(cufraneb),
Z 28 (cuprobam), 28 LW(glyodin), A LE W (griseofulvin), FHuFZ(climbazole), F &% (cresol),
A LA E (kresoxim-methyl), ZFZZ2Ulo]E(chlozolinate), ZFZE&|ulZE(clotrimazole), ZFZHEJo}E
(chlobenthiazone), EZ#Y X Ed e (chloraniformethan), FZ&d(chloranil), FZEZF = (chlorquinox),
Z 22939 (chloropicrin), Z 229 Y= (chlorfenazole), ZRRCYER U} ZEY
(chlorodinitronaphthalene), ZZ22 24 (chlorothalonil), ZFZZUY H (chloroneb), AHev|=(zarilamid),
Ag]dold ] = (salicylanilide), Alo}E3]=(cyazofamid), Tol€y] 27}H Y|o]E(diethyl pyrocarbonate),
ol E57}H (diethofencarb), Al EEEE] = (cyclafuramid), A ZF2AHE (diclocymet), gEe=d

(dichlozoline), fZ 2R Eg=(diclobutrazol), tZ2ZFoly=(dichlofluanid), A ZZAA 0=
(cycloheximide), U©ZF=ZWZ(diclomezine), UYFEZ(dicloran), CFEZE3(dichlorophen), TIZF&
(dichlone), t]d 3 g (disulfiram), el E 2~ (ditalimfos), t]EJo}=(dithianon), guavE
(diniconazole), TUxaU=-M(diniconazole-M), A|H|¥.(zineb), TI:x=F(dinocap), Tl=xE(dinocton), T4
¥ (dinosulfon), ) =e| 2 (dinoterbon), ] =4 (dinobuton), ] =% % (dinopenton), ]y g gl
(dipyrithione), Yo doll(diphenylamine), Y ;=3 = (difenoconazole), Aol ZEF |y =

(cyflufenamid), CZ&FWER(diflumetorim), AlXZFZE(cyproconazole), AZZTd(cyprodinil), A|Z=Z
F(cyprofuram), A|#}E(cypendazole), AlWlZWUZE(simeconazole), TIWElZ]E (dimethirimol), TIHERE
X (dimethomorph), Al&ZAFd (cymoxanil), ©l&HA|~EZH (dimoxystrobin), B&3} W e (methyl bromide), A%
(ziram), AESF(silthiofam), =EsIEu}o]il(streptomycin), =3I ZFAI(spiroxamine), AEZ3I
(sultropen), AME*H(sedaxane), ZHAM|Z=(zoxamide), THE%(dazomet), Elolt]o} (thiadiazin), Eloltd
(tiadinil), Elo}t]EF 22 (thiadifluor), EJolWItiZE(thiabendazole), E|SAIM = (tioxymid), E|LE==3
3 (thiochlorfenphim), B2 3}d|o]E(thiophanate),  E 2 3tde]E-w|€ (thiophanate-methyl),  EJA| 2%
(thicyofen), E]2F|¥A(thioquinox), =M E]24|o]E (chinomethionat), E]ZFAF=(thifluzamide), El
(thiram), d7}#% (decafentin), ElTYAl(tecnazene), ElEFZEE & (tecloftalam), ElZH(tecoram), HIEZ};
F1}Z(tetraconazole), o7} B (debacarb), 4] 3] =2 o}A| EAFH(dehydroacetic acid), ZI R AR =
(tebuconazole), HY¥-ZZH(tebufloquin), EHA(dodicin), EW(dodine), I=tl]wlzlAdELME] 2o elT]o}
W2 2 (1) (DBEDC), Z=HEZ3E (dodemorph), Z=2FEAE(drazoxolon), E# o}t E(triadimenol), Eglo}
YHE(triadimefon), EgolZF-E(triazbutil), Eo}Z2EZA=(triazoxide), E#o}] X (triamiphos), E
ozl & (triarimol), EgFZ =(trichlamide), EgAl&8tE(tricyclazole), EYE AUE
(triticonazole), EZ U EE=(tridemorph), EHEE A = (tributyltin  oxide), EYZRuF
(triflumizole), EYZZA|AEZY (trifloxystrobin), EZE#(triforine), SHZFolI=(tolylfluanid),
EF2¥~-vE(tolclofos—methyl), WE}o] l(natamycin), Wih(nabam), YEZE-o|A~XH(nitrothal-
isopropyl), UYE=ZAH"H@(nitrostyrene), FolglE(nuarimol), =d¥|EAEAE](copper nonylphenol
sulfonate), EFFZ|Ulo]E(halacrinate), | tielo]al(validamycin), ] ddlo]E(valifenalate), 3}3
@l (harpin protein), BAF(bixafen), F|IFA|ZEZRI(picoxystrobin), FIZWAIT] =(picobenzamide), HE]

L2 =(bithionol), HHZE}=(bitertanol), 3]E=EFA]o]EAE (hydroxyisoxazole),  3|EFA|o|EAEZLF
(hydroisoxazole-potassium), ®|Y3}=H(binapacryl), #®|3|d(biphenyl), 3|} (piperalin), 3J|HAIZE
(hymexazol), I Z-F Al 22 E 24 (pyraoxystrobin), 3] 2}7}8 2] = (pyracarbolid), HgEF2A2EZY

(pyraclostrobin), ¥ 8}%3~(pyrazophos), I ZHEAEZH (pyrametostrobin), 22 #¥=(pyriofenone),
Y YYEH (pyridinitril), I =22(pyrifenox), FZ¥7FHE (pyribencarb), 32 #Ed (pyrimethanil),
M Z2AZF 2 Z (pyroxychlor), ¥EAZ(pyroxyfur), HEZHAE(pyroquilon), WIEFEZZW(vinclozolin), FEALE

(famoxadone),  ¥u3bd(fenapanil), | uv=(fenamidone), A=A =Z(fenaminosulf), Il
(fenarimol), WYE=ZI(fenitropan), H=5AFd(fenoxanil), A HE(ferimzone), 2 (ferbam), HE
(fentin), #FZd(fenpiclonil), A& (fenpyrazamine),  HAF-FUZ=(fenbuconazole), HAF
(fenfuram), #NZ=Z3|(fenpropidin), HWEZZI|RZ(fenpropimorph), WA= (fenhexamid), ZEI=
(phthalide), H-E]@Hlo]E(buthiobate), F-Eolu(butylamine), HF-Jglvlo]E(bupirimate), FHlg|ttE
(fuberidazole), Het~EALo]d-S(blasticidin-S), FetHlEE (furametpyr), FEA (furalaxyl), EFota
23] 9Y (fluacrypyrim), ZF oA (fluazinam), Z 2L A2~ E 24 (fluoxastrobin), ZFEYNE
(fluotrimazole), EFLIFH=(fluopicolide), &EFL2I(fluopyram), EFLEo|W|=(fluoroimide), F=
Zhekbd (furcarbanil), Z 5 A FAF=(f luxapyroxad) , ZF@A 3= (fluquinconazole), FEIVE

ER=PNEE=N s

(furconazole), FEFE-A|2(furconazole-cis), EFUFAd(fludioxonil), EFAeE(flusilazole), &
=

FAg| = (flusulfamide), ZFEobd(flutianil), EFED(flutolanil), FFEZo}&(flutriafol), F

- 128 -



[0403]

SIHS31 10-2017-0095909

F&(furfural), FEHAEF 2 (furmecyclox), EFHEMW(flumetover), EFFEEZ(flumorph), ZEFHUYAE=
(proquinazid), T2ZF=Z&Z(prochloraz), ZZA]H]=(procymidone), ZZE]Q27}H (prothiocarb), ZE2EQ A
W}=Z(prothioconazole), ZZ3}EJ}E (propamocarb), X &3] F Y Z(propiconazole), ZZIJ U H (propineb), F
Z 1| o] E(furophanate), ZZWUZ(probenazole), HZFFZ(bromuconazole), HAFEZZYF-Elr]ql
(hexachlorobutadiene), AFTZ(hexaconazole), FAHE] QX (hexylthiofos), HIEAI(bethoxazin), ®ld
g2 (benalaxyl),  #lded-M(benalaxyl-M),  ®Wlx=thd(benodanil),  ®Wlx="(benomyl),  H|FeRo|E
(pefurazoate), W52 (benquinox), HFZ(penconazole), WAL Z X (benzamorf), A =Z(pencycuron),
Wl %3] == 4 (benzohydroxamic acid), WEF2(bentaluron), WElo}=(benthiazole), WElolEta]7}H-0] 4
X 23 (benthiavalicarb-isopropyl), #NE] 23 2+ = (penthiopyrad), # =54 (penflufen), BAZg e
(boscalid), Zt]#(phosdiphen), ZME(fosetyl), EHE-LF1|F(fosetyl-Al), E2]=%42(polyoxins), &
2524 % (polyoxorim), ZE&] 7t o] E(polycarbamate), E3(folpet), EF L8] =(formaldehyde), M1
(machine  oil),  v"Hi|E.(maneb),  ®=EA|H (mancozeb),  WTIXZZ 3| =(mandipropamid), VEZZFY
(myclozolin), HIZZ%-Ed(myclobutanil), "Erwle]Xl(mildiomycin), EUlE(milneb), HIRIA=
(mecarbinzid), ™WEFI¥EF}H (methasulfocarb), ™WEFFAZ(metazoxolon), W8 (metam), WHUEEF A (netam-
sodium), w"lE}EHd (metalaxyl), w=EFEHE-M(metalaxyl-M), ™ElZ(metiram), wIEo]AE] 2 A]o}o]E (methyl
isothiocyanate), WE U XxZ(mepthyldinocap), WEIZYUZE(metconazole), WMEADX>(metsulfovax), HEF
ZA4t(methfuroxam), WEH|:=~E=ZR(metominostrobin), ®WEZ | =(metrafenone), W33 % (mepanipyrim),
v # =4t (mefenoxam), WX E T =T (meptyldinocap), WIXZ'd(mepronil), wWwWld(mebenil), £2E3 wd
(iodomethane), ®FMAIZ(rabenzazole), %3t WMEF % (benzalkonium chloride), @714  @sk2l(basic
copper chloride), ¥&ZglA #F2++2](basic copper sulfate), F&2(silver) 52 F7] adA, foldiit
UE & (sodium hypochlorote), <FAFa}Al2F#](cupric hydroxide), <=3} 3 Al(wettable sulfur), 413 #3
Al (calcium polysulfide), B4 ZHE (potassium hydrogen carbonate), BHAFFEAUEF(sodium hydrogen
carbonate), F7] #&(sulfur), ¥4 F4bs(copper sulfate anhydride), YWlEUE e glulnj=2 Y2
(nickel dimethyldithiocarbamate), 8-3|=ZA]F] =@ 72| (oxine copper)9t #2 FE|A 3I5HE, 3iltolad
(zinc sulfate), B4F72] 549 (copper sulfate pentahydrate) 55 A& 4= Ur}.

