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1.004 H F H H H Cl
1.005 H F H H Cl Cl
1.006 H F H H Ph H
1.007 H F H H Ph Cl
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1.009 H F H H Me H
1.010 H F H H Me Cl
1.011 H F H H Me F
1.012 Me H H H H H
1.013 Me K H H H H
1.014 Me F H H Cl

1.015 Me F H H H Ci
1.016 Me F H H Cl Ci
1.017 Me F H H H F
1.018 Me F H H Ph H
1.019 Me F H H Ph Cl
1.020 Me F H H Ph F
1.021 Me F H H Me H
1.022 Me F H H Me Cl
1.023 Me F H H Me F
1.024 Et H H H H H
1.025 Et Cl H H H H
1.026 Et Cl H H Cl H
1.027 Et Cl H H H Cl
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LB %5 R’ R’ R;* R;* R, | Ry
1.028 Et Cl H H Cl Cl
1.029 Et Cl H H H F
1.030 Et Cl H H Ph H
1.031 Et Cl H H Ph Cl
1.032 Et Cl H H Ph F
1.033 Et Cl H H Me

1.034 Et Cl H H Me Cl
1,035 Et C1 H H Me F
1.036 H F F H H

1.037 H F H F H H
1.038 Me H F H H H
1.039 H H F H H H
1.040 K H F H H H
1.041 Me H Cl H H H
1.042 H H Cl H H H
1.043 K H Cl H H H
1.044 Me H H F H H
1.045 H H H F H H
1.046 K H H ¥ H H
1.047 Me H H Cl H H
1,048 H H H Cl H H
1.049 K H H Cl H H
1.050 K F H H H H
1.051 Me Cl H H H H
1.052 H Cl H H H H
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[0051]
L6 %5 R’ R R R,’ R, Ry
2.001 H H H H H H
2.002 H F H H H H
2.003 H F H H Cl H
2.004 H F H H H Cl
2.005 H F H H Cl Cl
2.006 H F H H Ph H
2.007 H F H H Ph Cl
2.008 H F H H Ph F
2.009 H F H H Me
2.010 H F H H Me Cl
2.011 H F H H Me F
2.012 Me H H H H
2.013 Me F H H H H
2.014 Me F H H Cl H
2.015 Me F H H H Cl
2.016 Me F H H Cl Cl
2.017 Me F H H H F
2.018 Me F H H Ph H
2.019 Me F H H Ph Cl
2.020 Me F H H Ph F
2.021 Me F H H Me H
2.022 Me F H H Me Cl
2.023 Me F H H Me F
2.024 Et H H H H
2.025 Et Cl H H H H
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%5 R’ R R;® R,® Ry’ R,
2.026 Et Cl H H Cl H
2.027 Et Cl H H H Cl
2.028 Et Cl H H cl Cl
2.029 Et Cl H H H F
2030 Et Cl H H Ph H
2.031 Et Cl H H Ph Cl
2.032 Et Cl H H Ph

2.033 Et Cl H H Me H
2.034 Et Cl H H Me Cl
2.035 Et Cl H H Me F
2.036 H F F H H H
2.037 H F H F H H
2.038 Me H F H H H
2.039 H H F H H H
2.040 K H F H H H
2.041 Me H Cl H H H
2.042 H H Cl H H H
2.043 K H Cl1 H H H
2.044 Me H H F H H
2.045 H H H F H H
2.046 K H H F H H
2.047 Me H H Cl H H
2.048 H H H Cl H H
2.049 K H H Cl H H
2.050 K F H H H H
2,051 Me Cl H H H H
2.052 H Cl H H H H
2.053 K Cl H H H H

[0053] 3. AKX ()KL AW, HrpxfURCH, MRFEAS, ROFIR S AR A, HRMUE
A
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[0054]

[0055]
Eh %5 R R’ R, R,* R, R,’ R?
3.001 H H H H H H H
3.002 H F H H H H Me
3.003 H F H H Cl H H
3,004 H F H H H Cl Me
3.005 H F H H Cl Cl Me
3.006 H F H H Ph H Me
3.007 H F H H Ph Cl H
3.008 H F H H Ph F H
3.009 H F H H Me H H
3.010 H F H H Me Cl Me
3.011 H F H H Me F Me
3.012 Me H H H H H Me
3.013 Me F H H H H H
3.014 Me F H H Cl H H
3.015 Me F H H H Cl Me
3.016 Me F H H Cl Cl Me
3.017 Me F H H H F Me
3,018 Me F H H Ph H H
3.019 Me F H H Ph Cl H
3.020 Me F H H Ph F H
3.021 Me F H H Me H H
3.022 Me F H H Me Cl Me
3.023 Me F H H Me F H
3.024 Et H H H H H Me
3.025 Et Cl H H H H Me

[0056]
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3.026 Et Cl H H Cl H Me
3.027 Et Cl H H Cl Me
3.028 Et Cl H Cl cl Me
3.029 Et Cl H H H F Me
3.030 Et Cl H H Ph H
3.031 Et Cl H H Ph Cl H
3.032 Et Cl H H Ph F H
3.033 Et Cl H H Me H H
3.034 Et Cl H H Me Cl H
3.035 Et Cl H H Me F Me
3.036 H F F H H H H
3.037 H F H F H H H

[0057] 4. AR IR (D) &4, Hdh xfRERCH, AR AL, RPRIR % A 18R AL, IF ALR*R

KA

[0058]
EHRT R' R’ R;® R,® R’
4.001 H H H H H
4.002 H F H H H
4.003 H H H F
4.004 H F H H Cl
4.005 H F H H Me

[0059] N
4.006 H Cl H H H
4.007 H Cl H H F
4.008 H Cl H H Cl
4.009 H Cl H H Me
4.010 Me H H H H
4.011 Me F H H H

14
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EH %5 R! R® R’ R, R’
4.012 Me F H H F
4.013 Me F H H Cl
4.014 Me cl H H
4.015 Me Cl H H F
4.016 Me Cl H H Cl
4.017 Me Cl H H Me
Looeo] 4.018 Et H H H H
4.019 Et F H H H
4.020 Et Cl H H H
4.021 Et F H H Me
4.022 Et Cl H H Me
4.023 H F F H H
4.024 H F H F H
[0061] 5. AR HR(D KA, H xR CH, MUEKAS  RPAIR & AR A, I HRAR
KA
[0062]
R;* R, R’
H H H
H H H
H H H Cl
[0063] 5.005 H F H H E
5.006 H Cl H H H
5.007 H Cl H H F
5.008 H Cl H H Cl
5.009 H Cl H H Me
5.010 Me H H H H

15
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EHH5 R' S R;° R, R’
5.011 Me F H H H
5.012 Me F H Cl
5.013 Me Cl H H
5.014 Me cl H H F
5.015 Me Cl H H €l
5.016 Me cl H H Me
L0064] 5 417 Et H H H H
5,018 Et F H H H
5.019 Et cl H H H
5.020 Et F H H Me
5.021 Et Cl H H Me
5.022 H ¥ F H H
5.023 H F H F H

[0065] 26 A K (D)I1L &4, Hrbx A RCH, MUEA6, RO RPAIR S [ ARF A IE HR?
RERA:

[0066]
R/’ R, R’
H H H
H H H
H H Me
H H Et

[0067] :i :i :fe
H H Me
H H Et
H H H
H H Me
H H H

16
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ZH %5 R R® R,* R, R’
6.012 Me F H H Me
6.013 Me ) H H Et
6.014 Me Cl H H
6.015 Me Cl H H Me
6.016 Me Cl H H Et
6.017 Me H H H Me
6.018 Et H H H H
6.019 Et H H H Me

L0068 ] 6.020 Et H H H Et
6.021 Et F H H H
6.022 Et F H H Me
6.023 Et F H H Et
6.024 Et Cl H H H
6.025 Et Cl H H Me
6.026 Et Cl H H Et
6.027 H F F H H
6.028 H ¥ H F H

[0069] 7 AR A (DM AEY, Hrhx AR CH, MRFRAS, ROFIR % B AR A AL H

B, ARMCHREL:

[0070]
EHRT R R’ R, R,® R’
7.001 H H H H H
7.002 H F H H H

[0071] 7.003 H F H H Me
7.004 H F H H Et
7.005 H H H H Me
7.006 H Cl H H H

17




CN 103827102 B W OB B 16/117 1

4 %5 R R® R’ Ry’ R’
7.007 H Cl H H Me
7.008 H (8]} H H Et
7.009 Me H H H
7.010 Me H H H Me
7.011 Me F H H H
7.012 Me F H H Me
7.013 Me F H H Et
7.014 Me Cl H H H
7.015 Me Cl H H Me
7.016 Me Cl H H Et
[0072] 7.017 Me H H H Me
7.018 Et H H H H
7.019 Et H H H Me
7.020 Et H H H Et
7.021 Et F H H H
7.022 Et F H H Me
7.023 Et F H H Et
7.024 Et Cl H H H
7.025 Et Cl H H Me
7.026 Et Cl1 H H Et
7.027 H F F H H
7.028 H F H F H

[0073] &8 AR (D)KL AW, o xRFRCH, MUERAT, RPFIR S FACER A, I HRAMY
FEA-

[0074]

[0075]

18



CN 103827102 B 17/117 B
EHGF | R R R;® R,’ R’
8.002 |H H H H Me
$.003 H H H H Ph
8.004 H H H H SMe
8.005 H H H H
8.006 H F H H Me
8.007 H F H H Ph
8.008 H F H H SMe
8.009 H Cl H H H
$.010 H Cl H H Me
8.011 H Cl H H Ph
8.012 H Cl H H SMe
8.013 Me H H H H
8.014 Me H H H Me
8.015 Me H H H Ph
8.016 Me H H H SMe
8.017 Me F H H H
8.018 Me F H H Me

Loo76] 8.019 Me F H H Ph
$.020 Me F H H SMe
$.021 Me Cl H H H
8.022 Me Cl H H Me
8.023 Me Cl H H Ph
8.024 Me Cl H H SMe
8.025 Et H H H H
8.026 Et H H H Me
8.027 Et H H H Ph
8.028 Et H H H SMe
8.029 Et F H H H
8.030 Et F H H Me
8.031 Et F H H Ph
8.032 Et F H H SMe
8.033 Et Ci H H H
8.034 Et Cl H H Me
8.035 Et Cl H H Ph
8.036 Cl H H SMe

19




CN 103827102 B W OB B 18/117 T

%5 ; R' R* ‘ R ‘ R, ‘ R’
[0077] 8.037 |H F F H H
$.038 H F H F H

[0078] 9 AR I (1) LA M0, b xR CH, MURAS, REFIR' % AR AL I HRAR
R

[0079]
L4 %5 R' R® R R,’ R’
9.001 H H H H H
9.002 H H H H Me
9.003 H H H H Ph
9.004 H H H H SMe
9.005 H ¥ H H H
9.006 H ¥ H H Me
9.007 H F H H Ph
9.008 H F H H SMe
9.009 H Cl H H H
9.010 H Cl H H Me

[ooso] 9.011 H Cl H H Ph
9.012 H Cl H H SMe
9.013 Me H H H H
9.014 Me H H H Me
9.015 Me H H H Ph
9.016 Me H H H SMe
9.017 Me F H H H
9.018 Me ¥ H H Me
9.019 Me ¥ H H Ph
9.020 Me F H H SMe
9.021 Me Cl H H H

20



A3

Nid

CN 103827102 B HH 19/117 ¢
EH %5 R! R® R’ R, R’
9.022 Et H H H H
9.023 Et H H Me
9.024 Et H H H Ph
9.025 Et H H H SMe
9.026 Et F H H H
9.027 Et F H H Me

[0081] 9.028 Et F H H Ph
9.029 Et F H H SMe
9.030 Et Cl H H H
9.031 Et Cl H H Me
9.032 Et Cl H H Ph
9.033 Et Cl H H SMe
9.034 H F F H H
9.035 H F H F H

[0082] % 10: AR (DMAE Y, H o XARERCH, MRFRAY, RORIR' & AR A, 3+ HR*K

KA

[0083]
EH % R! R® R’ R, R’
10.001 H H H H H
10.002 H H H H Me
10.003 H H H H Ph
10.004 H H H H SMe

0084] 10.005 H F H H H
10.006 H F H H Me
10.007 H F H H Ph
10.008 H F H H SMe
10.009 H Cl H H H
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CN 103827102 B HH 20/117 7T
o R R® R;® R, R’
16.010 H Cl H H Me
10.011 H Cl H Ph
10.012 H €l H H SMe
10.013 Me H H H H
10.014 Me H H H Me
10.015 Me H H H Ph
10.016 Me H H H SMe
10,017 Me F H H H
10,018 Me F H H Me
10.019 Me F H H Ph
10:020 Me F H H SMe
10.021 Me 1 H H H
10.022 Me Cl H H Me
10.023 Me Cl H H Ph
L0085 10.024 Me Cl H H SMe
16.025 Et H H H H
10.026 Et H H H Me
10.027 Et H H H Ph
10.028 Et H H H SMe
10.029 Et F H H H
10.030 Et F H H Me
10.031 Et F H H Ph
10.032 Et F H H SMe
10.033 Et Cl H H H
10.034 Et 1 H H Me
10.035 Et Cl H H Ph
10.036 Et Cl H H SMe
14037 H F F H H
16.038 H F H F H
[0086]  F11:A&KM(DMILA, o xfRERCH, MEFKALO, ROFIR'FH HAAERA, JF AR
AR
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CN 103827102 B AA 21/117 T

[0087]
%4 %5 R’ R’ R’ R;* R’
11.001 H H H H H
11.002 H H H H Me
11.003 H H H H Ph
11.004 H H H H SMe
11.005 H F H H H
11.006 H F H H Me
11.007 H F H H Ph
11.008 H F H H SMe
11.009 H cl H H H
11.010 H Cl H H Me
11.011 H Cl H H Ph
11.012 H Cl H H SMe
11.013 Me H H H H

[0088] . _
11.014 Me H H H Me
11.015 Me H H H Ph
11.016 Me H H H SMe
11.017 Me F H H H
11.018 Me F H H Me
11.019 Me F H H Ph
11.020 Me F H H SMe
11.021 Me cl H H H
11.022 Et H H H H
11.023 Et H H H Me
11.024 Et H H H Ph
11.025 Et H H H SMe
11.026 Et F H H H
11.027 Et F H H Me

23




i

B

CN 103827102 B HH 22/117 1T
o | R! R® R;® R, R’
11.028 Et F H H Ph
11.029 Et F H H SMe
11.030 Et Cl H H H
[0089] 11.031 Et Cl H H Me
11.032 Et Cl1 H H Ph
11.033 Et Cl H H SMe
11.034 H F F H H
11.035 H F H F H

[0090]  F12: AKX (DK AEY, L xfLRCH, MURALL RPAR S FAAEREA, I HR?