el

R7A 2 A ZARA o EW, 1-UZTEolAEotu = 2 4-PA, 2,3,6-TBA, 2,4,5-T, 2,4,5-TB, 2,4-D,
2,4-DB, 2,4-DEB, 2,4-DEP, 3,4-DA, 3,4-DB, 3,4-DP, 4-CPA, 4-CPB, 4-CPP, MCP, MCPA, MCPA E]Q of"¥,
MCPB, o}o]&Ald (ioxynil), oFFZUYH(aclonifen), oFA¥IYd (azafenidin), oA |EF L EH (acifluorfen),
OIXZZ E# (aziprotryne), °}FAFZ(azimsulfuron), oFd @ (asulam), oFHIEZZZE(acetochlor), ¢FEZH
(atrazine), ©}Eg}=(atraton), oFYFE(anisuron), oFdZEA(anilofos), oFd] Xl (aviglycine), oFH
Al 2= Ak(abscisic acid), ©Fv]7HFE(amicarbazone), ©FW]E=A3FE (amidosul furon), ©MH|EE(amitrole), ©}H]
EAZF232+E 2 2 (aminocyclopyrachlor), o} =328 = (aminopyralid), ©F%&(amibuzin), ©}9|ZZE A
- & (amiprophos—methyl), o}WEzZ|t]2(ametridione), oFHE™ (ametryn), o}etEF=Z=E(alachlor), L=Z
ZZ(allidochlor), &&EAd(alloxydim), ¢Z&F A (alorac), °]Aa$2(isouron), ©]A7M}IT]=(isocarbamid),
o]&AF 22 E (isoxachlortole),  ©]&AN & (isoxapyrifop),  °l&AFEFE(isoxaflutole),  o]Z&AHdl
(isoxaben), o] (isocil), o] &%=FE(isonoruron), o] AX ZEE(isoproturon), ol AXZHY
(isopropalin), olA&Eg|dle]E(isopolinate), ©]AHWE] 2% (isomethiozin), ©JU#ld}o]=(inabenfide), ©]3}
F(ipazine), A Ml (ipfencarbazone), o] Z v (iprymidam), o]n}lAk4 (imazaquin) , oluj=}
(imazapic), ©]"FA}Z (imazapyr), ©|v}Al#E}Z (imazamethapyr), ©]vFA}|EFWIZ=(imazamethabenz), ©]v}AlHE}
Wl =~ & (imazamethabenz-methyl), o] n}R}5- 2= (imazamox) , o]ul A €} (imazethapyr), ol FE
(imazosulfuron), Ut}A|¥F(indaziflam), <th=%(indanofan), 1EH-EJ=2X (indolebutyric acid), U=
U=-P(uniconazole-P), ollZ2YH (eglinazine), oA~ 27}H (esprocarb), oEFHIAEE (ethametsul furon),
of e} el &~ d (ethametsul furon-methyl), ol@&FEd(ethalfluralin), olE&#o]E(ethiolate), °EHE
ZA|e]E o€ (ethychlozate ethyl), °|E]®&(ethidimuron), °lE]:=F(etinofen), ©lElE(ethephon), 5 A|
32 (ethoxysulfuron), ©o&5A|#(ethoxyfen), ANEUYZZH|=(etnipromid), oEFH A e]E (ethofumesate),
A EMI AL = (etobenzanid), o|ZZ1}*(epronaz), 9lEE(erbon), A= (endothal), A o}E(oxadiazon),
LA ol2 4 (oxadiargyl), LA & 2] (oxaziclomefone) , S A 3F 2 (oxasul furon), AL e
(oxapyrazon), SAZ&F Q23 (oxyfluorfen), 22|Z#(oryzalin), LEAMIFZ(orthosulfamuron), 2.2l
7}H (orbencarb), 7FHI~E&E(cafenstrole), Y& =2 (cambendichlor), 7FHd®(carbasulam), 7FEHE}
Z(carfentrazone), 7IEIET}E-o|d(carfentrazone—ethyl), 72X -E@|o]E(karbutilate), ZIE2HER=

-129 -



SIHS31 10-2017-0095909

(carbetamide), 7H5AFZE(carboxazole), A& ZFE(quizalofop), HAZZEF-P(quizalofop-P), FAZZE-old
(quizalofop-ethyl), AL&}FEFZZ(xylachlor), FAx=A & (quinoclamine), Fx=YP|=(quinonamid), VE=ZT
A(quinclorac), FHAwlFA(quinmerac), FEFE(cumyluron), ZZletdlo|E(cliodinate), ZE|EACIE
(glyphosate), ZFXEA|Ulo]E(glufosinate), ZFFEAU|o]E-P(glufosinate-P), A&tz (credazine), ZdUE
H(clethodim), AFAIEYA(cloxyfonac), EEZTWE(clodinafop), FEUYUF-Z2Z32Z(clodinafop-
propargyl), ZR2RZEFZ(chlorotoluron), FZI|ZFE(clopyralid), FZZ =AY (cloproxydim), FZIF
(cloprop), S =23 EE(chlorbromuron), F=23%(clofop), =2 vl (clomazone), S22 5EAd
(chlomethoxynil), 2w SA|F(chlomethoxyfen), A2 ~ & (clomeprop), FZE}A|E(chlorazifop), =&
2} (chlorazine), E&EzHd @ (cloransulam), FZ &= H(chloranocryl), FEZ UM (chloramben), FZTATH
-w € (cloransulam—methyl), ZZ2]t}&(chloridazon), FEHE(chlorimuron), IAZYEE(chlorimuron-
ethyl), 224 3¥FZ(chlorsulfuron), FZEZE}ZE(chlorthal), ZZZF¥o}n|=(chlorthiamid), EZEEZE
(chlortoluron), E¥ZZUYE=Z #(chlornitrofen), EZEZ#H YA (chlorfenac), FZZ3 >~ &F(chlorfenprop),
S2 283 (chlorbufam), FEE2ZF#Z(chlorflurazole), FZE2ZF Y& (chlorflurenol), FEEIEI}H
(chlorprocarb), EZEZX 23 (chlorpropham), ZZEZWHE(chlormequat), FAZHEE(chloreturon), FZH
Ad(chloroxynil), F2ZFFE(chloroxuron), ZFZZF(chloropon), AFEFdH 4 (saflufenacil), Alofubz
(cyanazine), AloPYE™(cyanatryn), U-&#e]E(di-allate), H-$-E(diuron), YAEHE(diethamquat), Ul
ZHak(dicamba),  AlZFFE(cycluron), AlFRZo]o]E(cycloate), AF=ZA"(cycloxydim), UCZFE=AH
(diclosulam), AlE2A#FE(cyclosulfamuron), UEZXEF(dichlorprop), HEZX~F-P(dichlorprop-P), ©&
Zwld(dichlobenil), HE=2#(diclofop), HEZF-WE(diclofop-methyl), TIE=Zwo]E(dichlormate), T
S=2g 9 okdichloralurea), Y E(diquat), AAFEE| = (cisanilide), Y& (disul), AlFE(siduron), TE
2 Z(dithiopyr), UYuUE=ZW(dinitramine), AlYE-o¥ (cinidon-ethyl), ©lx=4H(dinosam), Al=AdFE

(cinosulfuron), T]:xAlH.(dinoseb), Ul:=H E.(dinoterb), Tl:z#HuWl°o]E(dinofenate), Tl:=<+&(dinoprop), Al
stz F-5-¥ (cyhalofop-butyl), t] | yhv] = (diphenamid) , ] 9| =54=2(difenoxuron), oo =l
(difenopenten), Tz E(difenzoquat), AlF-E™(cybutryne), AlZE}Z(cyprazine), AlXZ#}Z(cyprazole),
Y ZF¥Yzt(diflufenican), Y ZF 9z (diflufenzopyr), vz 2 W E™(dipropetryn), AT 2=

(cypromid), Al¥IZHE(cyperquat), 7]Wl@ A (gibberellin), Al7FA(simazine), Tl®A}x=(dimexano), T]HE}
Z 2 2 (dimethachlor), tjw|t}(dimidazon), CTIHEIHEH (dimethametryn), TWEIY7|=(dimethenamid), A

HEH (simetryn), Al E(simeton), YHIHdo]E(dimepiperate), YHFE(dimefuron), AHEH
(cinmethylin), =% (swep), A= 7}H (sulglycapin), AFE#2(sulcotrione), Ai}#|o]E(sulfallate), A
HE < (sulfentrazone), A EAHFE(sulfosul furon), A E W EE(sulfometuron), AEXHEE-mg

(sulfometuron—methyl), A= =(secbumeton), AMEA]H (sethoxydim), AlF-E&+7 (sebuthylazine), EHZn}
A (terbacil), Tho]¥E(daimuron), thZHl(dazomet), Zet&E(dalapon), Elo}AEFE(thiazafluron), E|o}x

I (thiazopyr), E] ol 7}B}= (thiencarbazone) , E] ol 7}u}E-w & (thiencarbazone-methyl), E] 9. 7}upd
(tiocarbazil), El2ZFEZH(tioclorim), EJL¥M7}E (thiobencarb), E|tjo}x|W(thidiazimin), ¥ETo}F&
(thidiazuron), XA A2 (thifensul furon), El A F2-w e (thifensul furon-methyl), o | o)

(desmedipham), =W E™(desmetryn), HEZZEFE(tetrafluron), HYEEZZ(thenylchlor), HF
(tebutam), El¥-E]-9-#(tebuthiuron), E|lEF|E(terbumeton), ElZZ}ZAH(tepraloxydim), EIFHEZ
(tefuryltrione), Bl R Eg]2(tembotrione), dgl& 22 (delachlor), HZn}4 (terbacil), 5718
(terbucarb), HFZZZ(terbuchlor), HEHF€&td(terbuthylazine), HY-E#-(terbutryn), EXZHE
(topramezone), EZFAIW(tralkoxydim), Eglo}A|ZH(triaziflam), Eg]obdFE(triasulfuron), EZ-&d
o]E(tri-allate), Egoe}d (trietazine), Eg 7l (tricamba), EglE=2d(triclopyr), Eggs
(tridiphane), Egl€(tritac), EYEAFE(tritosulfuron), EFZFEFE(triflusulfuron), EFZFAF
E-"e(triflusul furon-methyl), EZEZEFZA(trifluralin), EZEFFAIEFE(trifloxysulfuron), EZZT=Z
HAd(tripropindan), EZ|HF2-wWE (tribenuron-methyl), EzZMF2(tribenuron), EzZ]&E(trifop), EZHF
Ald|(trifopsime), EZWlFE(trimeturon), YXZZ(naptalam), YEZZolde]|=(naproanilide), YXZZ3u}H]|
E(napropamide), UYIAFE(nicosulfuron), UYEZ™(nitralin), YEZI(nitrofen), YEZZFLE
(nitrofluorfen), Y33 ZFZZ%(nipyraclofen), UlFZ(neburon), %=E2ZFFZE(norflurazon), *=F
(noruron), WFdk(barban), ¥W}ZFZHF-EZ}Z(paclobutrazol), ¥et#E(paraquat), e+EF2(parafluron), &
F Al (haloxydine), &FA|%(haloxyfop), @&FA1%-P(haloxyfop-P), FA|%F-vlE (haloxyfop-methyl), =
Ab#ll(halosafen), T=ZAFE(halosulfuron), TZAFEWE (halosulfuron-methyl), IE=Z%(picloram), I
Fg 3 (picolinafen), H] A2 23] 2(bicyclopyrone), H] 23] 2] 9t (bispyribac), v 237 g ey EH
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(bispyribac—sodium), ¥]th=(pydanon), ¥ =A}gl(pinoxaden), H|F =2 (bifenox), I Z¥ A (piperophos),
3| WALE (hymexazol), I eFE=d(pyraclonil), I eHAAEE (pyrasulfotole), FZ=2E A (pyrazoxyfen), 32
ZAF 2 (pyrazosul furon), ¥ etFAFE-o| e (pyrazosul furon-ethyl), ¥ &tZ# o]l E(pyrazolate), HE}FE~
(bilanafos), I|EFH-od(pyraflufen-ethyl), IEZZ(pyriclor), I thE(pyridafol), I =}
(pyrithiobac), ¥ u-UEH(pyrithiobac-sodium), I |dle]E(pyridate), I2]Z&g|=(pyriftalid),
3] 2] F-E] 7} B (pyributicarb), 3] 2]l A (pyribenzoxim), ]2 1) & (pyrimisulfan), g dFEE
(primisulfuron), ¥ 2]v]x="-w e (pyriminobac-methyl), I]ZAMdE(pyroxasulfone), 5% (pyroxsulam),
H 4 (fenasulam), H YA (phenisopham), FF=(fenuron), I ZAHHE(fenoxasulfone), IHZAZF
(fenoxaprop), I EAFZE-P(fenoxaprop-P), | =ALZF-oE (fenoxaprop-ethyl), ¥|xE]&(phenothiol), X%
X & (fenoprop), ¥=¥FE(phenobenzuron), HE]O}EE(fenthiaprop), HEEE(fenteracol), FNEZAT=
(fentrazamide), #w|t]3(phenmedipham), w|c]&-of ©(phenmedipham-ethyl), F-E}FZZZ(butachlor), H-E}
H 44 (butafenacil), F-EF|EX(butamifos), F-E-¢-E(buthiuron), FE|TFE=(buthidazole), HEHIE
(butylate), HFE(buturon), FHUZFZE(butenachlor), FEZFAIH (butroxydim), ¥EZ&(butralin),
A F 2 (flazasulfuron), EHZF(flamprop), FEZAIH(furyloxyfen), Z#WE =2 (prynachlor),
u A FE- € (primisul furon-methyl), Z5Fo}A&(fluazifop), ZF°FA%5-P(fluazifop-P), ZEFo}A
(fluazifop-butyl), ZFotxdo]E(fluazolate), ZEFFAIFA(fluroxypyr), ZF2E-5-E(fluothiuron),
S EE(fluometuron), EFLEZIZM(fluoroglycofen), EFEAET|=(flurochloridone), EFS=E
(fluorodifen), ZFL2ZUE=ZI(fluoronitrofen), ZF =20 (fluoromidine), ZF7}9}E(flucarbazone),
ZFIMFE-YE F(flucarbazone-sodium), EFIE2 W (fluchloralin), ZFAEALFE(flucetosulfuron), =
FEJoAl (fluthiacet), ZFElobA-mE (fluthiacet-methyl), ZFZAFE(flupyrsulfuron), ZF3FHA
(flufenacet), ZFdHUzH(flufenican), ZFHAI(flufenpyr), ZFZZ3A(flupropacil), ZFIZZio]E
(flupropanate), Z5ZF(flupoxam), ZFWFAFH(flumioxazin), ZFVEZZ(flumiclorac), EFnEZe-
#HE (flumiclorac-pentyl), ZFH|ZZA(flumipropyn), ZFWZX(flumezin), ZFwWF=({luometuron), =
Fol A (flumetsulam), EF2=(fluridone), EFZERE({lurtamone), ZFFAE({luroxypyr), ZHEHE
ZZ(pretilachlor), XEAk(proxan), XZZFZYUZ(proglinazine), >~ZA]o}Z(procyazine), XZTjo}yl
(prodiamine), ~ZA3l¥(prosulfalin), Z2ZXFE(prosulfuron), X2 ¥7J}H (prosulfocarb), Z=Z3}F=}
=

o

O e Jr (-

2

[E T 1

% (propaquizafop), 9= 2 2 (propachlor), Z23Z(propazine), ZE3Y(propanil), ZEIA9=
(propyzamide), I 23 ~F2 2 (propisochlor), X 23| =22k~ (prohydrojasmon) , T2 dFE
(propyrisulfuron), X~ =23 (propham), X=EZFolZ(profluazol), ZZZFZH(profluralin), ZZINAIC]2-

Z+& (prohexadione-calcium), 3EZEZA]7}E}E(propoxycarbazone), 3EZEZEA]7}IE}ME-UEF (propoxycarbazone-

sodium), ZZZFAY (profoxydim), HZwv}A (bromacil), H&3 2} (brompyrazon), ~=ZWEW (prometryn), X
Z | E(prometon), HZEAd(bromoxynil), HZEH = (bromofenoxim), BZEYF-E=(bromobutide), B ZE
B Y (bromobonil), Z=Z&+d @ (florasulam), FALZFZZo}AE (hexachloroacetone), 3 AFA]+=(hexazinone), 3|
E AU = (pethoxamid), W& ™ (benazolin), =A% (penoxsulam), F|F-#o]E(pebulate), HWEFFEH=
(beflubutamid), ®WIEx#o]E(vernolate), HEZFo|=(perfluidone), W7o} (bencarbazone), WA
(benzadox), ¥A|ZzH(benzipram), ¥l o} =32 (benzylaminopurine), WZEJo}F=E(benzthiazuron), M=

t]=(benzfendizone), WA =(bensulide), WAFEZ-mE (bensulfuron-methyl), WZUZE(benzoylprop),
Wl 2w A &2 (benzobicyclon), WZEH'F(benzofenap), WZZF 2 Z(benzofluor), WEFE=(bentazone), HEl =
S =2 Z(pentanochlor), ¥E] 2 7tH (benthiocarb), T WEH (pendimethalin), HMFAE(pentoxazone), WEF
e (benfluralin), WF A o] E(benfuresate), FAFW(fosamine), EWAlH(fomesafen), XHHFE
(foramsulfuron), XEZZFZZHFE(forchlorfenuron), D 3]=gA=(maleic hydrazide), HWIZZ&F
(mecoprop), WZXEF-P(mecoprop-P), Wt =t H(medinoterb), wWaAAdFE(mesosulfuron), HHAAFE-vE

(mesosul furon-methyl), WlAE#]-2(mesotrione), WAZE}2 (mesoprazine), "WAZZEH (methoprotryne),
E}x}2 2 2 (metazachlor), W EF=(methazole), W B} 2 (metazosul furon), wEPHl = E]o} =&
(methabenzthiazuron), W Elu] EE (metamitron), v Eh1] 3 (metamifop), W (metam), Wz 2 3y
(methalpropalin), ™IE]$-2(methiuron), WE]2Z3H (methiozolin), ™ E] 2 ®l7}H (methiobencarb), WEUYE
(methyldymron), ®&A&(netoxuron), WEMdZ(metosulam), WEAFE(metsulfuron), HWEAFE-vE
(metsulfuron-methyl), WEZF&E(netflurazon), WEH ZH-Z(metobromuron), HWEHFE(metobenzuron),
W E W E(methometon), WlEeFE =2 (netolachlor), HWEZFX(metribuzin), ™WIHAE-SFZ2}o]=(mepiquat-
chloride), WW3¥ YA (mefenacet), HWEZFolt=(mefluidide), E< 2 Z=(monalide), EYA$-E(monisouron),

2 5Z(monuron), Xx=F=2=2  olxEAH(monochloroacetic acid), X &7 E(monolinuron), XZUlolE
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(molinate), FEEFFE(morfamquat), KLEAFE(iodosulfuron), LLE=AFE-wE-UEF(iodosulfuron-
methyl-sodium), L2 =X Y9 (iodobonil), 22 EmE(iodomethane), FEF(lactofen), ZFE(linuron), HA