KA

[0091]

[0092]
%l %05 R I§ Ry’ R,* R" R’
12.001 H H H H H H
12,002 H F H H H H
12.003 H F H H H Me
12.004 H F H H Me H
12.005 H F H H Me Me
12.006 H Cl H H H H
12.007 H 1 H H H Me
12.008 H Cl H H Me H
12.009 H Cl H H Me Me
12.010 H H H H Ph H
12.011 H H H H Ph Me
12.012 H F H H Ph H
12.013 H F H H Ph Me
12.014 H Cl H H Ph H
12.015 H Cl H H Ph Me

[0093]

24



CN 103827102 B W OB B 23/117 T

%5 R’ R* R R, R’ R
12.016 H H H H Me H
12.017 H H H H H Me
12.018 H H H H Me Me
12.019 Me H H H H H
12.020 Me F H H H H
12.021 Me F H H H Me
12.022 Me F H H Me H
12.023 Me F H H Me Me
12.024 Me Cli H H H H
12.025 Me Cl H H H Me
12.026 Me €l H H Me H
12.027 Me Ci H H Me Me
12.028 Me H H H Ph H
12.029 Me H H H Ph Me
12.036 Me F n H Ph H
12.031 Me F H H Ph Me
12.032 Me Cl H H Ph H
12.033 Me Cl H H Ph Me
12.034 Me H H H Me H
12.035 Me H H H H Me
12:036 Me H H H Me Me
12.037 Et H H H H H
12.038 Et F H H H H
12.039 Et | H H H Me
12040 Et F H H Me H
12.041 Et E n H Me Me
12.042 Et Cl H H H H
12.043 Et €l H H H Me
12.044 Et Cl n H Me H
12.045 Et H H H Ph H
12.046 Et H H H Ph Me
12.047 Et F H H Ph H
12,048 Et F H H Ph Me
12.049 Et Cl H H Ph H
12.050 Et Cl H H Ph Me
[0094]
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CN 103827102 B W OB B 24/117 T

EH&F R' R’ R,’ R, R’ R
12.051 Et H H H Me H
12.052 Et H H H H Me
12.053 Me H H H Me Me
12.054 H F F H H H
12.055 H F H F H H

[0095]  F13: AR (DKILAY, HrhxfQRCH, MUFAL2, RPFIR' & HACE A, IF HR?
REA:

[0096]

[0097]
EH %5 R’ R’ R/* R, R’ R’
13.001 H H H H H Me
13.002 H F H H H Me
13.003 H F H H Me Me
13.004 H Cl H H H Me
13.005 H Cl H H Me Me
13.006 H H H Ph Me
13.007 H F H H Ph Me
13.008 H Cl H H Ph Me
13.009 H H H H H Me
13.010 Me H H H H Me
13.011 Me F H H H Me
13.012 Me H H H Me Me
13.013 Me F H H Me Me
13.014 Me Cl H H H Me
13.015 Me Cl H H Me Me
13.016 Me H H H Ph Me
13.017 Me E H H Ph Me
13.018 Me 1 H H Ph Me

[0098]
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CN 103827102 B W OB B 25/117 T

RHl%5 R' § R;® R;® R’ R*

13019 Et F H H H Me
13.020 Et F H H Me Me
13.021 Et Cl H H H Me
13.022 Et H H H Ph Me
13.023 Et ¥ H H Ph Me
13.024 Et Cl H H Ph Me
13.025 Et H H H H Me
13.026 Me H H H Me Me
13.027 Et Cl H H Me Me
13.028 H F F H H H

13.029 H F H F H H

[0009]  F14: AR (DKAEY, L xfLRCH, MURALS, RPAR S FIAEREA, I HR?
RERA:

[0100]

[0101]
4 %% R R’ R;¢ R, Ry’ R,
14.001 H H H H H H
14.002 H H H H H Cl
14.003 H H H H H F
14.004 H H H H H Me
14.005 H H H H F H
14.006 H H H H F Cl
14.007 H H H H F F
14.008 H H H H F Me
14.009 H H H H cl H
14.010 H H H H cl F
14.011 H H H H Cl Cl
14.012 H H H H Cl Me

[0102]
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CN 103827102 B W OB B 26/117 T

K GT R' R* R’ R,’ Ry’ R,
14.613 H H H H Me H
14.014 H H H H Me Cl
14.015 H H H H Me F
14.016 H H H H Me Me
14.017 H H H H Ph H
14.018 H H H H Ph Cl
14.019 H H H H Ph F
14.020 H H H H Ph Me
14.021 H F H H H H
14.022 H F H H H C1
14.023 H F H H H F
14.024 H F H 0 H Me
14.025 H E H H F H
14.026 H F H H F F
14.027 H F H H F Cl
14.028 H F H H F Me
14.029 a F H H Cl H
14.030 H F H H Cl Cl
14.031 H F H H C1 F
14.032 H F H H Cl Me
14,033 H F H H Me H
14.034 H F H H Me Cl
14.035 H F H H Me F
14.036 H | H H Me Me
14.037 H F H H Ph H
14.038 H F H H Ph Cl
14.039 H E H H Ph F
14.0490 H F H H Ph Me
14.041 H Cl n H H H
14.042 H Cl H H H Cl
14.043 H Cl H H H F
14.044 H Cl H H H Me
14.045 H Cl H H F H
14.046 H Cl H H F Cl
14.047 H Cl H H F F
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CN 103827102 B W OB B 27/117 T

[0103]
EH BT R' R’ R/* R, R/ R,
14.048 H Cl H H ¥ Me
14.049 H Cl H H Cl H
14.050 H Cl H H Cl1 F
14.051 H Cl H H Cl Cl
14.052 H C1 H H Cl Me
14.053 H Cl H H Me H
14.054 H Cl H H Me Cl
14.055 H Cl H H Me ¥
14.056 H Cl H H Me Me
14.057 H Cl H H Ph H
14.058 H Cl H H Ph Cl
14.059 H Cl H H Ph F
14.060 H Ci H H Ph Me
14.061 Me H H H H H
14.062 Me H H H H Cl
14.063 Me H H H H F
14.064 Me H H H H Me
14.065 Me H H H F H
14.066 Me H H H F cl
14.067 Me H H H K F
14.068 Me H H H F Me
14.069 Me H H H Cl H
14.070 Me H H H C1 F
14.671 Me H H H Cl Cl
14.072 Me H H H Cl Me
14.073 Me H H H Me H
14874 Me H H H Me Cl
14.075 Me H H H Me F
14.076 Me H H H Me Me
14.077 Me H H H Ph H
14.078 Me H H H Ph Cl
14.079 Me H H H Ph E
14.080 Me H H H Ph Me
14.081 Me F H H H H
14.082 Me E H H H Cl
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CN 103827102 B W OB B 28/117 T

[0104]
EH BT R' R’ R R, R/ R,
14.083 Me F H H H K
14.084 Me F H H H Me
14.085 Me F H H F H
14.086 Me F H H F Cl
14.087 Me F H H F F
14.088 Me F H H F Me
14.089 Me E H H Cl H
14.090 Me F H H Cl F
14.091 Me F H H Cl Cl
14.092 Me F H H Cl Me
14.093 Me F H H Me H
14.094 Me F H H Me Cl
14.095 Me H H Me F
14.096 Me F H H Me Me
14.097 Me F H H Ph H
14.098 Me E H H Ph Cl
14.099 Me F H H Ph F
14.100 Me F H H Ph Me
14.101 Me Cl H H H H
14.102 Me Cl H H H Cl
14.103 Me Cl H H H F
14.104 Me Cl H H H Me
14.105 Me Cl H H F H
14.106 Me Cl H H Cl
14.107 Me Cl H H F F
14,108 Me Cl H H F Me
14.189 Me Cl H H Cl1
14.110 Me Cl H H Cl1 F
14.111 Me Cl H H Cl Cl
14.112 Me Cl H H Cl Me
14.113 Me ¢l H H Me H
14.114 Me Cl H H Me Cl
14.115 Me Cl H H Me F
14.116 Me Cl H H Me Me
14.117 Me Cl H H Ph H
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CN 103827102 B W OB B 29/117 T

[0105]

EH BT R' R’ R R, R/ R,
14.118 Me Ph ¢l
14.119 Me H H Ph F
14.120 Me H H Ph Me
14.121 Et H H H H H
14.122 Kt H H H H Cl
14.123 Et H H H H F
14.124 Et H H H H Me
14.125 Et H H H F H
14,128 Et H H H F Cl
14.127 Et H H H K F
14.128 Et H H H F Me
14.129 Et H H H Cl H
14.130 Et H H H Cl F
14.131 Et H H H Cl Cl
14,132 Et H H H Cl1 Me
14,133 Et H H H Me H
14.134 Et H H H Me Ci
14.135 Et H H Me F
14.136 Et H H Me Me
14.137 Et H H Ph H
14.138 Et H H Ph Cl
14.139 Et H H Ph ¥
14.140 Et H H Ph Me
14.141 Et H H H H
14.142 Et H H H Cl
14,143 Et H H H F
14.144 Et H H H Me
14.145 Et H H F H
14.146 Et H H F Cl
14.147 Et H H F E
14.148 Et H H F Me
14.149 Et H H Cl H
14.150 Et H H Cl F
14.151 Et H H Cl1 Cl
14.152 Et H H Cl Me




CN 103827102 B W OB B 30/117

[0106]

EH BT R' R’ R R, R/ R,
14153 Et K H H Me H
14.154 Et F H H Me Cl
14.155 Et F H H Me F
14.156 Et F H H Me Me
14.157 Kt F H H Ph H
14.158 Et F H H Ph Cl
14.159 Et E H H Ph F
14.160 Et F H H Ph Me
14.161 Et Cl H H H H
14,162 Et Cl H H H Cl
14.163 Et Ci H H H F
14.164 Et Cl H H H Me
14.165 Et Ci H H F H
14.166 Et €l H H ¥ Cl
14,167 Et Cl H H F F
14.168 Et Cl H H Me
14.169 Et Ci H H Cl H
14.170 Et Cl H H Cl F
14.171 Et cl H H cl cl
14.172 Et Cl H H Cl Me
14.173 Et Cl H H Me H
14.174 Et Cl H H Me Cl
14.175 Et Cl H H Me F
14.176 Et Cl H H Me Me
14.177 Et Cl H H Ph H
14.178 Et Cl H H Ph Cl
14.179 Et Cl H H Ph K
14.180 Et Cl H H Ph Me
14.181 H F ) H H H
14.182 H F F H H
14.183 Me H F H H H
14.184 H H F H H H
14.185 K H F H H 51
14.186 Me H Cl H H H
14.187 H H Cl H H H
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CN 103827102 B W OB B 31/117 T

[0107]
5% R' R® R, R," Ry Ry
14.188 K H Cl H H H
14,189 Me H H F H H
14.190 H H H F H H
14.191 K H H F H H
14.192 Me H H Cl H H
14.193 H H H Cl H H
14.194 K H H Cl H H
14.195 K F H H H H
14.196 K Cl H H H H

[o108]  F15: AR (DKAEY, L xRERCH, MURALL, RPAR S FIAAEREA, I HR?
REA:

[0109]

[0110]
£ b5 R R® Ry* R,* R/ Ry’
15.001 H H H H H H
15.002 H H H H H Cl
15.003 H H H H H ¥
15.004 H H H H H Me
15.005 H H H H F H
15.006 H H H H ¥ Cl
15.007 H H H H F F
15.008 H H H H F Me
15.009 H H H H Cl H
15.010 H H H H Cl F
15.011 H H H H Cl Cl
15.012 H H H H Cl Me
15.013 H H H H Me H
15.014 H H H H Me Cl
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CN 103827102 B W OB B 32/117 T

[0111]

EH BT R' R’ R/* R, R/ R,
15.015 H H H H Me K
15.016 H H H H Me Me
15.017 H H H H Ph H
15.018 H H H H Ph Cl
15.019 H H H H Ph F
15.020 H H H H Ph Me
15.021 H E H H H H
15.022 H F H H H Cl
15.023 H F H H H ¥
15024 H F H H H Me
15.025 H F H H F H
15.026 H F H H F Cl
15.027 H F H H F F
15.028 H F H H K Me
15.029 H F H H Cl H
15.030 H E H H Cl F
15.031 H F H H Cl Ci
15.032 H F H H Cl Me
15.033 H F H H Me H
15.034 H F H H Me Cl
15.035 H F H H Me F
15.036 H E H H Me Me
15.037 H F H H Ph H
15.038 H F H H Ph Cl
15.039 H F H H Ph F
15.049 H F H H Ph Me
15.841 H Cl H H H H
15.042 H Cl H H H Cl
15.043 H Cl H H H F
15.044 H Cl H H H Me
15.045 H ¢l H H F H
15.046 H Cl H H F Cl
15.047 H Cl H H F F
15.048 H Cl H H E Me
15.049 H Cl H H Cl H
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CN 103827102 B W OB B 33/117 T

[0112]

Eol%F R’ R’ Ry R, Ry R,’
15.050 H Cl H H Cl F
15.051 H Cl H H Cl Cl
15.052 H Cl H H Cl Me
15.053 H Cl H H Me H
15.054 H Cl H H Me Cl
15.055 H Cl H H Me F
15.056 H Cl H H Me Me
15.057 H Cl H H Ph H
15.058 H Cl H H Ph Cl
15.059 H Cl H H Ph F
15.060 H Cl H H Ph Me
15.061 Me H H H H H
15.062 Me H H H H cl
15.063 Me H H H H F
15.064 Me H H H H Me
15.065 Me: H H H F H
15.066 Me H H H F Ci
15.067 Me H H H F F
15.068 Me H H H F Me
15.069 Me H H H Cl H
15.070 Me H H H Cl F
15.071 Me H H H Cl Cl
15.072 Me H H H Cl Me
15.073 Me H H H Me H
15.074 Me H H H Me Cl
15.075 Me H H H Me F
15.076 Me H H H Me Me
15.077 Me H H H Ph H
15.078 Me H H H Ph Cl
15.079 Me H H H Ph F
15.080 Me H H H Ph Me
15.081 Me F H H H H
15.082 Me F H H H Cl
15.083 Me F H H H ¥
15.084 Me F H H H Me
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CN 103827102 B W OB B 34/117 T

[0113]

EH BT R' R’ R/* R, R/ R,
15.085 Me F H H ¥ H
15.086 Me F H H F Cl
15.087 Me E H H F F
15.088 Me F H H F Me
15.089 Me F H H 1 H
15.090 Me F H H Cl F
15.091 Me E H H Cl Cl
15.092 Me F H H Cl Me
15.093 Me F H H Me H
15.094 Me F H H Me Cl
15.095 Me F H H Me F
15.096 Me F H H Me Me
15.097 Me H H Ph H
15.098 Me F H H Ph Cl
15.099 Me F H H Ph F
15.100 Me E H H Ph Me
15.101 Me Ci H H H H
15.102 Me Cl H H H Cl
15.103 Me Cl H H H ¥
15,104 Me Cl H H H Me
15.105 Me Cl H H F H
15.106 Me Cl H H K Cl
15.107 Me Cl H H F F
15.108 Me Cl H H F Me
15.109 Me Cl H H Cl H
15.110 Me Cl H H Cl F
15111 Me Cl H H Cl1 Cl
15.112 Me Cl H H Cl1 Me
15.113 Me 1 H H Me H
15.114 Me Cl H H Me Cl
15.115 Me ¢l H H Me F
15.116 Me Cl H H Me Me
15117 Me Cl H H Ph H
15.118 Me Cl H H Ph Cl
15.119 Me Cl H H Ph F
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CN 103827102 B

[0114]

T R' R’ R/ R;’
15.120 Me Cl Ph Me
15.121 Et H H H H H
15.122 Et H H H H Cl
15.123 Et H H H H F
15.124 Et H H H H Me
15125 Et H H H F H
15.126 Et H H H F Cl
15.127 Et H H H E F
15.128 Et H H H F Me
15,129 Et H H H Cl H
15.130 Et H H H Cl F
15131 Et H H H Cl Cl
15.132 Et H H H Cl Me
15.133 Et H H H Me H
15,134 Et H H H Me Cl
15.135 Et H H H Me F
15.136 Et H H H Me Me
15.137 Et H H H Ph H
15.138 Et H H H Ph Cl
15,139 Et H H H Ph F
15.140 Et H H H Ph Me
15.141 Et E H H H H
15.142 Et F H H H Cl
15.143 Et E H H H F
15.144 Et F H H H Me
15.145 Et F H H F H
15146 Et F H H K Cl
15.147 Et F H H F F
15.148 Et F H H F Me
15.149 Et F H H Cl H
15.158 Et F H H Cl F
15.151 Et F H H 1 Cl
15.152 Et F H H Cl Me
15.153 Et F H H Me H
15.154 Et E H H Me Cl




CN 103827102 B W OB B 36/117 T

[0115]

EH BT R' R’ R R, R/ R,
15.155 Et K H H Me K
15.156 Et F H H Me Me
15.157 Et F H H Ph H
15.158 Et F H H Ph Cl
15.159 Et F H H Ph F
15.160 Et F H H Ph Me
15.161 Et Cl H H H H
15.162 Et Cl H H H Cl
15.163 Et Cl H H H ¥
15,164 Et Cl H H H Me
15.165 Et Ci H H F H
15.166 Et Cl H H i Cl
15.167 Et Ci H H F F
15.168 Et Cl H H K Me
15.169 Et Cl H H Cl H
15.170 Et Cl H H Cl F
15171 Et Ci H H Cl Ci
15.172 Et Cl H H Cl Me
15.173 Et Cl H H Me H
15,174 Et Cl H H Me Cl
15.175 Et Cl H H Me F
15.176 Et Cl H H Me Me
15.177 Et Cl H H Ph H
15.178 Et Cl H H Ph Cl
15.179 Et Cl H H Ph F
15.1890 Et Cl H H Ph Me
15.181 H | g 2 H H H
15.182 H F H F H H
15.183 Me H ) H H H
15.184 H H H H H
15,1835 K H H H H
15.186 Me H Cl H H H
15.187 H H Cl H H 51
15.188 K H Cl H H H
15.189 Me H H E H H
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B

CN 103827102 B 37/117T 1L
[0116]

EHl 5T R' R® R/ R’ R, R,

15.190 H H H F H H

15.191 K H H F H H

15.192 Me H H Cl H H

15.193 H H H €l H H

15.194 K H H €l H H

15.195 K F H H H H

15.196 K Cl H H H H

[0117] 16 AREMWAR (DKL &2, Hrpx QR CH, MEFEALS RERPAR'S (/CREA L IF H

R LA :

[0118]

[0119]
k%5 R’ R R, R, R,’ R,
16.001 H H H H H H
16.002 H H H H H Cl
16.003 H H H H H F
16,004 H H H H H Me
16.005 H H H H F H
16.006 H H H H F Cl
16.007 H H H H F F
16.008 H H H H F Me
16.009 H H H H Cl H
16.010 H H H H Cl F
16.011 H H H H Cl Cl
16.012 H H H H Cl Me
16.013 H H H H Me H
16.014 H H H H Me Cl
16.015 H H H H Me F
16.016 H H H H Me Me
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[0120]
EH BT R' R’ R/* R, R/ R,
16.017 H H H H Ph H
16.018 H H H H Ph Cl
16.019 H H H H Ph F
16.020 H H H H Ph Me
16.021 H F H H H H
16.022 H F H H H Cl
16.023 H E H H H F
16.024 H F H H H Me
16.025 H F H H F H
16.026 H F H H K Cl
16.027 H F H H F F
16.028 H F H H F Me
16.029 H F H H Cl
16.030 H F H H Cl F
16.031 H F H H Cl1 Cl
16.032 H F H H Cl Me
16.033 H F H H Me H
16.034 H F H H Me Cl
16.035 H F H H Me F
16.036 H F H H Me Me
16.037 H F H H Ph H
16.038 H E H H Ph Cl
16.039 H F H H Ph F
16.040 H E H H Ph Me
16.041 H Cl H H H H
16.042 H Cl H H H Cl
16.843 H Cl H H H ¥
16.044 H Cl H H H Me
16.045 H 1 H H F H
16.046 H Cl H H F Cl
16.047 H ¢l H H F E
16.048 H Cl H H Me
16.049 H Cl H H Cl H
16.050 H Cl H H Cl1 F
16.051 H Cl1 H H Cl Cl
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[0121]

e b B R’ R’ R,* R, R/ R’
16.052 H Cl H H Cl Me
16.053 H Cl H H Me H
16.054 H Cl H H Me cl
16.055 H Cl H H Me F
16.056 H Cl H H Me Me
16.057 H cl H H Ph H
16.058 H Cl H H Ph Cl
16.059 H Cl H H Ph F
16.060 H Cl H H Ph Me
16.061 Me H H H H H
16.062 Me H H H H Cl
16.063 Me H H H H F
16.064 Me H H H H Me
16.065 Me H H H F H
16.066 Me H H H F Cl
16.067 Me H H H F F
16.068 Me H H H F Me
16.069 Me H H H Cl H
16.070 Me H H H Cl F
16.071 Me H H H c1 Cl
16.072 Me H H H Cl Me
16.073 Me H H H Me H
16.074 Me H H H Me Cl
16.075 Me H H H Me F
16.076 Me H H H Me Me
16.077 Me H H H Ph H
16.078 Me H H H Ph cl
16.079 Me H H H Ph F
16.080 Me H H H Ph Me
16.081 Me F H H H H
16.082 Me F H H H C1
16.083 Me F H H H F
16.084 Me F H H H Me
16.085 Me F H H F H
16.086 Me ¥ H H F Cl
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[0122]

EH BT R' R’ R R, R/ R,
16.087 Me F H H ¥ K
16.088 Me F H H F Me
16.089 Me E H H Cl1 H
16.090 Me F H H Cl F
16.091 Me F H H Cl Cl
16.092 Me F H H Cl Me
16.093 Me E H H Me H
16.094 Me F H H Me Cl
16.095 Me F H H Me F
16.096 Me F H H Me Me
16.097 Me F H H Ph H
16.098 Me F H H Ph Cl
16.099 Me H H Ph F
16.100 Me F H H Ph Me
16.161 Me Cl H H H H
16.102 Me Cl H H H Cl
16.103 Me Ci H H H F
16.104 Me Cl H H H Me
16.105 Me Cl H H F H
16.106 Me Cl H H K Cl
16.107 Me Cl H H F F
16.108 Me Cl H H Me
16.109 Me Cl H H Cl H
16.110 Me Cl H H Cl F
16.111 Me Cl H H Cl Cl
16.112 Me Cl H H Cl Me
16.113 Me Cl H H Me H
16.114 Me Cl H H Me Cl
16.115 Me 1 H H Me F
16.116 Me Cl H H Me Me
16.117 Me ¢l H H Ph H
16.118 Me Cl H H Ph Cl
16.119 Me Cl H H Ph F
16.120 Me Cl H H Ph Me
16.121 Et H H H H H
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[0123]

EH BT R' R’ R/* R, R/ R,
16122 Et H H H H Cl
16.123 Et H H H H F
16.124 Et H H H H Me
16.125 Et H H H F H
16.126 Kt H H H F Cl
16.127 Et H H H F F
16.128 Et H H H F Me
16.129 Et H H H (& | H
16.130 Et H H H Cl F
16.131 Et H H H Cl Cl
16.132 Et H H H Cl Me
16133 Et H H H Me H
16.134 Et H H H Me Cl
16.135 Et H H H Me F
16.136 Et H H H Me Me
16.137 Et H H H Ph H
16.138 Et H H H Ph Cl
16.139 Et H H H Ph F
16.140 Et H H H Ph Me
16.141 Et F H H H H
16.142 Et F H H H Cl
16.143 Et E H H H K
16.144 Et F H H H Me
16.145 Et E H H F H
16.146 Et F H H F Cl
16.147 Et F H H F F
16.148 Et F H H K Me
16.149 Et F H H Cl1 H
16.156 Et F H H Cl F
16.151 Et F H H Cl1 Cl
16.152 Et F H H Cl Me
16.153 Et F H H Me H
16.154 Et F H H Me Cl
16.155 Et F H H Me F
16.156 Et | 9 H H Me Me
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[0124]

5% R R® R, R," Ry R,
16.157 Et F H H Ph H
16.158 Et F H H Ph Cl
16.159 Kt F H H Ph ¥
16.160 Et F H H Ph Me
16.161 Et Cl H H H H
16.162 Et Cl H H H cl
16.163 Et Cl H H H F
16.164 Et Cl H H H Me
16.165 Et Cl H H F H
16.166 Et Cl H H ¥ Cl
16.167 Et Cl H H F F
16.168 Et Ci H H F Me
16.169 Et Cl H H Cl H
16.170 Et Cl H H Cl F
16.171 Et Cl H H Cl Cl
16.172 Et ci H H C1 Me
16.173 Et (]| H H Me H
16.174 Et Cl H H Me Cl
16.175 Et Cl H H Me F
16.176 Et Cl H H Me Me
16.177 Et Cl H H Ph H
16,178 Et Cl H H Ph Cl
16.179 Et Cl H H Ph F
16.180 Et cl H H Ph Me
16.181 H F ¥ H H H
16.182 H F H F H H

[0125] 17 AKWR(DKAEY, L xfRRCH, MUFRALS, RMYCEF I, ROFIR K (4%
FE I HRURES

[0126]
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[0127]
Lo 45 R R’ R, R, Ry R,’
17.001 H H H H H H
17.002 H H H H H Cl
17.003 H H H H H F
17.004 H H H H H Me
17.005 H H H H F H
17.006 H H H H F Cl
17.007 H H H H F F
17.008 H H H H F Me
17.009 H H H H ¢l H
17.010 H H H H Cl F
17.011 H H H H Cl Cl
17.012 H H H H Cl Me
17.013 H H H H Me H
17.014 H H H H Me Cl
17.015 H H H H Me F
17.016 H H H H Me Me
17.017 H H H H Ph H
17.018 H H H H Ph Cl
17.019 H H H H Ph F
17.020 H H H H Ph Me
17.021 H F H H H H
17.022 H F H H H Cl
17.023 H F H H H F
17.024 H F H H H Me
17.025 H F H H F H
17.026 H F H H F Cl
17.027 H F H H F F
[0128]
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EH %5 R' R R,* Ry’ Ry
17.028 H F H F Me
17.029 H F H Cl H
17.030 H F H Cl F
17.031 H F H H Cl Cl
17.032 H F H H Cl Me
17.033 H F H H Me H
17.034 H F H H Me Cl
17.035 H F H H Me F
17.036 H F H H Me Me
17.037 H F H H Ph H
17.038 H F H H Ph Cl
17.039 H F H 0 Ph F
17.040 H E H H Ph Me
17.641 H Cl H H H H
17.042 H Cl H H H Cl
17.043 H (8| H H H F
17.044 H Cl H n Me
17.045 H Cl H F H
17.046 H Cl H Cl
17.047 H Cl H F F
17.048 H Cl H F Me
17.049 H Cl H l H
17.050 H Cl H H Cl F
17.051 H & | H H Cl Cl
17.052 H Cl H H Cl Me
17.0653 H Cl n 0 Me H
17.054 H l H H Me Cl
17.055 H Cl H H Me F
17.056 H Cl n H Me Me
17.057 H Cl H H Ph H
17.058 H Cl H H Ph Cl
17.059 H Cl H H Ph §
17.060 H cl H H Ph Mg
17.061 Me H H H H H
17.062 Me H H H H Cl
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[0129]
Eol%F R’ R’ R,* R, R/ R’
17.063 Me H H H H F
17.064 Me H H H H Me
17.065 Me H H H F H
17.066 Me H H H F Cl
17.067 Me H H H F F
17.068 Me H H H F Me
17.069 Me H H H Cl H
17.070 Me H H H C1 ¥
17.071 Me H H H cl Cl
17.072 Me H H H Cl Me
17.073 Me H H H Me H
17.074 Me H H H Me Cl
17.075 Me H H H Me F
17.076 Me H H H Me Me
17.077 Me H H H Ph H
17.078 Me H H H Ph Cl
17.079 Me H H H Ph F
17.080 Me H H H Ph Me
17.081 Me F H H H H
17.082 Me F H H H Cl
17.083 Me F H H H F
17.084 Me F H H H Me
17.085 Me F H H F H
17.086 Me F H H Cl
17.087 Me F H H F F
17.088 Me F H H F Me
17.089 Me F H H Cl
17.090 Me F H H Cl F
17.091 Me F H H Cl Cl
17.092 Me F H H Cl Me
17.093 Me F H H Me H
17.094 Me F H H Me Cl
17.095 Me F H H Me F
17.096 Me F H H Me Me
17.097 Me F H H Ph H
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[0130]
EH BT R' R’ R R, R/ R,
17.098 Me K H H Ph Cl
17.099 Me F H H Ph F
17.160 Me F H H Ph Me
17.101 Me Cl H H H H
17.102 Me C1 H H H Cl
17.103 Me Cl H H H F
17.104 Me Cl H H H Me
17.105 Me Cl H H E H
17.106 Me Cl H H F Cl
17107 Me Cl H H K F
17.108 Me Cl H H F Me
17.109 Me Cl H H Cl H
17.110 Me Ci H H Cl F
17111 Me €l H H Cl1 i
17112 Me Cl H H Cl Me
17.113 Me Cl H H Me H
17.114 Me Ci H H Me Ci
17.115 Me Cl H H Me F
17.116 Me Cl H H Me Me
17.117 Me Cl H H Ph H
17.118 Me Cl H H Ph Cl
17.119 Me Cl H H Ph ¥
17.120 Me Cl H H Ph Me
17.121 Et H H H H H
17.122 Et H H H H C1
17.123 Et H H H H F
17.124 Et H H H H Me
17.125 Et H H H F H
17.126 Et H H H F Cl
17.127 Et H H H F |
17.128 Et H H H F Me
17.129 Et H H H Cl H
17.130 Et H H H Cl F
17.131 Et H H H Cl1 Cl
17.132 Et H H H Cl Me
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[0131]

EH BT R' R’ R/* R, R/ R,
17133 Et H H H Me H
17.134 Et H H H Me Cl
17.135 Et H H H Me F
17.136 Et H H H Me Me
17.137 Kt H H H Ph H
17.138 Et H H H Ph Cl
17.139 Et H H H Ph F
17.140 Et H H H Ph Me
17.141 Et F H H H H
17.142 Et F H H H Cl
17.143 Et F H H H F
17.144 Et F H H H Me
17.145 Et H H F H
17.146 Et F H H ¥ Cl
17.147 Et F H H F F
17.148 Et F H H Me
17.149 Et F H H Cl H
17.150 Et F H H Cl F
17.151 Et E H H Cl Cl
17.152 Et F H H Cl Me
17.153 Et F H H Me H
17.154 Et E H H Me Cl
17.155 Et F H H Me F
17.156 Et F H H Me Me
17.157 Et F H H Ph H
17.158 Et F H H Ph Cl
17.159 Et F H H Ph K
17.160 Et F H H Ph Me
17.161 Et Cl H H H H
17.162 Et Cl H H H Cl
17.163 Et Cl H H H F
17.164 Et Cl H H H Me
17.165 Et Cl H H F 51
17.166 Et Cl H H E Cl
17.167 Et Cl H H F F
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[0132]
L6 5T R' R® Ry’ R’ R, Ry
17.168 Et Cl H H F Me
17.169 Et Cl H H Cl H
17.170 Et Cl H H Cl1 |
17.171 Et Cl H H Cl Cl
17.172 Et Cl1 H H €1 Me
17.173 Et Cl H H Me H
17.174 Et Cl H H Me Cl
17175 Et i H H Me F
17.176 Et Cl H H Me Me
17177 Et Cl H H Ph H
17.178 Et Cl H H Ph Cl
17.179 Et Cl H H Ph F
17.180 Et Cl H H Ph Me
17.181 H F F H H H
17182 H F H F H H
[0133]  18: AKX (DAY, Kb xfRRCH, AMREALS, RPAR S AAAREA, I HR?
RFA:
NH,
_Cl
[0134] Ry COOR!
e
\
N—O
%1% 5 R’ R R;* R;* R’
18.001 H H H H H
18.002 H H H H Me
18.003 H H H H Ph
18.004 H H H H F
[0135] 18.005 H H H H Cl
18.006 H cl H H H
18.007 H i H H Me
18.008 H Ci H H Ph
18.009 H Ci H H ¥
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o R! R’ R’ R,* R’
18.010 H Cl H H Cl
18.011 H F H H
18.012 H F H H Me
18.013 H F H H Ph
18.014 H F H H F
18.015 H F H H cl
18.016 Me H H H H
18.017 Me H H H Me
18.018 Me H H H Ph
18.019 Me H H H F
18.020 Me H H H Cl
18.021 Me Cl H H H
18.022 Me Cl H H Me
18.023 Me Cl H H Ph
18.024 Me Cl H H F
18.025 Me Cl H H Cl

L0138 18.026 Et H H H H
18.027 Et H H H Me
18.028 Et H H H Ph
18.029 Et H H H F
18.030 Et H H H Cl
18.031 Et F H H H
18.032 Et F H H Me
18.033 Et ¥ H H Ph
18.034 Et F H H F
18.035 Et F H H Cl
18.036 Et Cl H H H
18.037 Et Cl H H Me
18.038 Et Cl H H Ph
18.039 Et Cl H H F
18.040 Et Cl H H Cl
18.041 H F F H H
18.042 H F F H

[0187] K19 AR (DM AW, H b xR CH, MEERALT RFT R*% B AREREA, IEHR
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AR

[0139]