FZ(rimsulfuron), @ (lenacil), =ZUIEld(rhodethanil), ¥HH3HZ4¢(calcium peroxide), B&E3 wdE
(methyl bromide) &< oAl 4= At}

w3k, AE FgoRAM oE W, dvidA] vlol#]2=(Nuclear polyhedrosis virus, NPV), IF¢® wfo]z
(Granulosis virus, GV), Al¥7 DPZ}ZH‘% Hlo] 2} = (Cytoplasmic polyhedrosis virus, CPV), &&Z2 nlo|g
Z~(Entomopoxi virus, EPV) 59 wnlolg]x~ AA|, RUYIAZAXF - I ulE 37 (Monacrosporium phymatophagum) ,
2gloJd| 2u|u} - FFETFZ AL (Steinernema carpocapsae), ZH oW EY|n} - FA]T}o](Steinernema kushidai),
gt fFeo} - HU|E@~(Pasteuria penetrans) &9 4% FEE FAFAZA ol&FH= vAE T, EfmdE
v} - Y2 (Trichoderma lignorum), o}Z1@4He|E]2- - 2}v] L ¥FE](Agrobacterium radiobactor), HIH QA ol
29 Yo} - 7t2ER 2} (Erwinia carotovora), BFAFEA - A HEE A~ (Bacillus subtilis) 59 AHAIZA ALY
= HAE o, i*PEUUr/\ - AH| 2~Eg] 2= (Xanthomonas campestris) 52 AXAZA] o]&H= AE 5 5
3} Eaa}o] A}ﬁﬂogw < 2345 71 & o

T3, AE FoRA JdE EW, 22471Fo]FH(Encarsia formosa), WY F T (Aphidius colemani),
Xt & 2] (Aphidoletes aphidimyza), #3#]&H (Diglyphus isaea), U3 12x9(Dacnusa sibirica), ¢
olg]-goll(Phytoseiulus persimilis), £o]o]2]5ol(Amblyseius cucumeris), ofZZ:=HAH(Orius sauteri) 52
2 A e BH|glo} - BEUolE](Beauveria brongniartii) 9 v A& &k
(D-10-HEgd A d=olAHE, (E, Z)-4, 10-HEgH7iteld=0olAHolE, (Z)-8-u|Ald=0c}Ag o]
(D-11-HEgd A d=olH ol E | (Z)-13-olo] ZA-10-2, 14-H€-1-2E 4 o F22A9 ¥ ZiE
7}5 3ttt

)

[e]
2
E

ol

< o]

shebe, R Al S0AG Alxdel os) HE AASHA ArsiA e, &

TAA(2)9] Az

5-FRE2-6-o| EA LRI Y REAY] Az WY

94 28
it a i
a S OH | ~ OH
| EtO P
CI” N N

LEFYolY F, 5, 6-yFEZ2ZYAELH10g, 52mmol)e] o eF2-(60mL) &Nl DPPB(1,4-H]2(Hdld X9 N)
2EL) (2.2g, 10mol%), Eo|"olw(14g, 2.5eq.), PdCl,(PPhs),(911mg, 2.5mol%)E H7}ste] wH$-AS AAaks}t
Bl X383 (C0%t, 4.0MPa), 135TColA] 4A1ZF HoF wukgit}, Wk Z3tEo] & 3N AALS drlsle] =&
Ao gk Fo ) olAEAER o8 W FEIPTE. FUI5ES FMUEFOR X Fo wEHsa, £5
IAE dal-olEAE=2:1(v/v)e] &do g A EA3 5-FZ2-6-EA 7R LY FEAH(10.9g, 76%)
E=PeA=

=43 1H—NMR(CDCI:;)19.02(d, 1H), 8.44(d, 1H), 4.42(dd, 2H), 1.33(t, 3H)

5-FRE2-6-oEANIIEE YR t-FEo2H 22 AZ 4
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4 29
0
al i socl O 0J<
N on 2 t-BuOH wo.
EtO =z ’ N
N o
o)

?%?‘& 5-F R 2-6-o| EAIFFR I ZEAH(10.9g, 47.6mmol)S EFQ(30mL)el  &HA| 7L,
= ) (4nl) = 747@4 olojA], AslE]ed(11g, 2eq.)S FH7FsIe 90TelA 3217 714

Aeoz HEY, ¥FIY. O &7)d t-Fer2(35ul, 109%), THF(HEHI =253
2)(100mL), TlolAZZ g oyl (50mL, 7eq ), DMAP(N N-tjd|d-4-o}u| =] g]d) (6g, 1) =3 §
Wl sl A, Aed 5 UHAS Xxd_ol A7 ek, wks EES 3AIRF 1 SEeta, Aekx Wz
}

T, =, oHEAE S Hrlstel o W FEIW. 7SS FAUEFoR Axd §F, w55, Y A=
e g 9] (Fk-oA EAb E=5:1(v/v)) & Faste], 523 5-FR2-6-o 5 A7t RdUAELt t-FHol e =

(8.43g, 62%)E LA},

=743 1H—NMR(CDCI:;)19.05(d, 1H), 8.30(d, 1H), 4.50(dd, 2H), 1.61(s, 9H), 1.44(t, 3H)

S R EREASSISE R PRS- PN EE I ERnS

44 30
(0} )< lo)
a Ao EtS._~y 0)<
} |
EtO N/ EtO N/
o 0

5-FRZ-6- EA TR I Y AEAL t-FEo]| A~H2(8.43g, 21.65mmol)ZS DMF(100mL)el &&fct. Wudste], YE
FolgE S0l E(2.27g, 19%)E HH3] Hrlshar, 5% wwkdt &, B8 7slal, oA 0.5N d4ks #H7t
grh. ofHEER oy H FE2 T, {75 PIUEFORE Axd &, wFta, Ay A=2ntE 1T
(FA-AcOEL=5:1(v/v))E Faslo], HEAX G 5-HE2-6-oFA 7RI UTRL (-F R~ 2(6.17g, 92%)F
aolct.

<

=43 1H—NMR(CDCI:;)18.91(d, 1), 8.22(d, 1H), 4.49(dd, 2H), 2.99(dd, 2H), 1.61(s, 9H), 1.45(t, 3H),
1.40(t, 3H)

3-olHE| 2-5 ~t-F-FAZFR Hopr] v ZRIAE o deof E| 2] Az

2514 31
2 i EtS 11;11 O,
P BN hon | DPRA | BN O
| o EtO. | P EtO 2 (]
EtO N/ N N
o o 0

5-EE Q-6-oHEAFIR YU AR t-FEHA2HZ(6.17g, 19.9mmol)E E T ZF L ZOFAEAH30mL) o] &3A
, 307 71 BRI, Bhe £dE w5eta, EF4 9 oMEAE S HUtste] AR sEFdAd. U

t—5- E&%(lOOmL), Eloﬂ%o} 1(6.5g, 3eq.), TE|dEAFZHolxlo|=(DPPA)(11.74g, 2eq.)E H7}slaL,
2+ BFPY. vk 89S wEsta, Ay AZvE (Aol ELE
S l(V/V)) 530}04, 4% 3-HE -5 —t-F-EAFIR o w3 F-At o Pl ~E 2(3.63g, 56%)E
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=4 1H—NMR(CDCI:;)18.25(d, 1), 8.09(d, 1H), 6.74(s, 1H), 4.46(dd, 2H), 2.97(dd, 2H), 1.53(s, 9H),
1.44(t, 3H), 1.41(t, 3H)

5-otm]1=-3- HE] e 9 FRAL oo 2 2] Az WU

3ot 32
H .
EtS ~ N\H/O\|< EtS ~ NH;,
E0._A 7 O EtO_ A7
0 0

3‘°”%‘:4—‘iﬁ—t#iﬂﬂiéokuliﬂ%%& ool 2~ 2 (670mg, 2.06mol)E  E2]FFO 2 obA| E2H30mL)

EdelE, BAnES Hde. of

ST, A AmelEoe (-
S

AcOEt=1:3(v/v)) & F33stef, HH3 5-ofn B 2 (358mg, 77%)E AAT}.

=4 1H—NMR(CDCI:;)17.8>9(d, 1), 6.80(s, 1H), 4.43(dd, 2H), 4.08(s, 2H), 2.88(dd, 2H), 1.56(s, 9H),
1.42(t, 3H), 1.40(t, 3H)

3-olldE 2-5-2 2 =9 ZRNL el =y 29 A% Hy

554 33
EtS._~NH, EtS.
| l
EtO.__A EO. A7
o 0

5-obm| =-3-o| D E] @ W F AL oo 2B = (1g, 4.44mmol)E oFAEYUEZ(10mL)0] &aA|7]aL, EZFQ Zo}

A EAHG00mg, 19%) 2 p-EFAEL(2.6g, 3TH)S H71ste] 5C Fre 8oz Yzhgtt. o2 £7)o

ZA8 ao=3F ZHE(2.25g, 3FH) I ol UEF(612mg, 2eq.)e] FEH(10mL)S A<dh whSolo] 3

A7k, IE 30 wwkebar, thA] ALolA 301 wykgth. Wk gofo] sto]x 9JE (hypo water)E H7F

6}0% ol EAER oy W FEI T f75S WUFR, FFsa, Y A2vEIYHE Fste], 53
-o"HE] 2-5-2 2 =y YA o "ol ~H| Z(761mg, 51%)= LUC}.

=43 1H—NMR(CDCI:;)18.61(3, 1), 7.95(s, 1H), 4.45(dd, 2H), 2.91(dd, 2H), 1.43(t, 3H), 1.39(t, 3H)

- 9-5-8 o =T FUA] Az WY

3}514] 34
EtS. S N 1

EtO, | N HO. N
o) (0]

3-oHE Q-5-8 9 =-2-9 g UIE AL oo AH E(761mg, 2.26mmol)E o€k (5ml)dl] &3 A|7)ar, 3MGFALS)

El
= it
UES $£89(1.2nL, 1.5eq.)S HA7MET. Ao 58 wuksla, & 2 NAALS H78ch, oM ExleE 2
2o, EAE 3-9€ES-5-2 23S Al &=

R JJ—-J——V—* = 2

=4 1H—NMR(CDCIS)113.30(brs, 1H), 8.60(d, 1H), 8.16(d, 1H), 3.00(dd, 2H), 1.24(t, 3H)
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[0438]

[0439]

[0440]

[0441]

[0442]

[0443]

[0444]

[0445]

[0446]

[0447]

[0448]

[0449]
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3ol Q-5 A F TR ZeAMY A% WY

514 35
EtS | A | EtS | N EtS | N
EtO N7 —_— EtO N HO N/
I} 0 0

- HEQ-5-2 2 =y F UL o ~HZ(2g, 5.9mmol), A|EZEX

ZRIRIAREA(1.0g, 293, ANLF(ELH
o]2) (6.3g, 5%9%), PACl,(dppf)o}AE EIA(1.0g, 0.29%)E EFd 8