£ Bl %5 R R’ R, R,’ R’
19.001 H H H H H
19.002 H H H H Me
19.003 H H H H Ph
19.004 H H H H F
19.005 H H H H Cl
19.006 H cl H H H
19.007 H cl H H Me
19.008 H cl H H Ph
19.009 H cl H H F
19.010 H ci H H Cl
19.011 H F H H H
19.012 H F H H Me
19.013 H ¥ H H Ph
19.014 H F H H F
19.015 H F H H Cl
19.016 Me H H H H
19.017 Me H H H Me
19.018 Me H H Ph
19.019 Me H H H ¥
19.020 Me H H H cl
19.021 Me cl H H H
19.022 Me cl H H Me
19.023 Me ci H H Ph
19.024 Me ci H H F
19.025 Me Cl H H Cl
19.026 Et H H H H
19.027 Et H H Me
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o R R® R;® R, R’
19.028 Et H H H Ph
19.029 Et H H H F
19.030 Et H H H 1
19.031 Et F H H H
19.032 Et F H H Me
19.033 Et F H H Ph
19.034 Et F H H F
Lo140] 19.035 Et F H H Cl
19.036 Et Cl H H H
19.037 Et Cl H H Me
19.038 Et Cl H H Ph
19.039 Et 1 H H F
19.040 Et Cl H H Cl
19.041 H F F H H
19.042 H F H F H
[0141] 20 AR MR (D KL AW, o xfRERCH, MURALS, ROFIR'H A ARER A, JF AR
REA:
[0142]
[0143]
5% % R' R R,* R, R’ R*
20.001 H H H H H H
20.002 H H H H Me H
20.003 H H H H Ph H
20.004 H H H H F Me
20.005 H H H H Cl H
20,006 H Cl H H H Me
20.007 H Cl H H Me Me
20.008 H Cl H H Ph Me
[0144]

53



CN 103827102 B

AA

% F R' R* R’ R,’ R’ R
20.009 H Cl H H F H
20.010 H Cl1 H H Cl H
20.011 H F H H H Me
20.012 H F H H Me H
20.013 H F H H Ph H
20.014 H F H H F Me
20.015 H F H H Cl Me
20.016 Me H H H H Et
20.017 Me H H H Me Et
20.018 Me H H H Ph Et
20.019 Me H H H F Et
20.020 Me H H H Cl Et
29.021 Me ¢l H H H Me
20,022 Me Cl H H Me H
20.023 Me Cl H H Ph H
20.024 Me Cl H H F H
20.025 Me Cl H H Cl Et
20.026 Et H H H H Me
20.027 Et H H H Me Me
20.028 Et H H H Ph Me
20.029 Et H H H F H
20.030 Et H H H Cl H
20.031 Et F H H H Me
20.032 Et F H H Me Me
20.033 Et F H H Ph H
20.034 Et F H H F Et
20.035 Et F H H €l Et
20.036 Et Cl H H H H
20.037 Et Cl H H Me H
20.038 Et Cl H H Ph H
20.039 Et Cl H H F Me
20.040 Et Cl H H Cl H
20.041 H F F H H H
20.042 H F H F H H

[0145] 21 : AR (DAY, Hh xfLRCH, AMRFAL9, RPFIR & HACE A, IF HR?

54




CN 103827102 B
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AR

[0147]

=4l %% R! R R, R, R?
21.001 H H H H H
21.002 H H H H Me
21.003 H H H H Et
21.004 H F H H H
21.005 H F H H Me
21.006 H F H H Et
21.007 H Cl H H H
21.008 H Cl H H Me
21.009 H Cl H H Et
21.010 Me H H H H
21.011 Me H H H Me
21.012 Me H H H Et
21.013 Me E H H H
21.014 Me E H H Me
21.015 Me F H H Et
21.016 Me Cl H H H
21.017 Me Cl H H Me
21.018 Me Cl H H Et
21.019 Et H H H H
21.020 Et H H H Me
21.021 Et H H H Et
21.022 Et F H H H
21.023 Et F H H Me
21.024 Et F H H Et
21.025 Et cl H H H
21.026 Et Cl H H Me
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L %% R' R’ R’ R,* R®
21.027 Et Cl H H Et
[0148] ; , .
21.028 H F F H H
21.029 H F H F H

[0149] 22 AR (D KILAY, Hirb x AL L CH, ML EA20, AR & ALK A, IF HR?

(e

[0151]

Lo % R' R’ R;* R;* R®
22.001 H H H H H
22.002 H H H H Me
22.003 H H H H Et
22.004 H ¥ H H H
22.005 H ¥ H H Me
22.006 H F H H Et
22.007 H Cl H H H
22.008 H l H H Me
22.009 H Cl H H Et
22.010 Me H H H H
22.011 Me H H H Me
22.012 Me H H H Et
22,013 Me F H H H
22.014 Me F H H Me
22.015 Me F H H Et
22.016 Me Cl H H H
22.017 Me Cl H H Me
22.018 Me 1 H H Et
22.019 Et H H H H
22.020 Et H H H Me
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XG5 R' R R;* R,’ R®
22.021 Et H H H Et
22.022 Et F H H H
22.023 Et F H H Me
22.024 Et F H H Et
[0152] 22.025 Et Cl H H H
22.026 Et Cl H H Me
22.027 Et Cl H H Et
22.028 H F F H H
22.029 H F H F H
[0153] 23 AR MR (D LS9, Ho xfRERN, MERAL RPFIR' % B ARER A, IF ARAL
KA
[0154]
[0155]
L %T R' R® R, R, R,’ Ry
23.001 H H H H H H
23.002 H F H H H H
23.003 H F H H Cl H
23.004 H F H H H Cl
23.005 H F H H Cl Cl
23.006 H r H H Ph H
23.007 H F H H Ph €l
23.008 H F H H Ph F
23.009 H F H H Me
23.010 H F H H Me Cl
23.011 H F H H Me F
23.012 Me H H H H H
23.013 Me ¥ H H H H
23.014 Me E H H Cl H
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56/117 7T

[0156]

EH %5 R' R’ R,° Ry’ R,
23.015 Me F H H Cl
23.016 Me F H Cl Cl
23.017 Me F H H F
23.018 Me F H H Ph H
23.019 Me F H H Ph Cl
23.020 Me F H H Ph ¥
23.021 Me F H H Me H
23.022 Me F H H Me Cl
23.023 Me F H H Me F
23.024 Et H H H H H
23.025 Et cl H H H H
23.026 Et Cl H H Cl H
23.027 Et Cl H H H Cl
23.028 Et Cl H H Cl Cl
23.029 Et Cl H H H F
23.030 Et Cl H H Ph H
23.031 Et cl H H Ph Cl
23.032 Et Cl H H Ph F
23.033 Et Cl H H Me H
23.034 Et Cl H H Me Cl
23.035 Et Cl H H Me F
23.036 H F F H H H
23.037 H F H F H H

[0167] 24 A KW (DKL AE Y, i xfURN, MUEA2, RRFIR' S AR A, 7 HRMR

R

[0158]

[0159]
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55 1 R’ \ R’ ‘ R ‘ R, ’ R, 1 R,

[0160]
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EH %5 R' R R;* R’ Ry’ R,
24.001 H H H H H H
24.002 H F H H H H
24.003 H F H H Cl H
24.004 H F H H H Cl
24.005 H F H H Cl Cl
24.006 H F H H Ph H
24.007 H F H H Ph Cl
24.008 H F H H Ph F
24.009 H F H H Me H
24.010 H F H H Me Cl
24.011 H F H H Me ¥
24.012 Me H H H H H
24.013 Me E H H H H
24.014 Me F H H Cl H
24.015 Me F H H H Cl
24016 Me F H H Cl Cl
24,017 Me F H H n F
24.018 Me F H H Ph H
24.019 Me E H H Ph Cl
24.020 Me F H H Ph F
24.021 Me F H H Me H
24.022 Me F H H Me Cl
24.023 Me F H H Me F
24.024 Et H H H H H
24.025 Et Cl H H H H
24.026 Et Cl n 0 C1 H
24.027 Et l H H H Cl
24028 Et Cl H H Cl Cl
24.029 Et Cl H H H F
24.030 Et Cl H H Ph H
24.031 Et Cl H H Ph Cl
24.032 Et Cl H H Ph §
24.033 Et cl H H Me H
24.034 Et Cl H H Me Cl
24.035 Et Cl H H Me F
[0161]
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EH&T ’ R' R l R ‘ R,’ ‘ Ry’ ‘ Ry
24.036 H F F H H H
24.037 H E H F H H

[0162] %25 AR MR (D AL A1, Hd xfRERN, ARRA3, ROFIR % AARER A, 7F HRAR

KA

[0163]

[0164]

Lo %5 R' R® R R, R/ R, R®
25.001 H H H H H H H
25.002 H F H H H H H
25.003 H F H H Cl H H
25.004 H F H H B Cl Me
25.005 H F H H Cl Cl Me
25.006 H F H H Ph H Me
25.007 H F H H Ph Cl H
25.008 H F H H Ph F H
25.009 H F H H Me H H
25.010 H F H H Me Cl Me
25.011 H F H H Me F Me
25.012 Me H H H H H
25.013 Me F H H H H H
25.014 Me F H H Cl H H
25.015 Me F H H H cl Me
25,616 Me F H H Ci i Me
25017 Me F H H B F Me
25,018 Me F H H Ph H H
25.019 Me F H H Ph Cl H
25.020 Me F H H Ph F H
25.021 Me K H H Me H
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[0165]
LB %5 R | R? R, R,’ Ry’ R, R*
25.022 Me F H H Me Cl Me
25.023 Me F H H Me F H
25.024 Et H H H H H
25.025 Et Cl H H H H Me
25.026 Et Cl H H Cl H Me
25.027 Et Cl H H H Cl Me
25.028 Et Cl H H Cl Cl Me
25.029 Et Cl H H H F Me
25.030 Et Cl H H Ph H H
25.031 Et Cl H H Ph Cl H
25.032 Et Cl H H Ph F H
25.033 Et Cl H H Me H H
25.034 Et Cl H H Me Cl H
25.035 Et Cl H H Me F Me
25.036 H F F H H H H
25.037 H F H F H H H
[0166] %26 A KA (D MALA YD, Hrh xRN, MRUERA4, RPAIR & AR A, I HRAR
KA
[0167]
5445 R! R® R, R, R’
26.001 H H H H H
26.002 H F H H H
26.003 H F H H F
[0168] 26.004 H F H H Cl
26.005 H F H H Me
26.006 H Cl H H H
26.007 H Cl H H F
26.008 H Cl H H Cl
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E 6 %5 R' R R;* R,’ R’
26.009 H Cl H H Me
26.010 Me H H H
26.011 Me F H H H
26.012 Me F H H F
26.013 Me F H H Cl
26.014 Me Cl H H H
26.015 Me Cl H H F

[0169] 26.016 Me Cl H H Cl
26.017 Me Cl H H Me
26.018 Et H H H H
26.019 Et F H H H
26.020 Et Cl H H H
26.021 Et E H H Me
26.022 Et Cl H H Me
26.023 H F F H H
26.024 H F H F H

[0170] K27 AR (D MAA Y, H P fRERN, MRERAS RPAIR & AR A, I HRAR

KA

[0171]
XH%F R' R’ R R,* R’
27.001 H H H H H
27.602 H F H H H
27.003 H F H H ¥

[0172] 27.004 H F B H Cl
27.005 H F H H F
27.006 H Cl H H H
27.007 H Cl H H F
27.008 H Cl H H Cl1
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4 %5 R R® R’ Ry’ R’
27.009 H Cl H H Me
27.010 Me H H H H
27.011 Me F H H H
27.012 Me F H H Cl
27.013 Me Cl H H H
27.014 Me Cli B H F
27.015 Me Cl H H Cl

o178l 0 016 Me cl H H Me
27.017 Et H H H H
27.018 Et F H H H
27.019 Et Cl H H H
27.020 Et F H H Me
27.021 Et Ci H H Me
27.022 H F F H H
27.023 H F H F H

[0174] 228 AR A (DM EY, Hoh xRN, AMURA6, R RPFIR & AR A IF HR?
FRRA

NH,
A
[0175] NT SCooR!
R’ R® R R, R’
H H H H H
H F H H H
H F H H Me
[0176] H F H H Et
H H H H Me
H Cl H H H
H Cl H H Me
H Cl H H Et
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EHGT R' R R;* R,’ R’
28.009 Me H H H H
28.010 Me H H Me
28.011 Me F H H H
28.012 Me F H H Me
28.013 Me F H H Et
28.014 Me Cl H H H
28.015 Me Cl H H Me
28.016 Me Cl H H Et
28.017 Me H H H Me

[0177] 28.018 Et H H H H
28.019 Et H H H Me
28.020 Et H H H Et
28.021 Et F H H H
28.022 Et F H H Me
28.023 Et F H H Et
28.024 Et i H H H
28.025 Et Cl H H Me
28.026 Et cl H H Et
28.027 H F ¥ H H
28.028 H F H F H

[0178] %29 AR M= (1) ML G 7, 3 b xRN, MUFKAS , VIR & 1 AR A RUUEH

% ’ #ERZ{JQ\?%/%:L :

[0179]
EHRT R’ R’ R, R, R’
29.001 H H H H H
[0180] o _ ,
29.002 H F H H H
29.003 H F H H Me
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L6 %% R! R® R;* R,’ R’
29.004 H F H H Et
29.005 H H H Me
29.006 H Cl H H H
29.007 H Cl H H Me
29.008 H cl H H Et
29.009 Me H H H H
29.010 Me H H H Me
29.011 Me F H H H
29.012 Me F H H Me
29.013 Me F H H Et
29.014 Me Cl H H H
29.015 Me 1 H H Me

Lovs1] 29.016 Me 1 H H Et
29.017 Me H H H Me
29.018 Et H H H H
29.019 Et H H H Me
29.020 Et H H H Et
29.021 Et F H H H
29.022 Et F H H Me
29.023 Et F H H Et
29.024 Et Cl H H H
29.025 Et Cl H H Me
29.026 Et Cl H H Et
29.027 H ¥ F H H
29.028 H K H F H

[0182]  %30: A K MR (D ML 54, Hod xfRERN, MERAT, ROFIR % B ARER A, IF ARAL

RE

[0183]
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Fo&y | R R® R, R, R’
30.001 |H H H H H
30.002 H H H Me
30.003 H H H H Ph
30.004 H H H H SMe
30.005 H F H H H
30.006 H F H H Me
30.007 H F H H Ph
30.008 H F H H SMe
30.009 H Cl H H H
30.010 H Cl H H Me
30.011 H Cl H H Ph
30.012 H Cl H H SMe
30.013 Me H H H H
30.014 Me H H H Me
30.015 Me H H H Ph
30.016 Me H H H SMe
30.017 Me F H H H

Lo184] 30.018 Me F H H Me
30.019 Me F H H Ph
30.020 Me F H H SMe
30.021 Me Cl H H H
30.022 Me Cl H H Me
30.023 Me Cl H H Ph
30.024 Me Cl H H SMe
30.025 Et H H H H
30.026 Et H H H Me
30.027 Et H H H Ph
30.028 Et H H H SMe
30.029 Et F H H H
30.030 Et F H H Me
30.031 Et F H H Ph
30.032 Et H H SMe
30.033 Et Cl H H H
30.034 Et Cl H H Me
30.035 Cl H H Ph
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FEHl b5 IR R® R;* R, R’
30.036 | Et Cl H H SMe

01851 14 037 H F F H H
30.038 H F H F H

[o186]  Z&31: AKX (DAY, H b xfURN, AMCRAS, RRFIR'E BICR A, I AR

KA

[0187]
LU %% R! R’ R, R,® R’
31.001 H H H H H
31.002 H H H H Me
31.003 H H H H Ph
31.004 H H H H SMe
31.005 H K H H H
31.006 H F H H Me
31.007 H F H H Ph
31.008 H F H H SMe
31.009 H Cl H H H

[0188] 31.010 H Cl H H Me
31.011 H Cl H H Ph
31.012 H Cl H H SMe
31.013 Me H H H H
31.014 Me H H H Me
31.015 Me H H H Ph
31.016 Me H H H SMe
31.017 Me F H H H
31.018 Me F H H Me
31.019 Me K H H Ph
31.020 Me F H H SMe
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ZH %5 R R® R,* R, R’
31.021 Me Cl H H H
31.022 Et H H H H
31.023 Et H H H Me
31.024 Et H H H Ph
31.025 Et H H H SMe
31.026 Et F H H H
31.627 Et F H H Me

Lo189] 31.028 Et F H H Ph
31.029 Et F H H SMe
31.030 Et Cl H H H
31.031 Et Cl H H Me
31.032 Et Cl H H Ph
31.033 Et Cl H H SMe
31.034 H F F H H
31.0635 H F H F H

[0190]  ®32: AR (DML AW, HhXAAERN, AMRERA9, ROFIR % B AR A, 7 HRAR

KA

[0191]
EH %5 R' R’ R’ R’ R’
32.001 H H H H H
32.002 H H H H Me
32.003 H H H H Ph

[0192] 32.004 H H H H SMe
32.005 H F H H H
32.006 H F H H Me
32.007 H F H H Ph
32.008 H F H H SMe
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4 %5 R R’ R/’ Ry’ R’
32.009 H Cl H H H
32,010 H Ci H H Me
32.011 H Cl H H Ph
32.012 H Cl H H SMe
32.013 Me H H H H
32.014 Me H H H Me
32.015 Me H H H Ph
32.016 Me H H H SMe
32.017 Me F H H H
32.018 Me F H H Me
32.019 Me F H H Ph
32.020 Me F H H SMe
32.021 Me Cl H H H
32.022 Me Cl H H Me

[0193] 32.023 Me Cl H H Ph
32.024 Me Cl H H SMe
32.025 Et H H H H
32.026 Et H H H Me
32.027 Et H H H Ph
32,028 Et H H H SMe
32.029 Et F H H H
32.030 Et F H H Me
32.031 Et H H Ph
32.032 Et H H SMe
32.033 Et Cl H H H
32.034 Et Cl H H Me
32.035 Et Cl H H Ph
32.036 Et Cl H H SMe
32.037 H F F H H
32.038 H F H F H

[0194] 33 AREH (DKL EY, HhxfLEN, MLRALO, RPAIR S B AR EA, H HRMY

R
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[0196]

6% 5 R’ R’ R, R,* R’
33.001 H H H H H
33.002 H H H H Me
33.003 H H H H Ph
33.004 H H H H SMe
33.005 H F H H H
33.006 H F H H Me
33.007 H F H H Ph
33.008 H F H H SMe
33.009 H cl H H H
33.010 H Cl H H Me
33.011 H Cl H H Ph
33.012 H Cl H H SMe
33.013 Me H H H H
33.014 Me H H H Me
33.015 Me H H H Ph
33.016 Me H H H SMe
33.017 Me F H H H
33.018 Me F H H Me
33.019 Me F H H Ph
33.020 Me F H H SMe
33.021 Me cl H H H
33.022 Et H H H H
33.023 Et H H H Me
33.024 Et H H H Ph
33.025 Et H H H SMe
33.026 Et F H H H
33.027 Et F H H Me
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L4 %5 | R! 1§ R R, R’
33.028 Et F H H Ph
33.029 Et F H H SMe
33.030 Et Cl H H H
[0197] 33.031 Et Cl H H Me
33.032 Et Cl H H Ph
33.033 Et Cl H H SMe
33.034 H F F H H
33.035 H F H F H
[o198] 34 AR A () FILED, H xRN, AMRTALL RPFIR S B AAEA, 3 AR
KA
[0199]
[0200]
2 F R’ | R® R, R;* R’ R
34.001 H H H H H H
34.002 H F H H H H
34,003 H F H H H Me
34.004 H F H H Me H
34.005 H F H H Me Me
34.006 H Cl H H H H
34.007 H Cl H H H Me
34,008 H Cl H H Me H
34.009 H Cl H H Me Me
34.010 H H H H Ph H
34.011 H H H H Ph Me
34,012 H E H H Ph H
34.013 H E H H Ph Me
34.014 H Cl H H Ph j § 8
34.015 H Cl H H Ph Me
[0201]
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£ %5 R' R’ R R,* R’ R?
34.016 H H H H Me H
34.017 H H H H H Me
34.018 H H H H Me Me
34.019 Me H H H H H
34.020 Me F H H H H
34,021 Me F H H H Me
34.022 Me F H H Me H
34.023 Me F H H Me Me
34.024 Me Cl H H H H
34.025 Me Cl H H H Me
34.026 Me Cl H H Me H
34,027 Me Ci H H Me Me
34.028 Me H H H Ph H
34.029 Me H H H Ph Me
34.030 Me F H H Ph H
34.031 Me F H H Ph Me
34.032 Me Cl H H Ph H
34.033 Me Cl H H Ph Me
34.034 Me H H H Me H
34.035 Me H H H H Me
34.036 Me H H H Me Me
34.037 Et H H H H H
34.038 Et F H H H H
34.039 Et F H H H Me
34.040 Et F H H Me H
34.041 Et F H H Me Me
34.042 Et Cl H H H H
34.043 Et Cl H H H Me
34.044 Et Ci H H Me H
34.045 Et H H H Ph H
34.046 Et H H H Ph Me
34.047 Et F H H Ph H
34.048 Et F H H Ph Me
34.049 Et Cl H H Ph H
34.050 Et Cl H H Me Me
[0202]
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%5 %5 R' R® R’ R,* R’ R®
34.051 Et H H H Me H
34.052 Et H H H H Me
34.053 Et H H H Me Me
34.054 H F F H H H
34.055 H F H ¥ H H

[0203]  #35. KK (DKILEY, HrhxfCEN, MUEAL2, RPAR S AR SR, IF HR*R
S

[0204]
[0205]

L %5 R’ R’ R,* R’ R’ R®

35.001 H H H H H Me
35.002 H F H H H Me
35.003 H F H H Me Me
35.004 H Cl H H H Me
35.005 H Cl H H Me Me
35.006 H H H Ph Me
35.007 H F H H Ph Me
35.008 H Ci H H Ph Me
35.009 H H H H H Me
35.010 Me H H H H Me:
35.011 Me F H H H Me
35.012 Me H H H Me Me
35.013 Me F H H Me Me
35.014 Me Cl H H H Me
35.015 Me Cl H H Me Me
35.016 Me H H H Ph Me
35.017 Me F H H Ph Me
35.018 Me Cl H H Ph Me
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[0206]
£S5 R' R® R’ R,* R’ R®
35.019 Et F H H H Me
35.020 Et F H H Me Me
35.021 Et Cl H H H Me
35.022 Et H H H Ph Me
35.023 Et F H H Ph Me
35.024 Et Cl B H Ph Me
35.025 Et H H H H Me
35026 Et H H H Me Me
35.027 Et Cl H H Me Me
35.028 H F F H H H
35.029 H F H E H H

[0207]  Z&36 : AR K B (DML EY, H b xfLERN, ACRALS, RPAR S B AAEREA, H HRMY
FA-

[0208]

[0209]
L %5 R R’ R,* R;* Ry’ R,
36,001 H H H H H H
36.002 H H H H H Cl
36.003 H H H H H F
36.004 H H H H H Me
36.005 H H H H F H
36.006 H H H H F Ci
36.007 H H H H F
36.008 H H H H F Me
36.009 H H H H Cl H
36.010 H H H H Cl F
36.011 H H H H Cl Cl
36.012 H H H H @] Me
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[0210]

EH %% R' R® R, R,’ R, Ry
36.013 H H H H Me H
36.014 H H H H Me Cl
36.015 H H H H Me F
36.016 H H H H Me Me
36.017 H H H H Ph H
36.018 H H H H Ph Cl
36.019 H H H H Ph F
36.020 H H H H Ph Me
36.021 H F H H H H
36.022 H F H H H Cl
36.023 H F H H H F
36.024 H F H H H Me
36.025 H H H F H
36.026 H F H H F Cl
36.027 H F H H F F
36.028 H F H H F Me
36.029 H F H H Cl H
36.030 H F H H Cl F
36.031 H F H H Cl Cl
36.032 H F H H Cl Me
36.033 H F H H Me H
36.034 H F H H Me Cl
36.035 H F H H Me F
36.036 H F H H Me Me
36.037 H F H H Ph H
36.038 H F H H Ph Cl
36.039 H F H H Ph F
36.040 H F H H Ph Me
36.041 H Cl H H H H
36.042 H Cl H H H Ci
36.043 H Cl H H H F
36.044 H Cl H H H Me
36.045 H Cl H H F H
36.046 H Cl H H F Cl
36.047 H Cl H H F F
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[0211]

EH %% R' R® R, R,’ Ry Ry
36.048 H Cl H H F Me
36.049 H Cl H H Cl H
36.050 H Cl H H Cl F
36.051 H Cl H H Cl Cl
36.052 H Cl H H Cl Me
36.053 H (@ | H H Me H
36.054 H Cl H H Me Cl
36.055 H Cl H H Me F
36.056 H Cl H H Me Me
36.057 H Cl H H Ph H
36.058 H Cl H H Ph Ci
36.059 H Cl H H Ph F
36.060 H Cl H H Ph Me
36.061 Me H H H H H
36.062 Me H H H H Cl
36.063 Me H H H H F
36.064 Me H H H H Me
36.065 Me H H H F H
36.066 Me H H H F Cl
36.067 Me H H H F F
36.068 Me H H H F Me
36.069 Me H H H Cl H
36.070 Me H H H Cl F
36.071 Me H H H Cl Cl
36.072 Me H H H Cl Me
36.073 Me H H H Me H
36.074 Me H H H Me cl
36.075 Me H H H Me F
36.076 Me H H H Me Me
36.077 Me H H H Ph H
36.078 Me H H H Ph Cl
36.079 Me H H H Ph F
36.080 Me H H H Ph Me
36.081 Me F H H H H
36.082 Me F H H H Cl
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[0212]
Lol R’ R’ R R,* Ry’ R,
36.083 Me F H H H F
36.084 Me F H H H Me
36.085 Me F " H ¥ H
36.086 Me ) H H F Cl
36.087 Me F H H F F
36.088 Me F H H F Me
36.089 Me F H H Cl H
36.090 Me F H H 1 F
36.091 Me F H H Cl Ci
36.092 Me F H H Cl Me
36.093 Me F H H Me H
36.094 Me F H H Me Cl
36.095 Me H H Me F
36.096 Me F H H Me Me
36.097 Me F H H Ph H
36.098 Me E H H Ph Cl
36.099 Me i H H Ph F
36.100 Me F H H Ph Me
36.101 Me Cl H H H H
36.102 Me Cl H H H Cl
36.103 Me Cl H H H F
36.104 Me Cl H H H Me
36.105 Me Cl H H F H
36.106 Me Cl H H Cl
36.107 Me Cl H H F F
36.108 Me Cl H H F Me
36.109 Me Cl H H Cl
36.110 Me 1 H H Ci F
36.111 Me Cl H H Cl Cl
36.112 Me Cl H H 1 Me
36.113 Me Cl H H Me H
36.114 Me Cl H H Me Cl
36.115 Me Cl H H Me F
36.116 Me Cl H H Me Me
36,117 Me Cl H H Ph H
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[0213]

EHlRT R' R/ Ry’
36.118 Me Ph Cl
36.119 Me Ph F
36.120 Me Ph Me
36.121 Et H H H H H
36,122 Et H H H H Cl
36.123 Et H H H H F
36.124 Et H H H H Me
36.125 Et H H H F H
36,126 Et H H H F Cl
36:.127 Et H H H F F
36.128 Et H H H F Me
36.129 Et H H H €l H
36.130 Et H H H Cl F
36.131 Et H H H Cl Cl
36.132 Et H H H Cl Me
36.133 Et H H H Me H
36.134 Et H H H Me Cl
36.135 Et H H Me F
36.136 Et H H Me Me
36.137 Et H H Ph H
36,138 Et H H Ph Cl
36.139 Et H H Ph F
36.140 Et H H Ph Me
36.141 Et H H H H
36.142 Et H H H Cl1
36.143 Et H H H F
36.144 Et H H H Me
36.145 Et H H F H
36.146 Et H H F Cl
36.147 Et H H F F
36.148 Et H H F Me
36.149 Et H H Cl H
36.150 Et H H C1 F
36.151 Et H H Cl Cl
36,152 Et H H Cl Me




CN 103827102 B W OB B 78/117 T

[0214]

EHl 5T R' R® R/ R’ R, R,
36.153 Et F H H Me H
36.154 Et ¥ H H Me Cl
36.155 Et F H H Me ¥
36.156 Et E H H Me Me
36.157 Et F H H Ph H
36.158 Et F H H Ph Cl
36.139 Et | H H Ph F
36.160 Et F H H Ph Me
36.1061 Et Cl H H H H
36.162 Et Cl H H H Cl
36.163 Et Cl H H H K
36.164 Et Cl H H H Me
36.165 Et Cl H H E H
36.166 Et Cl H H F Cl
36167 Et Cl H H F F
36.168 Et Cl H H F Me
36.169 Et Cl H H Cl H
36.170 Et Cl H H Cl |
36,171 Et Cl H H Cl Cl
36.172 Et Cl H H C1 Me
36.173 Et Cl H H Me H
36.174 Et Cl H H Me Cl
36.175 Et Cl H H Me F
36.176 Et 1 H H Me Me
36.177 Kt Cl H H Ph H
36.178 Et Cl H H Ph Cl
36.179 Et Cl H H Ph F
36.180 Et Cl H H Ph Me
36.181 H E F H H H
36.182 H E H F H H

[0215]  R37 . ARE (DKL EY, b xfLERN, MCRALL, RPAIR S B AAEREA, H HRMY
FA-
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[0216]

[0217]
Lt %E R R R;* R,* R, R,
37.001 H H H H H H
37.002 H H H H H Cl
37.003 H H H H H F
37004 H H H H H Me
37.005 H H H H F H
37.006 H H H H F €1
37.0067 H H H H E F
37.008 H H H H Me
37.009 H H H H i H
37.010 H H H H Cl F
37.011 H H H H Cl Cl
37.012 B H H H 1 Me
37.013 H H H H Me H
37.014 H H H H Me Cl
37.015 H H H H Me F
37.016 H H H H Me Me
37.017 H H H H Ph H
37.018 H H H H Ph Cl
37.019 H H H H Ph F
37.020 H H H H Ph Me
37.021 H F H H H H
37.022 H F H H H Cl
37.023 H ¥ H H H F
37.024 H F H H H Me
37.025 H F H H F H
37.026 H F H H F Cl
37.027 H ¥ H H F F