A (40mL) ¥ = (10mL) 2] &

1
H-NMR; 8.19 (d, 1H), 7.27 (d, 1H), 4.46 (q, 2H), 2.92 (g, 2H), 1.97-1.90 (m, 1H), 1.46-1.37 (m, 6H),
1.13-1.10 (m, 2H), 0.82-0.78 (m, 2H)

w7 2 wW'lo| AH 24|, oA 2| AHEA, I AHEA, ofn|=A, ol EAE A
v e ol 2~ H 24

'H-NVR; 8.18 (d, 1H), 7.263 (s, 1H), 3.99 (s, 3H), 3.93 (2H, q), 1.97-1.92 (m, 1H), 1.39 (t, 3H),
1.17-1.12 (m, 2H), 0.84-0.80 (m, 2H)

o] A X 2 o] 2~ H| 2 A

1

H-NMR; 8.20 (d, 2H), 2.27 (d, 2H), 5.33(m, 1H), 2.97-2.89(m, 2H), 1.96-1.91 (m, 1H), 1.45-1.37 (m,
9H), 1.14-1.10 (m, 2H), 0.92-0.82 (m, 2H)

=R o 2~ E| 2 4

"H-NVR; 8.19 (d, 2H), 7.27 (d, 1H), 4.40 (t, 2H), 2.92 (q, 2H), 1.94-1.91 (m, 1H), 1.82-1.77 (m, 2H),
1.46-1.39 (m, 5H), 1.15-1.10 (m, 2H), 0.98 (t, 3H), 0.83-0.78 (m, 2H)

oju] = A

'H-NVR; 8.00 (d, 1), 7.77 (brs, 1H), 5.41 (brs, 1H), 2.90 (q, 2H), 1.944 (m, 1H), 1.41 (t, 3H), 1.13-
1.11 (m, 2H), 0.81-0.80 (m, 2H)

e ojn] = A

'H-NVR; 7.97 (d, 2H), 7.92 (brs, 1H), 7.23 (s, 2H), 3.00 (d, 3H), 2.88(q, 2H), 1.96-1.89 (m, 1H), 1.39
(t, 30), 1.12-1.08 (m, 2H). 0.81-0.77 (m, 2H)

3~ HE Q-5-A G2z 2 A2 oo ~H Z(1.12g, 4.5mmol)E o EF&(10nL)d] &3NA7)3L, 15%NaOH =&
MN(2.4g, 2eq)S H7METE. Ao A Fob Wk T S AAT AL, FE HUiete UHRE g
|38)A1713L, IN HCIE H7bshar, pH3~4=2 ZAT, AHE AAE Hsta, ol EL e falAAH F34t
UEFo® 1xstal, w55t 3-odEe-5-A 2224 9Fdihe AArH0.91g, 91%).

'H-NVR; 8.01 (d, 1), 7.31 (d, 1H), 2.95 (q, 2H), 2.00-1.94 (m, 1H), 1.42 (t, 3H), 1.21-1.16 (m, 2H),
0.87-0.84 (m, 2H)

SZEA(3) 9] Az

- 135 -



[0455]
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38}4] 36

| - CF3 Br |\ CF,
N N’ BN N7
N-HE-(5-Eg EF o2 E-ygid-2-d)-o}7 3.48g 2 DMF20mLe] &3tEo, N-BRZEHAlolu= 4,279
ebar, Aeeld 1A wsleh, g EiEel X3 bl F8e Tk, oMEANYR F33
. f715S RIYEFoZ AxAd &, Adst w50, S5 U E AegbA 2y a=2aieadas

1H—NMR(CDCIS)S13.08(3H, d), 5.40(1H, brs), 7.78(1H, d), 8.34(1H, s).

34 57
Br o CF3 H,N - CF3
] — P

HN ™ °N HN N

et ue 87)o, N-WE-(3-HER-5-EfZ2 o 2yd-gg-2-d)-o}ul 0.51g, OoFMEolNETFE(I])
0.11g, oFAlEolAE 0.20g, EHAMAG 1.30g, NMP(N-WE 3 Z &) 2l % 28% E Yol 1nlE H7)shar,
120CollA 7A17F 2 130Col A 3A1ZF ukgich, AL7kx] sk o] ¥3) Oﬂﬁ}om; FEAe Fristal, of

HEAE R &30, §715S U ERFoZ dxzAA &, st 5330, =53 UnxE Adgsta 2
g gRvEIYYE F3ste], N2-WE-5-EyEE o zvdyyd-2, 3-tjo}nl 0.28g€ AR,
Zhale| 1

2-(3-"gE|-5-2 2 =¥ d-2-d)-3-HE-6-ET EF L2 e-3 H-o]v|thx[4,5-b]F 2 d ] A=

54 38
EtS 1
HO | N SEt
H,N CF — N Xy O3
’ | ! 9 — 2=
P N N N/
HN" N /

7221 (856mg, 2.8mmol) ¥} 3-ofn| -2-wWHoln| o-5-E 7] Z 2 0 29 d] 2Tl (690mg)-S THF (5mL)oll -&3f
A71aL, Egelgolul(Inl), 4-tivl€oln]=d]2]d(683mg) 2 1-wE-2-F22y|guFolo]atiol=(1.1 g)&
TR AP, whE &S A2 30 wHkgE $of, 3AIF 7FE SR A27bR] W7ek $of &
S Hlskar, ofHEAMER oy ¥l FE3 Fo §7]58 dx, 5. £53% UHAE NP(GmL) o &3
A71a, p-EFAHEA(1.59)S FH7lsha, 150C°ﬂ*1 R AR TR = ] o S R= i R e I Ed =
Ay A2vtEadE Fdste], FA3 ojnthxd e (411mg, 32%, mp: 89-90T)S VULt

FJOF

T o R, 2-(3-HE 2-5-2 2 =9 T W-2-9)-3-d-6-H| BT 76 Zol P-3-o] vtk 2[4, 5-b] 2] W
S A48 (mp: 110-1127C).

2-(3-ol @A 2 Y-5-2. 2 =32 el-2-9)-3-W D —6-E 2| E 72 2ol d-34-o] vt} 2[4, 5-b] T 2] W o] A%
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[0468]

[0469]
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[0472]

[0473]

[0474]

[0475]

[0476]

[0477]

[0478]
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514 39
SEt SO,Et
— | 2 CF3 — /N . o~ CF3
1 / ¢ I N\
\ N /N = N /N N/

A7 Mg oz 53 oty Y (361mg, 0.776mmol)S oFAEALE (Gul) el A7) a, HEIFEE 3k}
Wl Z24k(455mg) & H7bslar, A-2oA 2417 o watgith, WS golo] FANSO(HE (HEAdTd) e da=) ¥
S H7bsta, s5% Fol Ayl ARviEadyE 3y, 543 dEA(378mg,

A3k Hglﬁgi, 2—(3—01]9*&2%—5—}135ﬁm‘a—2—%) -t E-6-H Eg}ZF o 2o el-31-0o] vt} [4,5-h] 1] g
T).
AAe 1

2-(3-NBAEI-5-AEEZ 2G| d-2-9)-3-2-6-HEL EF 2 =l B-30-o| v th=[4,5-CI¥ A (3FE  H
3 1-15)9 A=

354 40
SO,Et . SO,Et
— N X (_,F3 — N A CF3
I \ ¢ l _ \ ¢ | _
N /N N N /N N

A7) Mgew 5% AEA(1lmg, 0.22mol), AFErz® DA Efg nedE YEFIY mgd
DNF(2nL)e &a1417)31, $(400uL)& H7hch, ob=aatel, ol Few e Y E v sl 2 A8 eb(18 ne) & 4
AsaL, 100CelA 147 4G mgch, W gole Aeskd WA ¥, BEsa, A9 Azl 5

Q

[e)
ste], BAs AR I 2 (75mg, 82%)S DY)
ke 3

N-(5-Egj&F 2w d-2-otv g 9 d)-3-o| D ¥ 0 -5-A SR Z 2 -y F i itoln =9 Az

54 41

EtS
. =
F;C NH; EtS N H
Cecd T L
NH &
ITTP

| HOOC™ N

3ol HE] 9 -5- A F 22 20T ZAL230 ng) S Tl (2ul)o] ST, 1-5 == A W2 E 2o} (13ng, 0.1%
=)} EDC(1-o) ©-3-(3- U] o flo}v] e 2 2 91) 7w el o] v] = A 4H) (400mg, 2.0 & H/HQTh A&oA 1083
SERE ., 2-d ol - B B0 2 dobd 9 (200mg, 1.093) S A7kSka, thA] 2,543k ek wukgch,
O %, ASeiEE 89S Avhsel opMEACIYE FHn. 4/14e FGEFoR AxAn, §uE
sl AARL,  N-(-EZF0 2 Y-2-0h] | W3l )30 G E 054 F 22 2 8 -3] 29 o] =
[e2]

2-(3-o"E| o -5-AF2Z 2y d-2-U)-1-HE-5-E ZF o 2 e -1-d Zo]v|t}Ze] AYP3IgE HE7-
13)

- 137 -



[0480]

[0481]

[0482]

[0483]

[0484]
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[0486]

[0487]

[0488]
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3pep4] 42

- = | EtS
Fgc N N F3C N pr—
oLy 0
(0]
NH N N

N-(5-Eg|EFe2vd-2-olr =wdHd)-3- e o-5-A| S22 2 LI FAL = (470mg) & &
3, OFMEANL.5mL)E H7FPTE. 100ToA 1.5A1%F =< wxkgt), TLC & 929 2AS Fgels)
Q=
[e)

i, B& #HUbete] oA EAMER FE2Y. SRV ERS HUtsta 25, AEIHAE HUlste] &WlE Al A
3, A8 AZ2utEII A AA S, 2-(3-EE-5-AlER X2 LT H-2-U)-1-We-5-EEF 2 vdE
-1H-#l % o] m| T}Z(395mg, 81%)S LT,

Az 2

2-(3- @Ay d-5-Al 22 2249 g d-2-Y)-1-vE-5-EF EF e 2vd-1i-Hlzxe v & (sgE  ®Ha7-14),
2 2-(B-dEATd-5-AEREZEATEd-2-Y)-1-Hd-5-E EF 2 E-1H-Hlxo| v tZE (3 3HE
15)9] A=

3}3}4) 43

EtOS Ft0,S

F3C\©iN\ — FC
—" O T
\

’Z{?