[0218]
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K HT R' R,’ Ry’ R,
37.028 H H F Me
37.029 H H Cl1 H
37.030 H H Cl F
37.031 H H H Cl Cl
37.032 H H H Cl Me
37.033 H H H Me H
37.034 H H H Me Cl
37.035 H H H Me ¥
37.036 H H H Me Me
37.037 H H H Ph H
37.038 H H H Ph Cl
37.039 H H H Ph F
37.040 H F H H Ph Me
37.041 H Cl H H H H
37.042 H Cl H H H Cl
37.043 H Cl H H H F
37.044 H Cl H H H Me
37.045 H Cl H H F H
37.046 H Cl H H Cl
37.047 H Cl H H F F
37.048 H Cl H H F Me
37.049 H Cl H H Cl H
37.050 H Cl H H Cl F
37.051 H Cl H H Cl1 Cl
37.052 H Cl H H Cl Me
37.053 H Cl H H Me H
37.054 H Cl H H Me Cl
37.055 H Cl H H Me F
37.056 H Cl H H Me Me
37.057 H Cl H H Ph H
37.058 H Cl H H Ph Cl
37.059 H Cl H H Ph F
37.060 H cl H H Ph Me
37.061 Me H H H H H
37.062 Me H H H H Cl
[0219]
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kB %5 R' R* R/’ R,’ Ry R,’
37.063 Me H H H H F
37.064 Me H H H H Me
37.065 Me H H H F H
37.066 Me H H H F Cl
37.067 Me H H H F F
37.068 Me H H H F Me
37.069 Me H H H Cl H
37.070 Me H H H Cl F
37.071 Me H H H Cl Cl
37.072 Me H H H Cl Me
37.073 Me H H H Me H
37.074 Me H H H Me Cl
37.075 Me H H H Me F
37.07¢6 Me H H H Me Me
37.077 Me H H H Ph H
37.078 Me H H H Ph Cl
37.079 Me €1 H H Ph F
37.080 Me H H H Ph Me
37.081 Me F H H H H
37.082 Me F H H H Cl
37.083 Me F H H H F
37.084 Me F H H H Me
37.085 Me F H H F H
37.086 Me F H H F Cl
37.087 Me F H H F F
37.088 Me F H H F Me
37.089 Me F H H Cl H
37.090 Me F H H Cl F
37.091 Me F n H Cl Cl
37.092 Me F H H Cl Me
37.093 Me F H H Me H
37.094 Me F H H Me Cl
37.095 Me E H H Me E
37.096 Me F H H Me Me
37.097 Me F H H Ph H
[0220]
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EHI %5 R' R R R,’ Ry’ R,
37.098 Me F H H Ph Cl
37.099 Me F H H Ph F
37.100 Me F H H Ph Me
37.101 Me Cl1 H H H H
37.102 Me Cl H H H Cl
37.103 Me Cl H H H F
37.104 Me Cl H H H Me
37.108 Me 1 H H E H
37.106 Me Cl H H F Cl
37.107 Me Ci H H F
37.108 Me Cl H H ¥ Me
37.109 Me Cl H H 1 H
37.110 Me Cl H H Cl F
37111 Me Cl H H Cl Cl
37412 Me Cl H H Cl Me
37.113 Me (& | H H Me H
37.114 Me Cl H H Me Cl
37.118 Me Cl H H Me F
37.116 Me Cl H H Me Me
37117 Me Cl H H Ph H
37118 Me cl H H Ph Cl
37.119 Me Cl H H Ph F
37.120 Me Cl H H Ph Me
37121 Et H H H H H
37122 Et H H H H Cl
37.123 Et H n 0 H F
37.124 Et H H H H Me
37.128 Et H H H F H
37.126 Et H H H F Cl
37.127 Et H H H F F
37128 Et H H 138 E Me
37.129 Et H H H Cl H
37.130 Et H H H Cl F
37.131 Et H H H Cl Cl
37.132 Et H H H Cl Me
[0221]
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K HT R' R* R/’ R,’ Ry’ R,
37.133 Et H H H Me H
37.134 Et H H H Me Cl
37.135 Et H H H Me F
37.136 Et H H Me Me
37.137 Et H H H Ph H
37.138 Et H H H Ph Cl
37.139 Et H H H Ph F
37.140 Et H H H Ph Me
37.141 Et E H H H H
37.142 Et F H H H Cl
37143 Et F H H H ¥
37.144 Et F H H H Me
37.145 Et E H H F H
371486 Et F H H F Cl
37.147 Et F H H F F
37.148 Et F H H F Me
37.149 Et F H H Cl §§ 1
37.150 Et F H H Cl F
37.151 Et E H H Cl Cl
37.152 Et F H H Cl Me
37.153 Et F H H Me H
37.154 Et F H H Me Cl
37.155 Et F H H Me F
37456 Et F H H Me Me
37157 Et F H H Ph H
37.158 Et F n 0 Ph Cl
37.159 Et F H H Ph F
37.160 Et F H H Ph Me
37.161 Et Cl n H H H
37.162 Et Cl H H H Cl
37.163 Et Cl H 138 H F
37.164 Et Cl H H H Me
37.165 Et cl H H F H
37.166 Et Cl H H F Cl
37.167 Et Cl H H F F
[0222]
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37.168 Et Cl H H F Me
37.169 Et Cl H H Cl H
37.170 Et Cl H H Cl F
37.171 Et cl H H Cl Cl
37.172 Et Cl H H C1 Me
37.173 Et Cl H H Me H
37.174 Et Cl H H Me Cl
37.175 Et Cl H H Me F
37.176 Et Cl H H Me Me
37.177 Et Cl H H Ph H
37.178 Et Cl H H Ph Cl
37.179 Et Cl H H Ph F
37.180 Et Cl H H Ph Me
37.181 H F F H H H
37.182 H F H F H H

[0223]  #38: AR A (DKL AY, Hb xfRERN, MUEALS, RO RPAIR' S A REEA, IF H.

REAR LA -

[0224]

[0225]
k%5 R R’ R R, Ry Ry’
38.001 H H H H H H
38.002 H H H H H Cl
38.003 H H H H H F
38.004 H H H H H Me
38.005 H H H H F H
38.006 H H H H F Cl1
38.007 H H H H F F
38.008 H H H H F Me

[0226]
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kB %5 R' R* R/’ R,’ Ry R,’
38.009 H H H H Cl H
38.010 H H H H Cl F
38.011 H H H H Cl Cl
38.012 H H H H €1 Me
38.013 H H H H Me H
38.014 H H H H Me Cl
38.015 H H H H Me F
38.016 H H H H Me Me
38017 H H H H Ph H
38.018 H H H H Ph Cl
38.019 H H H H Ph F
38.020 H H H H Ph Me
38.021 H E H H H H
38.022 H F H H H Cl
38.023 H F H H H F
38.024 H F H H H Me
38.025 a F H H F H
38.026 H F H H F Cl
38.027 H F H H F F
38.028 H F H H F Me
38.029 H F H H Cl H
38.030 H F H H Cl F
38.031 H F H H Cl Cl
38.032 H F H H Cl Me
38.033 H F H H Me H
38.034 H F n 0 Me Ci
38.035 H E H H Me F
38.03¢6 H F H H Me Me
38.037 H E n H Ph H
38.038 H F H H Ph Cl
38.039 H F H 138 Ph F
38.040 H F H H Ph Me
38.041 H cl H H H H
38.042 H Cl H H H Cl
38.043 H Cl H H H F
[0227]
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EH%F R' R R’ R,’ Ry’ Ry’
38.044 H Cl H H H Me
38.045 H Cl H H F H
38.046 H Cl H H F Cl
38.047 H Cl H H F F
38.048 H cl H H F Me
38.049 H Cl H H Cl H
38.050 H Cl H H Cl F
38.051 H Cl H H Cl1 Cl
38.052 H Cl H H Cl Me
38.053 H Cl H H Me H
38.054 H Ci H H Me cl
38.055 H @] H H Me F
38.056 H Cl H H Me Me
38.057 H Cl H H Ph H
38.058 H Ci H H Ph Cl
38.059 H Cl H H Ph F
38.060 H Cl H H Ph Me
38.061 Me H H H H H
38.062 Me H H H H Cl
38.063 Me H H H H F
38.064 Me H H H H Me
38.065 Me H H H F H
38.066 Me H H H F Cl
38.067 Me H H H F F
38.068 Me H H H F Me
38.069 Me H H H Cl H
38.070 Me H H H Cl F
38.071 Me H H H Cl Cl
38.072 Me H H H Cl Me
38.073 Me H H H Me H
38.074 Me H H H Me Cl
38.075 Me H H H Me F
38.076 Me H H H Me Me
38.077 Me H H H Ph H
38.078 Me H H H Ph Cl
[0228]
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EH %5 R' R R;* R’ Ry’ R,
38.079 Me H H H Ph F
38.080 Me H H H Ph Me
38.081 Me K H H H H
38.082 Me F H H H Cl
38.083 Me F H H H F
38.084 Me F H H H Me
38.085 Me F H H F H
38.086 Me F H H F Cl
38.087 Me F H H F F
38.088 Me F H H Me
38.089 Me ¥ H H Cl H
38.090 Me F H H €l F
38.091 Me F H H Cl 1
38.092 Me F H H Cl Me
38.093 Me F H H Me H
38.094 Me F H H Me Cl
38.095 Me F H H Me F
38.096 Me F H H Me Me
38.097 Me F H H Ph H
38.098 Me F H H Ph Cl
38.099 Me F H H Ph E
38.100 Me F H H Ph Me
38.101 Me Cl H H H H
38.102 Me Cl H H H Cl
38.103 Me Cl H H H F
38.104 Me Cl H H H Me
38.105 Me Cl H H F H
38.106 Me Cl H H F Cl
38.107 Me Cl n H F F
38.108 Me ClI H H F Me
38.109 Me Cl H H [6] ] H
38.110 Me Cl H H Cl F
38.111 Me Cl H H Cl Cl1
38.112 Me Cl H H Cl Me
38.113 Me C1 H H Me H
[0229]
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EH %5 R' R R;* R’ R, Ry
38.114 Me Cl H H Me Cl
38.115 Me Cl H H Me F
38.116 Me Cl1 H H Me Me
38.117 Me l H H Ph H
38.118 Me cl H H Ph Cl
38.119 Me Cl H H Ph F
38.120 Me Cl H H Ph Me
38.121 Et H H H H H
38.122 Et H H H H Cl
38.123 Et H H H H F
38.124 Et H H H H Me
38.125 Et H H H F H
38.126 Et H H H F Cl
38.127 Et H H H F F
38.128 Et H H H F Me
38.129 Et H H H Cl H
38.130 Et H H H 1 F
38.131 Et H H H Ci Cl
38.132 Et H H H Cl Me
38.133 Et H H H Me H
38.134 Et H H H Me Cl
38.135 Et H H H Me F
38.136 Et H H H Me Me
38.137 Et H H H Ph H
38.138 Et H H H Ph Cl
38.139 Et H H H Ph F
38.140 Et H H H Ph Me
38.141 Et F H H H H
38.142 Et F H H H Ci
38.143 Et F H H 151 F
38.144 Et F H H H Me
38.145 Et F H H F H
38.146 Et E H H F Cl
38.147 Et K H H F ¥
38.148 Et F H H F Me
[0230]
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% 4% 5 R’ R® R’ R’ R, R,
38.149 Et F H H 1 H
38.150 Et F H H Ci F
38.151 Et F H H Cl Cl
38.152 Et F H H i Me
38.153 Et F H H Me H
38.154 Et F H H Me Cl
38.155 Et F H H Me F
38.156 Et F H H Me Me
38.157 Et F H H Ph H
38.158 Et E H H Ph Cl
38.159 Et F H H Ph E
38.160 Et F H H Ph Me
38.161 Et €l H H H H
38.162 Et Cl H H H (6]
38.163 Et cl H H H F
38.164 Et Cl H H H Me
38.165 Et 8 H H F H
38.166 Et Cl H H F €l
38.167 Et cl H H F F
38.168 Et Cl H H F Me
38.169 Et cl H H 1

38.170 Et al H H Cl F
38.171 Et i H H Cl Cl
38.172 Et Cl1 H H Cl Me
38.173 Et Cl H H Me H
38.174 Et Cl H H Me cl
38.175 Et Cl H H Me F
38.176 Et ¢l H H Me Me
38.177 Et cl H H Ph H
38.178 Et Cl H H Ph Cl
38.179 Et Cl H H Ph F
38.180 Et cl H H Ph Me
38.181 H ¥ ¥ H H H
38.182 H H F H H

[0231] 239 AR WK (DI AP, b xfREN, MURALS, RAURF 4L, ROAIR % 1 A
% ’ ijE.RZ'fJﬁ%%%:
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[0232]

[0233]
LW %S R! R R, R;’ R,’ | Ry
39.001 H H H H H i §
39,002 H H H H H Cl
39.003 H H H H H ¥
39.004 H H H H H Me
39.005 H H H H F H
39.006 H H H H F €l
39.007 H H H H | F
39.008 H H H H F Me
39.009 H H H H 1 H
39.010 H H H H Cl F
39.011 H H H H Cl 1
39.612 H H H H Cl Me
39.013 H H H H Me H
39.014 H H H H Me €l
39.015 H H H H Me F
39.016 H H H H Me Me
39.017 H H H H Ph H
39.018 H H H H Ph Cl
39.019 H H H H Ph F
39.020 H H H H Ph Me
39.021 H F H H H H
39.022 H F H H H CL
39.023 H F H H H F
39.024 H K H H H Me
39.025 H F H H F H

[0234]
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EH %5 R' R R/’ R,’ Ry R,
39.026 H F H H F Cl
39.027 H F H H F
39.028 H F H H F Me
39.029 H F H H 1
39:030 H F H H Cl F
39.031 H E H H Cl Cl
39.032 H F H H Cl Me
39.033 H F H H Me H
39.034 H F H H Me Cl
39.035 H F H H Me F
39.036 H F H H Me Me
39,037 H E H H Ph H
39.038 H | H H Ph Cl
39.039 H F H H Ph F
39.040 H F H H Ph Me
39.041 H Cl H H H H
39.042 I 1 H H 88 €l
39.043 H €l H H H ¥
39.044 H Cl H H H Me
39.045 H Cl H H F H
39.046 H Cl H H E Cl
39.047 H Cl H H ) F
39.048 H Cl H H F Me
39.049 H Cl H H Cl H
39.050 H Cl H H (@) F
39.651 H C1 H H Cl Cl
39.052 H Cl H H Cl Me
39.053 H Cl H H Me H
39.054 H Ci H H Me Cl
39.055 H Cl H H Me F
39.056 H C1 H H Me Me
39.0587 H Cl H H Ph H
39.058 H Cl H H Ph Cl
39.059 H Cl H H Ph F
39.060 H Cl H H Ph Me
[0235]
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kB %5 R' R* R/’ R,’ Ry Ry’
39.061 Me H H H H H
39.062 Me H H H H Cl
39.063 Me H H H H F
39.064 Me H H H H Me
39:065 Me H H H F H
39.066 Me H H H F Cl
39.067 Me H H H F F
39.068 Me H H H F Me
39.069 Me H H H Cl H
39.070 Me H H H Cl F
39.071 Me H H H Cl Cl
39.072 Me H H H €l Me
39.073 Me H H H Me H
39.074 Me H H H Me Cl1
39.075 Me H H H Me F
39.076 Me H H H Me Me
39.077 Me €1 H H Ph H
39.078 Me H H H Ph Cl
39.079 Me H H H Ph F
39.080 Me H H H Ph Me
39.081 Me F H H H H
39.082 Me F H H H Cl
39.083 Me F H H H F
39.084 Me F H H H Me
39.085 Me F H H F H
39.086 Me F H H F Cl
39.087 Me F H H F F
39.088 Me F H H F Me
39.089 Me F n H Cl H
39.090 Me F H H Cl F
39.091 Me F H 138 Cl Cl1
39.092 Me F H H Cl Me
39.093 Me E H H Me H
39.094 Me F H H Me Cl
39.095 Me F H H Me F
[0236]
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K HT R' R* R/’ R,’ Ry’ R,
39.096 Me F H H Me Me
39.097 Me F H H Ph H
39.098 Me ¥ H H Ph Cl
39.099 Me F H H Ph F
39.160 Me F H H Ph Me
39.101 Me Cl H H H H
39.102 Me Cl H H H Cl
39.103 Me Cl H H H F
39.104 Me Cl H H H Me
39.105 Me Ci H H F H
39.106 Me Ci H H F Cl
39107 Me Cl H H F F
39.108 Me Cl H H F Me
39.109 Me Cl H H Cl H
39.118 Me Cl H H C1 F
39.111 Me (& | H H Cl Cl
39.112 Me Cl H H Cl Me
39.113 Me Cl H H Me H
39.114 Me Cl H H Me Cl
39.115 Me Cl H H Me F
39.116 Me Cl H H Me Me
39.117 Me Cl H H Ph H
39.118 Me Cl H H Ph Cl
39.119 Me & | H H Ph F
39.120 Me Cl H H Ph Me
39:121 Et H n 0 H H
39.122 Et H H H H Cl
39.123 Et H H H H F
39.124 Et H H H H Me
39.125 Et H H H F H
39126 Et H H 138 F Cl
39.127 Et H H H F F
39.128 Et H H H F Me
39.129 Et H H H Cl H
39:130 Et H H H Cl F

[0237]
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K HT R' R* R/’ R,’ Ry’ R,
39.131 Et H H H Cl Cl
39.132 Et H H H Cl Me
39.133 Et H H H Me H
39.134 Et H H H Me Cl
39:135 Et H H H Me F
39.136 Et H H H Me Me
39.137 Et H H H Ph H
39.138 Et H H H Ph Cl
39.139 Et H H H Ph F
39.140 Et H H H Ph Me
39.141 Et F H H H H
39.142 Et F H H H Cl
39.143 Et E H H H F
39.144 Et F H H H Me
39.145 Et F H H F H
39.146 Et F H H F Cl
39.147 Et F H H F F
39.148 Et F H H F Me
39.149 Et E H H C1 H
39.150 Et ) H H Cl F
39.151 Et F H H Cl Ci
39.152 Et F H H Cl Me
39.153 Et F H H Me H
39.154 Et F H H Me Cl
39.155 Et F H H Me F
39:156 Et F n 0 Me Me
39.157 Et F H H Ph H
39.158 Et F H H Ph Cl
39.159 Et E H H Ph F
39.160 Et E H H Ph Me
39.161 Et Cl H 138 H H
39.162 Et Cl H H H Cl
39163 Et cl H H H F
39.164 Et Cl H H H Me
39.165 Et Cl H H F H
[0238]
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EH%F R' R’ R’ R,’ R,’ R,
39.166 Et Cl H H F Cl
39.167 Et Cl H H F F
39.168 Et Cl H H F Me
39.169 Et Cl H H C1
39.170 Et Cl H H Cl F
39171 Et Cl H H Cl Cl
39.172 Et cl H H cl Me
39.173 Et Cl H i} Me H
39.174 Et i H H Me Cl
39.175 Et Cl H H Me F
39.176 Et Cl H H Me Me
39177 Et €1 H H Ph H
39.178 Et Cl H H Ph Cl
39179 Et Cl H H Ph F
39.180 Et Ci H H Ph Me
39.181 H | F H H H
39.182 H F H F H H

[0239]  £40: AR R (DKILAD, H P xRN, MUEALS, ROAIR' S A AAREA, I HRL

KA

[0240]

EH%T R' R’ R’ R’ R’
40.001 H H H H H
40,002 H H H H Me
40.003 H H H H Ph
L0241 10004 " H H H F
40.005 H H H H Cl
40.006 H Cl H H H
40.007 Cl H H Me

=
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£ %5 R' R* | R R,° R’
40.008 |H Cl H H Ph
40.009 H Cl H H F
40.010 H cl H H Cl
40,011 H F H H H
40,012 H F H H Me
40.013 H F H H Ph
40.014 H F H F
40.015 H ¥ H H Cl
40.016 Me H H H H
40.017 Me H H H Me
40.018 Me H H H Ph
40.019 Me H H H F
40.020 Me H H H Ci
40.021 Me Cl H H H
40.022 Me Cl H H Me
40.023 Me Cl H H Ph
40.024 Me Cl H H F

[0242] 40.025 Me cl H H Cl
40.026 Et H H H H
40.027 Et H H H Me
40.028 Et H H H Ph
40.029 Et H H H F
40.030 Et H H H Cl
40.031 Et F H H H
40.032 Et F H H Me
40.033 Et F H H Ph
40.034 Et F H H F
40.035 Et F H H Cl
40.036 Et cl H H H
40.037 Et Cl H H Me
40,038 Et Cl H H Ph
40.039 Et Cl H H F
40.040 Et cl H H Cl
40.041 H F F H H
40.042 H F H F H
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[0243]
KA

[0245]

FALAREHAR (DI, Hp xRN, MURALT, ROAR S A AREREA, I HRAR

LB BT R! R® R, R,® R’
41.001 H H H H H
41.002 H H H H Me
41.003 H H H H Ph
41.004 H H H H F
41.005 H H H H Cl
41.006 H Cl H H H
41.007 H Cl H H Me
41.008 H Cl H H Ph
41.009 H Cl H H F
41.010 H Cl H H Cl
41.011 H F H H H
41.012 H F H H Me
41.013 H F H H Ph
41.014 H F H H F
41.015 H F H H Ql
41.016 Me H H H H
41.017 Me H H H Me
41.018 Me H H H Ph
41.019 Me H H H F
41.020 Me H H H Cl
41.021 Me Cl H H H
41.022 Me Cl H H Me
41.023 Me Cl H H Ph
41.024 Me Cl H H F
41.025 Me Cl H H Cl
41.026 Et H H H H
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o R R® R;® R, R’
41.027 Et H H H Me
41.028 Et H H Ph
41.029 Et H H F
41.030 Et H H H Cl
41.031 Et F H H H
41,032 Et F H H Me
41.033 Et F H H Ph
[0246] 41,034 Et F H H F
41.035 Et F H H Cl
41.036 Et Cl H H H
41.037 Et Cl H H Me
41.038 Et Cl1 H H Ph
41.039 Et Cl H H F
41.040 Et Cl H H Cl
41.041 H F F H H
41.042 H F H F H
(02471 RA2: AR WA (DI LAY, HrhxURN, MERALS, ROFIRYE A AR A, IF HRR
KA
[0248]
[0249]
EH% % R R’ R, R’ R’ R*
42.001 H H H H H H
42.002 H H H H Me H
42,003 H H H H Ph H
42.004 H H H H F Me
42.005 H H H H Cl H
42.006 H Cl H H H Me
42.007 H Cl1 H H Me Me
[0250]
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EH %5 R' R R,® R,* R’ R
42.008 H Cl H H Ph Me
42.009 H Cl H H F H
42.010 H Cl H H Cl H
42.011 H F H H H Me
42.012 H F H H Me H
42.013 H F H H Ph H
42.014 H F H H F Me
42.015 H F H H Cl Me
42.016 Me H H H H Et
42.017 Me H H H Me Et
42.018 Me H H H Ph Et
42.019 Me H H H F Et
42.020 Me H H H Cl Et
42.021 Me Cl H H H Me
42.022 Me Cl H H Me H
42.023 Me Cl H H Ph H
42.024 Me Cl H H F H
42.025 Me Cl H H cl Et
42.026 Et H H H H Me
42.027 Et H H H Me Me
42.028 Et H H H Ph Me
42.029 Et H H H F H
42.030 Et H H H Cl H
42.031 Kt F H H H Me
42.032 Et F H H Me Me
42.033 Et F H H Ph H
42.034 Et F H H F Et
42.035 Et F H H Cl Et
42.036 Et Ci H H H H
42.037 Et Cl H H Me H
42.038 Et Cl H H Ph H
42.039 Et Cl H H F Me
42,040 Et Cl H H Cl H
42.041 H F F H H H
42.042 H F H F H H
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[0251]
KA

[0253]

F43: AREHAR (DS, Hp xRN, MUERAL, RPAR S [ AREA, I HRAR

N=N
LB BT R! R® R, R,® R®
43.001 H H H H H
43.002 H H H H Me
43.003 H H H H Et
43.004 H F H H H
43.005 H F H H Me
43.006 H F H H Et
43.007 H Cl H H H
43.008 H Cl H H Me
43.009 H Cl H H Et
43.010 Me H H H H
43.011 Me H H H Me
43.012 Me H H H Et
43.013 Me F H H H
43.014 Me F H H Me
43.015 Me F H H Et
43.016 Me Cl H H H
43.017 Me Cl H H Me
43.018 Me Cl H H Et
43.019 Et H H H H
43.020 Et H H H Me
43.021 Et H H H Et
43.022 Et F H H H
43.023 Et F H H Me
43.024 Et F H H Et
43.025 Et C1 H H H
43.026 Et Cl H H Me
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o R! R’ R’ R,* R®
43.027 Et Cl H H Et
0254] 43.028 H F F H H
43.029 H F H F H
[0255] 44 AR (1) FIALEDD, Hh xRN, MUFEA20, ROFIR' 5 H AR A, 3 R
KA
[0256]
L6 %5 R R’ R’ R,* R®
44.001 H H H H Me
44.002 H H H H Et
44.003 H F H H Me
44.004 H F H H Et
44.005 H Cl H H Me
44.006 H Cl H H Et
44.007 Me H H H Me
44.008 Me H H H Et
44.009 Me F H H Me
[0257]  44.010 Me F H H Et
44.011 Me Cl H H Me
44.012 Me Cl H H Et
44.013 Et H H H Me
44.014 Et H H H Et
44.015 Et F H H Me
44.016 Et F H H Et
44.017 Et Cl H H Me
44.018 Et Cl H H Et
44.019 H F H Me
44.020 H F H F Me
[0258]  mJLAJHAE bk e B i =X (1) A S 9 A/ B5H: 6 1 8t m] A — P47 7 12
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il 2%, AT DUIsE k301 384 B 3R BCAs B 3 J5E AT AR —J7 1, a0, AT UL E 3
AT I NARAE S AL FE (work—up) B W A/ B TRV )00 24k o i 2, 3K AT DA B A D 151 4
D.TiebesfECombinatorial Chemistry-Synthesis,Analysis,Screening(editor Giinther
Jung) ,Verlag Wiley1999, 581 £ 3470 Fric #2 H EAE .

[0259] T Fv ik ~1- AT S BL A AN JE 4b 28, AT RLASE ) — R B 7 A, B an e B
Barnstead International ,Dubuque,lowa52004-0797,USAfCalpysof it (reaction
block), B &M FHRadleys,Shirehill,Saffron Walden,Essex,CB113AZ,England{] ™.
U, 8BS W HPerkin Elmer,Waltham,Massachusetts02451,USAfIMultiPROBE A ) T {E%5 »
R T PAT A (DA W S H SR B ORI B w7 AR 1w (R4, JG AT DA A i 3 4%
4 E 1SCO, Inc. ,4700Superior Street,Lincoln,NE68504,USA.

[0260]  Jir 71| th () 0 & G AR AR P (modular procedure) , Horpr 2 AN 28D SR 2 H 5))
AER) SR AE AL B AP R 2 [R) Wb AR AT T B R AE o X P DL I 3 B8 4 — ARk B e 4 — 4k
() B 3 R G0k %, /£ rR 3 30 R b &4 H SE S i g AL A Ckie 4T . X — K H
Bl &40 VLW Tl fncCal iper , Hopkinton,MAO1748, USA.

[0261] A DUAEFE R S - 80 A/ iEBR M S (scavenger resin) RKXFFRANBZ NG
A BRI SE i o BV SCBRICER 1 — RPUSEIR 7 &, Bl 8 T ChemFiles,Vol.4,No. 1,
Polymer—-Supported Scavengers and Reagents for Solution—Phase Synthesis(Sigma-—
Aldrich).

[0262] [ 7 AR SCHTCEIN iz A, DAY S FL R 5 1] £t 7] PA 58 4 B HS 4 Hb
T [ AH 713k (solid—phase—supported) B /75T « Ak B 1, FEFT IR G B B & H T
FHRLERAE ) B R, SRR R DB A B v R )4 45 6 216 o T b o bk SCikh & 7
it A T A RS R VA, Bl Barry AL Buninid# T “The Combinatorial
Index” ,Academic Press,1998, flCombinatorial Chemistry-Synthesis,Analysis,
Screening (44 NGunther Jung),Wiley,1999 .18 FI & AH 7 3 A BT E SR VR T SCik
ORI — R 5077 &, HAR AT LT3 AT 800L A 3h 77 X3 AT BT id S B2 AT RA s FHTRORT 4
A, FEMIE Nexus Biosystems,12140Community Road,Poway,CA92064 , USAF T3 sz v 2% 3
17

[0263] £ & AH b FNAERUAH A 38 AT DA JE G A0 FH Alape 3 AR SR SRR Bl i) & o P IR B 2 A5
FP IR TN SCHR TP IR T — RIIEISER T 2, Bl AN 8 TMicrowaves in Organic and
Medicinal Chemistry(4w%a NC.0.KappeflA.Stadler),Wiley,2005.

[0264]  #RHE A SCATIA R T7 v M 6 7 A UUM B A A R R R R (DAY LR Bk
R G FR A (Library ) « AR IR S 2= DRI Rh (DA &P SO ER I E

[0265]  AKEHEIA (DAY CRI/BLER) /£ S TR @R FRN “RKANEY , i) i
RIAELEBF b H S B I F M — SR A F R A R I BR B X  r i A & )
T BEA AR T MR 22 HUIRZ A A 2 4F AR 45 B v A CHRIMERL B VR 1 248 A A A
Mo

[0266]  [Klith, A K B S — P vE A 75 EERE B0/ T EY B A K T Lk T
e, Horel AR B ) — A e 2 A & Wi FLAERE ) b (9 ol S5 AEL ) , 49t B
BN ZR BN T L RIEVEY)) i T P (B a0 ) P B0 1 B0 A4, 9l an e =2
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BT A 2 22309 ) BUE A T AR AR R DXk (A Bt IX 40 o AEAR ST, AR R B4R S 4T A
) QI AE S PR e FH (R A, ] DO 5N 38 e A ) i B e i o Al AR A
FLAR R S245) y ] LA I ik AR & B 040 S B0 Y B B RS I R BLAE A B ) — L2458, 1T
FIik 512 FE AR T JE 8 5 ol

[0267]  DAN @Mt F Y 1L 5 )F (Aegilops) WK E J& (Agropyron) « BT i #g
(Agrostis) FHZIRJE (Alopecurus) R BT #URE (Apera) \#E2Z J& (Avena) VTR HL &
(Brachiaria) 2% J& (Bromus) . 2 &L )& (Cenchrus) \H R ¥ J& (Commelina) S F R J&@
(Cynodon) 7HE J&@ (Cyperus) - B JNF )& (Dactyloctenium) . & F @ (Digitaria) )8
(Echinochloa). 223 J& (Eleocharis) JWkERE & (Eleusine) - | JH 5L )& (Eragrostis) B %
J&(Eriochloa) . 2E3¢ J& (Festuca) I J& (Fimbristylis) . Sf851t J& (Heteranthera) .
157 J& (Imperata) FSME B & (Ischaemum) . T4 F )& (Leptochloa) AEE J& (Lolium) .
M A4t )& (Monochoria) .78 J& (Panicum) . 2 M & (Paspalum) . BEX )& (Phalaris) R L&
(Phleum).H 3K JE (Poa) . f#i3 )& (Rotthoellia) .24l J& (Sagittaria) 52
(Scirpus) JEBE & (Setaria) . 5% )& (Sorghum) .

[0268] DL FNEHI XN F M &2 . w8 (Abutilon) . J& (Amaranthus) . JKE &
(Ambrosia). . Bt JE (Anoda) . FE % )& (Anthemis) .E 7% B (Aphanes) . ¥ B
(Artemisia) . JE#JE (Atriplex) 4% J@ (Bellis) B4l JE (Bidens) 5@ (Capsella). &
B JE (Carduus) ¥ B J8 (Cassia) K %% J& (Centaurea) 22 J& (Chenopodium) - &l J&
(Cirsium).jigftJ& (Convolvulus) 2 ¢ F' & (Datura) . L1548 J& (Desmodium) | | B 155
(Emex) #E ¥ JE (Erysimum) . K% 8 (Euphorbia) Bl £ )& (Galeopsis) F % &
(Galinsoga) fifv @ (Galium) FE%E J@ (Hibiscus) % 2 & (Ipomoea ) - Hi ik J& (Kochia) .
W2 #EJE (Lamium) 4732 )8 (Lepidium) BB J& (Lindernia) B35 )& (Matricaria) i far
J& (Mentha) . 1L &8 (Mercurialis) Mullugo)g .7 S J& (Myosotis) 225 J& (Papaver) .
#:4-J& (Pharbitis) 4 Hi J& (Plantago) 2 J& (Polygonum) « & iAW J& (Portulaca) . B EJE
(Ranunculus)E P& (Raphanus) %32 J& (Rorippa)« 7 1732 )& (Rotala) iR 44 )& (Rumex ) «
¥EH)E (Salsola) . T B JE (Senecio) . H # J& (Sesbania) LR JE (Sida) AT E
(Sinapis) JiJ&(Solanum) .75 E 3¢ J& (Sonchus) R4t J& (Sphenociea) . B2 &
(Stellaria) i AJE)JE (Taraxacum) F = J& (Thlaspi) EHE B (Trifolium) S JE
(Urtica) B0 )8 (Veronica) . ¥ & (Viola) & H-J& (Xanthium) .

[0269] ISR AE K ZF R A K BG40 & Ve F 22 R38R 1, W) 58 A PE B R B4 T ) R 2
B A R A K E R B H 2 el siE AR, &A= 2 G T a5
T,

[0270]  4uZRAE T Jo ¥ BTk v AL & W0 e FH 2 A ) ek R Ar , W 7E b 38 )5 AR Kk, 3F
B A F Y45 88 A7 I 8] s i A2 R, B 78— B ] 5 S8 4 A8 T, A BAIX P X AE
AEH BB S IR s YRR A E VIR A FE R R T .