2-(3-EE 2 -5- A FE2 X2 I g d-2-Y)-1-ve-5-EgZF ¢ v e-1H-H Zo|nt}Z(190mg) S oFA| EALY
(2nL)ol €3NA713, m-CPBA(WEIEZZ 2kl zAh) (185mg, 1.5% ) S A7 gt A2oA 1A7F 59k wwk
ok, TLCE 959 24& 3elstal, EQ3IERF 898 H7l5le] oA EMER &30, MU ER

S #rsta g4, AgstAas #Hrkste &E AASI, Ad AZvtEad A AHAse, 2-(3-dEdyd
-5-AERZ R AN Y U-2-9)-1-HEY-5-EgZF 2 2 E-1H-H %ot} (55mg, 30%), 2-(3-oldXAEY-5-A|F
Z2xaz9gd-2-9)-1-g-5-EFZF ¢ 2o el-1-H o) vt} (84mg, 45%)S L),

SFEEFeRMEIU-3-HER-2-&9] Ax

st 44
F;C | x F3C_ - NO;

P - |

N oH N oH
S-EEZ R 2 gy d-2-2(500 mg)S AH6mL)o] &aiA7) o, HHsHA ol EARS HIgT. deow
Se38ta, 1.5A17F B¢ wukdlk & 70CE 7Fgstka 443 Bet ﬂ‘h‘lt}. S #rlstal, oA EAER F
3. MY EFS HUtste g4, &l AATgo RN 5-EEF 2w Eyd-3-UER-2-8(426mg, %
oF 50%) S LUt
Zrald 5
3-otHe-5-EE] & ey g d-2-&2 A
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[0492]

[0493]

[0494]

[0495]

[0496]

[0497]

[0498]

[0499]

[0500]

[0501]

[0502]

[0503]

ZIHSd 10-2017-0095909

2414 45

FiC -~y NO2 F3C - NH;
» B | .
N~ TOH N~ "OH

S-EZ| R 2 YU-3-UER-2-2(420 mg)E oeh&ml)el &3lA17]a, E(ImL)ol 9 ASIAREF
(110mg, 1.09%)S A7k, Aol wnkstdA, AP (560mg, 5.09%) S H7bsta, 71d &7 o=
1.5AIF &t wwkgnh, dse] 2A4E gQlstal, AEolE ol o3 &% 55 AAYT. &uwE AAs L,
Ay 2RI A FAYY. -0 e-5-EgEF o2 d g d-2-2(102ng, 19%)<S ASUT}.

¥

-

N5 B2 570 2 WY -2-8] 5% A5 2] 9-3-2)-3-o D] o5 A S 2 235 Faojn| £0] A

HOOC™ N

3ol YE o5 A F2E 2D 2A(140 ng) S ARl L7 T, 1-8] =EAMEE 2|0} E (8ng, 0.1
)7 EC(215mg, 2.09%)E H7HACH AeolA 1087 wukd %, 3-obuwe-5-EelEse 2udnev-2-g
(100mg, 1.09%)2 A7ksha, thA] 2,547 ok wukdich, 989 &4 I8y, APy £ 3
Vse] opMEAER FEAT. F714¢ FHHEFOR AxA7IT, §UE AT AARC, N-(-EdE
79 2| 9-2-5] £ 8 A 5] 2] ©-3-91)-3-o Q¥ ©.-5-A] F 2 3 2 93] F R Akl = (132mg, 62008 Ae.

<
5
29

AA e 2
2-(3-dg€E -5-A S22 U-2-Y)-5-EFZTF L Z2HE-AEZ[5,4-b]FHHIFE HE 3-13)9 A

Pl

394 47
EtS EtS
=
H ‘ F;C RS N\ —
| o NS N
=
N SH

N-(5-EfZFQ0 2rd-2-3| == A1 2| d-3-U)-3-o| D E| Q-5- A F 2 Z 2 F -1 F P Abo}n] = (130mg) = E74
(ImL)oll faA17) 2, HALor EFAYEAA(270mg, 3.093), ol FHEAA M| 2~ (2-H|E Ao &) (240ng, 3
FE)E HUrekar, 50CE 7FEstHA 3A17E 59F nkglth. TLCE d87F 243 AS #Rlsty, &8 ¢,
SN EstE R FEYct. RV EFS HUkste g9, AYstAs Hrkste &vls AAsE, A9 AzvE
g A A, E5HE(64ng, 52%)S ASUTH.

AAe] 3

2-(3-d g X d-5- A EF2 X2V IU-2-4)-5-E ZF L 2E-SAZ2[5,4-b]FH9 AHEGEEE HIZ
3-15)
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[0504]

[0505]

[0506]

[0507]

[0508]

[0509]

[0510]

[0511]

[0512]

[0513]

[0514]

[0515]

[0516]
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5914 48

EtO,S

T ——— U<

2-(3-dEE| o -5-AF 2Tz 2 Y d-2-U)-5-EZFQ 2 rd-SALE 2 [5,4-b] 9 2] D (130mg, 1.093)S ofA
ExtolE (1nL) ol 88121712, m-CPBA(106mg, 2.59%)S 7o}, NioﬂH 3 5/\17} ot wytyth, TLCE ¢
59 24Es #9leta, ﬂg%ﬁﬂrﬁfa FE&NE HIbstar, ofAlEAME =Y. Y EFS HUsko
g, Aegras Hrletel &vlE AASL, HAd ARrtEgu] A WWE} 2-(3-old A EI-5-AF2Z
2492 d-2-Y)-5-EFEF L 2 E-SAIEZ 2 [5,4-b] 9 2] T (60mg, 94%)S AUt

A 9] 2-0lu|w—4-(EFZF L ZHEE 9)HE, 2-olnx4-EFZT Lo 2uds, 2-olun-4-HEFZ T Q Z
gyis, e N-vE-6-ErZFezvdyed-3 4-tjolvl o 2 HE Ay] AA e} FUd WHow  3gHE
HF8-12, 8-15, 8-18, ¥ 2-158 A xgr}.
Zkare) 7
S-EFZFeRvE-2-va2te-3-yERy| g do Az
344 49
F;C S NO, F;C x NO,
| e |
NT al N7 s
-FRE-5-EYEZEF 0 2rE-3-UEZY Y (500mg)S DMF(4nL)ell &aiA|7]|a, $33hIEF(150mg, 1.29F)

S 7M. Aol 3A%E Bk wkelal, TLCR AR £4S 9 F, BS HUistd oA EAER F
. PAUEFS Wrlete] g, Agbds Hrste] &uiE Arstal, Ad AmvkEIdv)olA Al
o 5-EgEF e 2ud-2-v 2 E-3-UEZ 92 d(193ng, 39%)S LA,

3-otn|-5-Ef EF e 2vE-2-v 20 e Az

544 50

F3C. -~ NO; F3C. -~ NH,
| _— |
N7 SH N7 SH

5-EfEF 2 E-2-m ENE-3-UEZV Y (190 mg)S oler&(2ml)ol &a|A17]a, E(0.5mL)el =<1 5kt

S (45mg, 19%)S H7FEICh Ao wnkshiaA, dE(240mg, 5.09%)S H7lste] EF3slolA 5547 &
oF wukgltl, TLCE Y89 A4S Folsta, AgtolE ojyte o8 F5& AANG. HAgstAs Hrlete] &
2 AAst, A4 ARaEIHINA A, 3-olnw-5-EfZ T e gvdg-2-v = En Y (70ng, 46
%) LAt

3o 9

e

N-(5-E g

i

Fezvd-2-v 24 ET g d-3-9)-3-dE| Q-5-A| F2 X 2Ly ZFUAlolu| = 9] AW
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[0517]

[0518]

[0519]

[0520]

[0521]

[0522]

[0523]

[0524]

[0525]

[0526]

[0527]

[0528]

ZIHSd 10-2017-0095909

544 51
EtS
a
F;C x NH, c g |
-
1 TN _— Fs I X N
N "SH HOOC N i

3-oHE|Q-5-AF2 22V FH H(96mg)S I d(1.5mL)oll &fA 7|2, 1-3=FAMEED o}Z(5mg, 0
2F), EDC(165mg, 2.49%)S H7psbar, Ao]x 2087F ek, v (2nl)ol %91 3-olne-5-Eg &7
2E-2-v 2292 d(70ng, 1.09%)S H7istal, A-2oA 4A17F B¢ wukglch, TICE 989 A4E &
A3k, BS bt oMAEAMNYER FETE. AV ERS HUlstd g5, &WE AASIAL, AF=9] N-
(5-Eg|EF o zvE-2-v 20 e d-3-4)-3-dHE| 0 -5- A F 222 A9 F ﬂ*}o}ul = (160 mg)E AAL}.

AAd 4
2-(3-ddE -5-A SR X2 P2 d-2-U)-5-E FF L 2HE-E| o} [5,4-b]F 2D 9] AF(FFE W3 5-13)

3}8p4] 52
EtS EtS
=
F;C N SN - | P N
| N S N
= 0
N~ "SH

AF=(crude) 2] N-(5-EgEF e mrg-2-m 23 Ev| 2] d-3-9)-3- 2 e -5-A| F R T2 -3 Fd topn| =
(160 mg)E NMP(1mL)oll &3fA]7]aL, P-EF A dEZ2H(115 mg)S H7Fske] 150TCoA 2413 B wHkalth, TLCE
A8 24E FRlsta, &5 FHUlsto] o EAERE F2q0. FAUEFS H7tete] &5, —EJEHP“% 3
7hetel BulE AAG, Axl AmntEIHINA GASte], 2-(3-AEE-5-AFRI R d-2-

S EF L2 d-ElohE[5,4-b] ¥ 21 H (64mg, 47%)S AUt

AAl 5

2-(3-dEAXI-5-AFEZZ2 GV P-2-YU)-5-EEZF 2 2rd-Fo}&[5,4-b19 DY AX(ZFE WE 5
15)

31814] 53

EtO,S,

T ——— "~

2-(3-EHE| e -5-A R xRy g d-2-4)-5-E EF 22| E-E|o}&[5,4-b] 9 W (55 mg)g oLH| EAtel "™
(ImL)ell &3fA)171aL, m-CPBA(82mg, 2.29%)S H7FAct). A2oA 1.5A17F S wwtgitt, 959 A4g 3kl
stal, EJSZMIUEF F89ES HUIsle ol EAER FEAT. MMUEFS HUbsHY E"K, A7
Artste &g AASI, AE IZRrfEHINA HAYY. 2-G-NEAXI-5-AIF 220 d-2-Y
5-EfZ 2o 2ug-tolZE[5,4-b] 3 2 W (15mg, 28%)S AT},

ZFard 10

6, 6-t]dFT U A (3-EFZ o2 doldal) o] A

- 141 -



[0529]

[0530]

[0531]

[0532]

[0533]

[0534]

[0535]

[0536]

[0537]

[0538]

SIHES 10-2017-0095909
384 54

F3C NH,
F3C\©:NOZ s s—s
a OzNQ HzNQ

CF,

4~EER e arE-2-UERZ2 2dA(2.0g)S DIF(15mL) ol &31A7]1aL, F3HUHEF(1.0g, 2.09%F)S A
ol A H7EEth, 5AIZF SoF muteta, TICE Y989 248 938ta, B8 H7ste] ol EAER &3},
w2l AAE(1.65g, £E<50%)S AUt 5 UHA] BPES oleE(1onl)ol &3iA71aL, & (Gul)ol| 5
Q1 AShFE(200 mg)S H7FATH ARolA wRkelHA, Hi(2.1g, #YH) S HUleta, 7tE SR o=

2AIZE B kgt 1 & AEo]E ot 9] a4S AANT. Ayt As HUkste &WE AAS, H

8 AZntEag T AAste], 6, 6-TAATLH| A (3-EEF 2 doldd) (274ng, 16%)E LATE.
Zard 11

- EE e -5-AERZR2AIFUL At AW

2]8}2] 55
EtS EtS _~
Jg - . |
HOOC N Cl10C N

- HE| 0 -5-AF2Z 2 AU FHAH(220 mg)S THF(ImL)ol &jA7]3L, DNFE E&vjo g2 H7Fgc. o &
A3}5 = (150mg, 1.29%) S A7bstar, A-&olA 547k 59k wikg B} SE AASIL 3ol HE-5-AF 2
T2AFAMN FGFIES A

Zard] 12
N-(2-((2-0}r|~4-Eg|Z R e 2rddd)tdud)-5-E8 220 2 d)-5-A S22 9 -3-o| D E| Q¥ Z YA
ofmj=o] AH
5814 56
FiC NH,
gs— N
S-S EtS. a =N
. | — = FC N
H,N caoc” N \CE 0
S—$
H,N
CF

OPO
e
>
N

132, Egeeoll(158mg, 4.0%9
7hskar, AdZelA 3413 F2t
T, Ag7HAds Hrlste] &HiE
srgd ) dad)-5-E &5

150mg®] 6,6-t] AT AR ~(3-EEF ez deldsd)E THF(1nL) el
F)e A7Her. 3 3-ddEe-s-AERIedEst daEe =29
WP &5 HUkete], oMEAMER FEAY. MUEFS H7tsko]
AAsaL, Ad AzmviEIdldA GaAlste], N-(2-((2-o|e=-4-EEF 2
Q29 d)-5-AF2Z2 -3~ HE| .7 F A bolu] = (134mg, 58%) 5 LA}
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[0539]

[0540]

[0541]

[0542]

[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

[0549]

[0550]
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AAd 6
2-(3-EE -5-A1 2 X 28y g d-2-U)-5-Eg ZF 2 E-HlZE|o}Z 9] AZ(ZFE WA 9-10)

F94 57
EtS / \
N EtS
F\C N FSCO:N\
T e ﬂ\NH
HN

FAO =(130 mg)E NMP(2mL)ol &3l|A17]131, of2E E97]35tel, FZTE(5lng,

53 E A7 EE‘J P—%??ﬂ*&%& A43}E(63mg, 1.59%H)S z47}o}; 150Col A 1A17F S9F nwg)

a A" R FE90. SR ERS FUtste] g, AEgbAS Hrtete] &viE

AAs L, A iiﬂ}ElﬂMcﬂW AAE], 2-(3-AdE o -5-NFRXTeA9gd-2-4)-5-EGZF o 2 E-
W ZE]o}Z(66mg, 79%)= AU},

o
i o
o
< -
%
ol
ol
2
O
e
é
F-.~

AA e 7
2-(3-gATd-5-A 2222 Ed-2-U)-5-EF E2 o 2rd-UxE o} AZ(JFE HE 9-12)

2514 58
. EtS EtO,S
F;C N\ — F3C N —
\ o N
S N / S }\1 J

2-(3-AEE o -5-A S22 2 P72 d-2-U)-5-E ZFF L 2| F-I=E]0}L (50 mg)S oM EArE (ImL) el 83
A 7)3, nCPBA(76mg, 2.29ek)S H7leta, ALo]A 2,547 Eob wulkgch, TLCE Yz A4S Felsh,
HR R UEF F84& F7tste] oMAEAER F23n. SMUERES Hrlete g5, dep7bas Hrtet
of 8m& AAstL, A" AzvtEIHI A AAlst, 2-(3-AEHdEd-5- ]%iiiéﬂﬂﬂﬂ—%)f)—Eﬂ
TR d-xEolE(15mg, 280)E AU

1-(4-H| EA A A)-3-HE 2-(5- 2 E] 9 -6-(3-WE-6-Eg ZF o 2w e-3-o|n|t}x[4,5-b] I g d-2-2)J -

5914 59

EtS EtS
FscﬁN@' Fsc\@[N — CO,Me
\ [ \
\ I \
N°N N / NN N / o
\ \ o L@*OM«%

2-(3-ogEl 2 -5-2 o= yg|d-2-Y)-3-HE-6-EgZF e 2 e-3-o]u|t} Z[4,5-b] ¥ 2] (1. 1g, 2. 4mmol) ,
89=87(1)(0.09g, 0.29%), IFAX(0.12g, 0.43F), TE2AWeEaedEAA02(0.68g, 1.29%), &
2 (3. 1g, 43%) S THF(48mL) ol &3lAI 713, 60°ColAl 1A]ZF &<k wHkgit),
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[0551]

[0552]

[0553]

[0554]

[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

[0561]

[0562]

[0563]

Wk 5, chAEAelE
aEETdRE FYstel, 1-(-TIEANL)-3

ZIHSd 10-2017-0095909

2 FEY0. PRIEROR AZE
| Z

-ve 2-(5-9 D ¥ 2-6-

(3-vWE-6-EgZF o 2v|gd-34-¢o|u|t}x[4,5-b]F FH-2-L) I H-3-L ) G2 o 2B 2 (1.4g) S AAT}.

e 2-(5-9"E2-6-(3-HE-6-ETZF 9
H

2wE-3i-o|n|th2[4,5-b ] HP-2-2) 9 2 H-3-Q ) o} A H o] E ]

3314 60
ﬁ o RS eN e CO,Me
R,
OMe NONOON
o] FTAHOE AFT WEAAHE(1.4g, 2.4mol)E ETZF Qo ZolAEAN10mL) o] &a|A]7]a, 50ToA 2
AZE o wnkdlY, w5 F, Ad A2eEOgdE sk, Wd 2-(5-d"HE-6-(3-HE-6-EYETFLE
W -3i-o]n|thz[4,5-b] 9 2l ©l-2-< ) 9] 2] -3~ ) o} A el 0] E(818mg, 82%) & ABUT}.
a1 15
He  1-(5-9"E e-6-(3-HE-6-Eg ZF e 2HE-3i-o|u|t}%[4,5-b] g d-2-d) ] D)-3-H AN FE2Z 2%
M52 g o] E
21314 61
EtS
>_©_/002Me N)_?%OZM«%
A\
ﬁ \_/

N N

\
old FAHORE AxF ofAEAle] ~H Z(818ng, 2.0mmol)E DMF(20mL)ol &ajA|7]aL, 1, 2-T]H 2 Ko ek(1.5g,
4= S FA7rEo. 1 3, 0C7HA WZskar, 60% NaH(160mg, 293%F) < i7}§ﬂu} 0ColA 1/\]J AL 3
AZE Fok adt &1 =29 HCl 8 Tl whsAS Mg, ofMEAlER & F R} EFS
2 AZxFPY. 7Y 53] 53 L}DW—E— A4 FzvtEay9E Y35t Uﬂ'a 1-(5-N & E] 2-6-(3-m &~

A 8

e 1-(5-dEgdxd-6-(3-ve-6-E8 =

R E(EYE HIE 11-2)

3}5}4] 62

blgEld-2-2)d g d)-3-U) A ZF2Z 2RI A o] E(700mg, 80%)E &

FL2vd-30-olv (4, 5-b]9 Fd-2-) HHd)-3- DA EEZE

EtS FiC
3C\(jN — CO,Me 3 | x N\ — £O:Me
| D N\ — \ /
N/ N\ N Y N N N

o) AR F5F ANFEIRWINS

Ao 28| 2 (510mg, 1.1mmol)E oA EAbE(10mL) o] &3|A]7]aL, 65%
mCPBA(670mg, 29%F)S H7Igh. 3A17F A2ollA ugk

T, FANSO, Egjddolils H7bstal, &miE s%3to]

TEE A Ay AmvEad s Faste], Md 1-G-elddrd-6-3-mE-6-EE S 7 o2 e -3
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[0564]

[0565]

[0566]

[0567]

[0568]

[0569]

[0570]

[0571]

[0572]

[0573]

[0574]

[0575]
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nthz(4,5-b]1 9 Fd-2-2) ) FH)-3-H A F 2 Z 2 AIHL A g o] E(530mg, 97 %)S At
AA¢ 9

1-(5- 94 £ 9-6-(3-ME-6-E B2 2r Y-8 n| k2 [4,5-b] W & H-2-Y) W B)-3-) A g2 = 235}
B4 AW (EEE wE 11-1)

3}5}4] 63

Etozs EtOZS

—————

o8 FEI ANFEEZZAIHEA ] ~E 2 (530mg, 1.1mmol)E WV (10mL)ol &a|A7]a, 15% F4b
—/F%—H(O 3g, 1.19%)<S 7. 40°C°M 2AIZE Fo wRksal, &S UMY, WEeS AlAg

HCIZ pH4Z2 APt oMHEMNNER F5 &, FFIUEFOR Axsta, &8s AA s
Fd-6-(3-HE-6-EYZF 2w d-31- o]ult}x 4,5-b]T ) d-2-¢) I ) -3- A EZZZ R}
2AH510mg, 99%)S LUt}

AAl4 10

1-(5-d g4 ¥ d-6-(3-Md-6-E2| S F 2 2rd-30-o|v|thx[4,5-b] ¥ g d-2-U) ¥ 2| )-3-L) A EEZT = @7}
Ao =9 AW (3EE M3 11-6)

3}5}4] 64

Etozs Emzq
oA FAHOR FEI AEZ2IZI2PIIEAA (530mg 1.1mmol)S THF(10mL)ol| &aAl7]ar, 93} A2 (160mg,
1.193) & A7Mgch, Ao 1A7F HoF wnk & g8 FsHea, aFzdlo|=2 (500mg, 90%) CMB} &
F AFE 2 glo] =(360mg, 0.76mmol)E 28% R UYol4=(5mL)ol|l AA H7Fgch. 1AZF AolA nEt 3 oA E
Aod2 & & EFgUEFOoR Axsha, %—%6} F53 UnAE 4Y d2vEadys £k,

O

1-(5-oled X d-6-(3-HE-6-ET ZF L2 E-3
E A Aol = (300mg, 87%) S AT,

—olv k2[4, 5-b] 9] 2] ¥-2-2) 3] 2] ©1)-3-2 ) A| Z & T & 37}

AAld 11

1-(5-ol 22 X d-6-(3-rE-6-E EF 22 E-3H0-°| F|tp==[4,5-b] ¥ 2| d-2-4) ¥ 2| D )-3-D) A E 2 Z 297}
HUEZY AW (35E W3E11-13)

37514 65

EtOZS EtO,S

\Y
P NN Y

ol FAOR FEI AFEIZRIIEAAOH =(300mg, 0.66mmol)ZS DMF(2mL)ol &3IA71aL, A3}
< oF Rk F ¥3} FXGFE Ut oMEAMEE & 5
TR EFoR Axsta, 53t 53 UnAE Y A2vEIYAE 5], 1-(5-ol8Adxd-6-
ZF e 2w g-3i-oln vt [4,5-b] 9 Bl H-2-) I g ) -3- A SR L2 R H Y EL (150mg, 52
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[0576]

[0577]

[0578]

[0579]

[0580]

[0581]
[0582]

[0583]

[0584]

[0585]

[0586]
[0587]

[0588]
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%) ATt

FTAY 2-olueA4-(EfZF e 2YEE )dE, T N-HE-6-EfZF e a2dEy g -3 4-tjolHl o 25 E
A7) AAeer e o F3tE HE 18-173, 3& Axdrk

ZFard 16

We 3-(5-o| YE] $-6-(3-WE-6-EF ZF o Zr|d-31-o|n|t}x[4,5-b] 7] gl H-2-2) 7] gl l-3-Y ) o} T L F o] E 9]
H

2-(3-9"E| -5-8 2 = g d-2-)-3-HE-6-Eg| FF e 2 e-3i-o| |t} [4,5-b] F 2] 1 (1700 mg)ol, o} H
A W (630 mg), SFHIEAF ZEE(11)(82 mg), ETl(0-EZ)EX23(220 mg), N N-fo]iAXzHodolxy]

mg), THEEEI=(36mL)E H7Fste] o= X8k & 90TelA 3AIZF &k wwkgeh, whg E3ES A
27MA Yzhet &, BS FUsla, oM EAER &5, X3 SR §U5S AAAY. fU5E Tl
UEFo® Axsti, st w53, 53 A& de7hd 244 a=2aeEada s s3], w4
3-(5-NEE|2-6-(3-ME-6-E| EF 22 e -3l-o]n|thx[4,5-b] F g d-2-) J] 2| d-3-¢) o} T H & o] E(1100
mg)E AU},

AT g3 159-161T

Zrard 17

e 2-(5-oEE 2-6-(3-ME-6-Ed & F 2w E-Si-olnthx[4,5-b] ¥ g d-2-) ¥ ) -3-D) AN F= 223
7 o] B Alx

31544 67
EtS EiS

Fi;C
3\/\:\/_\\ —_— F*C/|N\>(\/\>

N \ N COMe \N N\ N= CO,Me
Eugdd FAgolo] Qurto] =(26 mg), DMSO(HIHEAZAI=)(0.6mL)Y Z3F e, F43 YEF(6 ng)S
ZVetaL, Aeslo A 30%7F wukgth, 3 Qo] o]d FAHOE A% o AH EZ(50mg), THF(0.6mL)<] %ﬂ
|AG 0TColA H7bshar, 2083 kst & A2olA 3A3F Fob wRkgt. W4eE FU1ska, oAl EAb |
FE, X3 AAFE fU5E AFIAY. fU5S TR ERoR Axsta, AdstlA 5. T:?&
L}UM—E— *‘Fﬂﬂﬂ‘ A% 1@}51?414 53] 6}0% Uﬂ% 2-(5-9 2 E| 2 -6-(3-ME-6-EF ZF ¢ 2vd-3[-0]

B4 84 118-120TC
AAle 12

e 2-(5-ANEHELd-6-(3-HE-6-Eg| ZTF e 2 e-3l-o| v thx([4,5-b] ¥ B d-2-) F 2| d)-3-) A FR T2
A7t o) ES] A2 (3FTE H511-82)
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u]F A #H 2|7k (Myzus persicae)dl thEh BA7 A1F

A7 8em, ¥l 8cm®] TelrE TEO] WFE i wFs
1= o gukAl(1)oZ Vel =3 Bad 3

& TEO| AL wFe] Pl ¥

Aol 247k wiFel] 7| AEE v S EA Tt 73

7] A 7150 weh wgo.

=
Ry
fn

84 1

HRZbF=1 00— {(TXCa) / (TaXxXC)} X100

Ta: A2]7-¢] X A 7|85

- WA 7F 99%~90%

A 7} 89%~80%

o o W =

- WA 7Y 79%~50%

o Az, B oug sgtEe 1-15, 1-16, 1-18, 2-15, 3-13, 3-15, 5-13, 5-15, 7-13, 7-14, 7-15, 8-10, 8-
12, 8-15, 8-16, 8-18, 9-10, 9-12, 11-1, 11-2, 11-3, 11-6, 11-10, 11-13, 11-14, 11-16, 11-27, 11-50,
11-53, 11-60, 11-68, 11-73, 11-80, 11-81, 11-82, 11-86, 11-93, 11-94, 11-96, 11-131, 11-140, 11-141,
11-148, 12-1, 12-2, 12-6, 12-13, 18-1, 18-2, 18-6, 18-13, 18-161, 18-162, 18-166, 18-173, 18-174, 18-
176, 18-187, 18-210, 18-211, 18-213, 18-220, 18-221, 18-228, 18-233, 18-234, 20-2, 20-21, 20-22, 20-
24, 20-26, 20-39, 20-41, 20-42, 20-44, 20-45, 20-46 % 20-532, A9 A4S e

A4 2.
godgdx~ ~Egoldi}(Laodelphax striatella)d] thdk &= Al
2 oo dukl(Dez Yeld 3 543 3385 e O 95
I oFdo] B AA(EF: YEntE)DS 3027 IA A, A3 T
et 338 72 10vtey HE:S o *UUHE w3, HAE 8

A

o] @1 E]rorﬂl,ﬂ—}\ )\Eg]o],
H O =4 %
Homne gdstel, AR 19 94 A%l whet 94 A,

ZA} O}i’ . BAASES 7]

84 2

HEHASE (%) - (FXelT* =8 - XMl 4EE) %100
(FXel+ HEE)

o Az, B ouy osghge] 1-15, 1-16, 1-18, 2-15, 3-13, 3-15, 5-13, 5-15, 7-13, 7-14, 7-15, 8-10, 8-
12, 8-15, 8-16, 8-18, 9-10, 9-12, 11-1, 11-2, 11-3, 11-6, 11-10, 11-13, 11-14, 11-16, 11-27, 11-50,
11-53, 11-60, 11-68, 11-73, 11-80, 11-81, 11-82, 11-86, 11-93, 11-94, 11-96, 11-131, 11-140, 11-141,
11-148, 12-1, 12-2, 12-6, 12-13, 18-1, 18-2, 18-6, 18-13, 18-161, 18-162, 18-166, 18-173, 18-174, 18-
176, 18-187, 18-210, 18-211, 18-213, 18-220, 18-221, 18-228, 18-233, 18-234, 20-2, 20-21, 20-22, 20-
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24, 20-26, 20-39, 20-41, 20-42, 20-44, 20-45, 20-46 2 20-53, Ae] AL JEHIL.

Add 3. EFd g2 298 (Plutella xylostella)d] tg A& A&

ﬂ%=@%ﬂ~%$%ﬂAiNi*ﬂﬂv1*%é WARSte] AFEAIZ1aL, WAL 290 ol 4bet o] B2 wiF AAS
2 o] duk()og Y F3 543 SRES 8 AweR st 9AlE 500ppmel 3] Algk ofdle] oF
30%37F AASL, T Fo 25T Ao A}, ofdl HA 6 Fo F3lE 45 ZASIL, 7] A
s Ale&S AFEs, Al 19 A 71 o FAS AAIGY. 15 109k] 3AA GED .
74 3

2xXe| 7 2318 5 - M2l Bis 5
BHAMSE (%) = x100

BxXalT 8255 5

o Ay, B oy 33Ee] 1-15, 1-16, 1-18, 2-15, 3-13, 3-15, 5-13, 5-15, 7-13, 7-14, 7-15, 8-10, 8&-

12, 8-15, 8-16, 8-18, 9-10, 9-12, 11-1, 11-2, 11-3, 11-6, 11-10, 11-13, 11-14, 11-16, 11-27, 11-50,
11-53, 11-60, 11-68, 11-73, 11-80, 11-81, 11-86, 11-93, 11-94, 11-96, 11-131, 11-140, 11-141, 11-148,
12-1, 12-2, 12-6, 12-13, 18-1, 18-2, 18-6, 18-13, 18-161, 18-162, 18-166, 18-173, 18-174, 18-176, 18-
187, 18-210, 18-211, 18-213, 18-220, 18-221, 18-228, 18-233, 18-234, 20-2, 20-21, 20-22, 20-24, 20-26,
20-39, 20-41, 20-42, 20-44, 20-45, 20-46 = 20-53&, A2l &AE& YEiT.

B9y o8I
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