[0271]  ESRA K WIHI AL A Pt 8 it B R B o A e O BR BG4, H R R Tk
MBS AT F LT FHEEREMRIAEYEY) , X BT 4% B &AM A P &5 16 A0 H it
MZ, Frid &5t b EZR/EME @, LN BRI FHAEY 164 J8 (Arachis) (Hll K&
(Beta) . =& )& (Brassica) .= /A& (Cucumis) B /A& (Cucurbita).m H%X)E
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(Helianthus).#HEME (Daucus) « K& J& (Glycine) #3J& (Gossypium) « T 2 J& (Ipomoea)
W EJ&(Lactuca) PR JE (Linum) % i J& (Lycopersicon) VAN E J& (Nicotiana) 32 5 J&
(Phaseolus) %i & J& (Pisum) . jifi J& (Solanum) . & 5. J& (Vicia) , BL DL R @ B FHAEY) . A
J& (Allium) . KL JE (Ananas) < R[4 8 (Asparagus) 163 J& (Avena) « K% J& (Hordeum) «
)8 (Oryza) 7R J& (Panicum) s B J& (Saccharum) . 2255 J& (Secale) . B % J& (Sorghum) /)
&g (Triticale) /N JE(Triticum) . K&ERE (zea) , fF a2 KR BA/NEJE X B
SRR A A YIRGE TAEREED) Bl andoll A FR YISO 5 v 1% B PR B 6 A A
BRI K BRI

[0272] Ak, A S BRGS0 (R T e A1 45 B R 465 K4 A i FH ) e FH22) SHEE M B A
AR ARG EATL AR 77 XS 5HEY 0 R, 3 B R aT BLH TR g A
()77 REZ MR I B 3 » LA B BT, 9 fansdincd 51 % B K g Ak AR o 4, B AT
T2 sy v Al i AR EE R 8 e A KO AR X AN I R AR - B SR A KA
Z A ARV A 2] 7 B R R A, DR 48 ] A gsk 2D B8 5 Ak G AR AR

[0273]  HH T-BX AT TR B B RIAEL D A A T 75 14 5T, Fir i v PR AL S 0 ] F T & A B
REEFHE R EYIAE h B Va6 E MY 05, # L R EE T B — 5550 F
IR 5T, 491 o B e A 2 R i 1, 3 B T SR BS B BRI B B itk , T A o SR R
T 1) B0 A VIR U Bk A 46 an 2 B R, 9 a0 EU TR L A B EOR B o HoA B
PE BP9 R i 7 & o R AT M S R BAR R A DR B, BV B R E e R
SBR[ VE K it B IR B DALY, B AR SRS v B AN R ) JTE D R 2 RS ) B A DR A
W o FAR I BAR P BT A] %S AR AR W) RLEA W A L T Eh AR A 2R AR S 1 i 52 PR BB
Mo

[0274]  ARIEAEA AR AL 5 VERE W) 42 5% b B B S JE R VR A A8 AR & B =X (D) 1)
A WE RS, B eV R RIS, BN K3 PR (M LR AIZR RS R RN
oK, BUE SR HRAE RS TS B R A B B DA R A SR SR E

[0275] i £ %o 5 B 55 RO AR AV B3 1k A0 SR EL A S PR B Ol 20 U = AR Bt i A A
WEIAER A =R (D AL B0 RBR B

[0276]  ffi| & 5 H A O &0 HAE 0 AH LU B AT C50dk e 1 ) B AR A ) o R VA AE Tl an s &
BT IE RS ARAR = A vk B, B OB R MR B T ] A B A T v A (S, Bl
EP0221044,EP0131624) B0 T BA R JLFHE I -

[0277] - id B R Ui fE V0K Y B 28 T8R4 b & Al i 3 o et PR (4 w0 9.2/
011376A.W092/014827A.W091/0198064) ,

[0278]  —iHid “J PR B i X HL L BB (g lufosinate ) JEER B (S W, B WIEP0242236A.
EP0242246A) B H B (gluphosate) FEERELH (W092/00377A ) Bk B fIk 288 5 = 7
(EP0257993A.US5,013,659) BLIX Lk B A1 A M BUR A W B A SUitk 186 2 EHEY ,
11 51 A B AR MOp timum™ GAT™ (i B H BEALS ) 1 4% 5L R MAE 1, 9 G oK BUK
[0279]  -Re/" A 7r =T B R (BtE R ) MM ALY A FE LT it B HUPE R 5 REY)
FLYD, Bt kR 5 (EP0142924A .EPO193259A) ;

[0280]  —HL G VR NIy BRALRSIR) e Fe IR MIAE ) (W091/0139724) ,

[0281] - HLA7 A % 7 R 38 9tk (1) oo 14 FRD BT 1 20 Bk G AR A » 48] 4 i B0 REL ) 8 2 ) 2
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DM Ve (EPO309862A ,EP0464461A)

[0282] - HLAT P& AR D6 ) 2 MBI AEL A , FLARAEAE T A7 B8 i 1 7 B M a1 1) B2k
i 52 14 (EP0305398A) ,

[0283]  —j=A: 2% FEGS W b E 0 & A B A P EEY) (“4r 4¢3 (molecular
pharming)” ),

[0284]  —RAiEAET B iy /™ S BB I ot o ) A B DRV E ALY

[0285]  —RpAiEAET- HA B0 BB pe it 4 & RS 00 ) 5 4 F I EIHE Y -

[0286] V2w fill & L A o it Mk o 1 0 6 S R 1) 3 F AR W R SR U B2 B 1 5 5
WL, BT .Potrykus and G.Spangenberg(%i)Gene Transfer to Plants,Springer Lab
Manual (1995),Springer Verlag Berlin,Heidelberg B¢# Christou,”Trends in Plant
Science”1(1996)423-431.

[0287] iy [ HHATIX S B A HAE , AT LK I ik = 4 DNAJF F1) iy 7 AR SEAR B ™ A2 T3 31 e AR 1)
%I~ 51 N UKL 49t , 38 3 R AET7 32, BT RAEAT B <2 4 . n] AR B+ ZU BRI R 28
[RECA B 51 9 7 5 DNA v BOB LT 42, W RAAE v By B ek (adapter ) BUE 4K
(linker);Z W, ,Sambrook et al.,1989,Molecular Cloning,A Laboratory
Manual, 28 —fk,Cold Spring Harbor Laboratory Press,Cold Spring Harbor,NY; Bk
Winnacker”Gene und Klone” ,VCH Weinheimsg —Ji, 1996,

[0288] 54, PR ™ i PR B ARG AR P A L ) ™ AR mT LAJE I B P 5 A2 Tl I Rk 2
/bR 2R S SCRNA  FH T SR 0171 5 2 AR T SCRNA , B3 i Stk 28 /b — PhsE 8 i
PEVIE R BLDR P e s o A A & S5 IR A%

[0289]  Jyuth H (¥, W] LAAT FH A4S 2 R = M i) 52 48 G e 1) —— A0 45 v 3 A B A7 AE 1 T 3
J¥ 3 ——¥DNA S , AT LLASE FAN S A 50 43 b 77 IR DNA 43, (HL Bk 3 43 b 17 71
WAUR A, DUEAEGH R A 77 A R SCRCR o ] DA 5 B DR = 0 ) BT ok 9 7 91 LA
JEE [ D5 PR A A 58 4 AH [H] FRIDNA 7 %71

[0200]  47EAE A FRISALIR 53, BTG B0 S 11 Jo AT 49 o A5 4 A A0 40 MR ) AT 7 1)
X 2 o AR, 7 e A T X2, AT A o b [X 5 i AR AE B — X 2= s A7 1)
DNAJT HAHEE 4 o X Fh T F R AR AU R BER N BB ap) (S0, #l WiBraun et al.,EMBO
J.11(1992),3219-3227:Wolter et al.,Proc.Natl.Acad.Sci.USA85(1988),846-850;
Sonnewaldet al.,Plant J.1(1991),95-106) i 7t AT LAZEAE P40 MO (¥ 41 e 25 v 5=
pr

[0201] AT DA FH 0 S0 ) 2 A A 2 2k DRI RE 470 40 B A D B8R AEL ) o J U I, B ok 2 B (R A
Y] N AEART B 75 B AREL A o PR AEA , BR AN AT Sy B A R mT A A4 o

[0202] [tk , AT LA 3@ b o) 5] 9 (=R 4R ) o DRI 8RR B e 1) ) o 336 BEL A sl o, B0 e o
SR (=AM ) 2 R BYCEE R P 31 ) 22 T SR A5 M Joi e A8 16 i S DR AL

[0203]  fiLafetg A A (1) B &4 H T3 BLRE o, B ik i R VE xS AR KR 771
#an2,4-D 2 B AL (dicamba ) H A HUPE , BCE 6 #1075 B AR A6 , 9 40 £ B 5L 1R 5 1
(acetolactate synthases,ALS) . EPSP&E . AW IE SR (glutamine synthases,GS)EY
F42 B R P R I U0 %8B (hydroxypheny Ipyruvate dioxygenases,HPPD) KRR B2 A H1
PR, B X106 E IS RS S I B e Tl o R g i e M M SR D R S ABA R A S P B
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R AU, BN IXEVE LA I T RS A R A k.

[0294]  § AP , A B B4 A AT BL T BEH S PB4 i SR I 45 & VB H B SS
AR P 245 B A i ] 2K 5L A 970 P 1) 26 2 DRVVR VD REL) o RIS il DI e 3, A & B I A & ) ]
DL FH 6 S DR VE A A 191 T 78 44 B 44K A 0p timum™ GAT™H) T K SR & (it 55 H- 1k
ALS) .

[0295] i A IS PEAL S0 FH T BEDAE RN, B 1 Al A2 HARA R S 3 ()65 T
HEEMRI R Z AN B EE I T BT iR 10 5 5L R E) () R TR 0 280 %, 1 an el AR B0 e
i) A2 B TR 1) AT DABTT V6 Y ZR 51 L ARk 1 i A mT DA A e 2R 5 5 R R0 oA 3t
P PR B BRI DL 3% R U RO A 2R, DA B 6 FE DRIV E WA A i AR S RN = 2R 52

[0206]  [Alith, A K BHIEP S A% BH =0 (1) AL A W1 ok S50 T v e L R E VA
H A SRR g

[0297] AR BA AL -SR] LA LA RIS it FH , B ik & (0500 2 A R 1o 7] S LAk iR 4 771)
AR 55 T VR ) K A R BURIURE 751 o DR M, AR R BH R 2 115 A I I AL A P B B H S 4 A
HEYEKIETHEY.

[0298]  HR4E v (W AL W2 A/ B R AL 7 2 40, Rl 22 Moy 208 AR R BH AL P B
Rl 7 o AT BE 1l FVELFE , 8170 - AT IR PR A (WP ) KA A 77 (SP) S AKIE PR IR i 771 FLAL IR
Fi 7R (EC) ~ FL CEW) 48] 1 74 A9, 3ok 2L 77 A0 e A9 7K 7L 7] AT W58 25 VBT & - W 4 771 (SC) - i
A3 WU B AKS 23 BRI S YR T PRI VR IR B =27 71 (CS) K AR (DP) SFE Rl it T i d®
R 355t FH 1 0L 771 AR T 2R SR 77 (GR) W% 55 SR 751 A0, 4 JRr 75) TR B A 751)
K3 B RIURL ) (WG ) S ACHE P RIURE 71 (SG ) ULV i 771) L s 2 77 ARl 1)

[0209] i i 711y &N S A J 0] #2250, 708 T 4 - Winnacker—Kiichler,
“Chemische Technologie”[Chemical Technology], Volume7,C.Hauser Verlag Munich,
AR ,1986;Wade van Valkenburg, “Pesticide Formulations” ,Marcel Dekker,N.Y.,
1973;:K.Martens, “Spray Drying” Handbook, 23k ,1979,G.Goodwin Ltd.London,

(03001 Jify 5 %) il 71 Bh 7], 490 Gt s PP 0 JB 2 o A ) 91 R E Ak 7 m 7 [ AR 2 2 6
B, 30 # T, W W :Watkins, "Handbook of Insecticide Dust Diluents and
Carriers” , 5 —J,Darland Books,Caldwell N.J.:H.v.Olphen,”Introduction to Clay
Colloid Chemistry” ;&8 —Jit,J.Wiley&Sons,N.Y.:C.Marsden,”Solvents Guide” ; 58
f, Interscience,N.Y.1963;McCutcheon’ s”Detergents and Emulsifiers Annual”.MC
Publ.Corp.,Ridgewood N.J.:;Sisley and Wood,”Encyclopedia of Surface Active
Agents” ,Chem.Publ.Co.Inc.,N.Y. 1964 ; Schonfeldt,

"Grenzflichenaktive Athylenoxidaddukte" [ Interface-active ethylene oxide
adducts],Wiss.Verlagsgesell.,Stuttgart1976;Winnacker—Kiichler,”Chemische
Technologie” , 5874 ,C.Hanser Verlag Munich, 28 VYA, 1986,

[0301]  BET-axX il 5], m] LA AE 7 5 H B AR 2005 AL &) —— W an 5k B HUR) S SR i50) | B 5
FRNG BB LA S5 22 A5 BEREARN/ B3CAR A TR T 70 4560 » A1 L s i 1 57 BR A VR
Yo 20 o 0 2 1 22 4 70 & 9, ML AR BB (mefenpyr—diethyl) 3 P B Bt %
(cyprosul famide) XU AEEMEES (i soxadifen—ethyl) JEBELEE (cloquintocet—mexyl) Fll —
HAMRE (dichlormid) .
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[0302]  W[EVER RN AT B )43 B ToKHh, 3F B 1 & B W AL S Y AR I B0 T4 o
AN I B B AR T R AT/ B 2R v R ) ARV 7R 2 R R i R Pl
G TRV 0 R A £ A e 2y TR R AR T B SR R L AR 5 e TG Ty i 3R
TR R £ e AL TR S  Be SR ORI IR Sk K R ER AN . 2, 2" - ZE 6,67 - I ER A
TR ZE AR AN B i R P R AR IR O T A& TR I 7R 5 48] G0 A R A 8 an A AL
B RS BN 2 S B 5 BE AT R Bk B AL A W B 2, 1 [R] B B0 5 -5 R B VR A o

[0303] LAk k4 id it Tk it FR ] & K AL S VE T AALE R (a0 T B2 FR TR
TR R L R R BN e s 5 R A B SR ) B LA RNE S, RN
— Py 2 P B - AR / B B 2 AR 1 TR R CRLAR TR o 58 R AR R AT S 1] e 2 O
TR B 45 £, 1 a0 e B ORI PR 5 BRAE & AL FLALSR, B TR I PR R B L ek o AR R
TREE G T B R R RS T eI A SBR A G Y e R SR B K L B SRR B (4 2
i A L B RO I 7 PR I ) B SR A 0 M K LU B SR s (497 2 B AR 4 0 i 7K L B SRR R O 1R
Big) o

(03041 gy A5 ATt b R PR AR 5 ) 55 240 70 550 (] A4 42 SO T I v o] %, o ok (¥ 44 ) Jo 49 4
WA SRR 2 (9 vy 0 2 R e ) Bl

[0305] & yF4d 1P Ay /K I BT S o AT AT DA e i 48] A5 FH T 65 1100 R B AL V2 A S i
il 2%, 72 1l & 3 5 o AT DA AR b I N b SR A5 HG A 790 8 o i 1 2R T v 14 7

(03061 5045t AK AL L 70 (Ew ) , AT DA PG G b 5 L R A BE AL AN / B A TR & 289 1l
2 A8 K PE A AILIE TR A S AT B 46 7 b S Ath 77 8 A B o 189 28 T 3 2 5751

(03071 JRkiL 71 m] AT 1 K B v P A S st it 6 B A VI B IR RIDRDIR TS PE AR B L Bl i
158 RS & 700 35 M AL S 10 4 ) e FH 38 38044 P o S i b1 4%, Pk AR A5 b v ke B
RIURLIR ¥ PEATRL , BT Rl G5 750481 G 58 AR B SR TR A BR AW BT W o B 3@ B Vs PR S 0t T
AR il 28 IEARHSURL I 3 07 s ——an 75 42, 5 AR AR & —— 1M il ik o

[0308] 7K 43 HIU PSSO 7] 88 75 e Aok 5 R 7 V2 ) & BT Ok & R 7 A0 G 25 T R UL R
wilREYZ B AT FH R A 28 BVR A2 DA R AT A A4 v PR 4 T () 5%t

[0309] ¢ T A% 20 HIlRL L UL Ak PR ik « Bt v il okr A ms 55 vk dhilki , 2 WL, 9l 1 : “Spray -
Drying Handbook” % =H¢,1979,G.Goodwin Ltd.,London:;J.E.Browning,”
Agglomeration” ,Chemical and Engineeringl967,8 147 [ )5 3 :” Perry’ s Chemical
Engineer’s Handbook”, 55k ,McGraw—Hill,New York1973, 58857 L HH /774,

[0310] S TAEMIRY A A Wil i A 4l 55, 2 L, 457G . C. K1ingman, “Weed Control
as a Science”,John Wiley and Sons.,Inc.,New York,1961,81-961 :f1J.D.Freyer,
S.A.Evans, “Weed Control Handbook”, 5% ,Blackwell Scientific Publications,
Oxford,1968,55101-103T1 .

[0311]  FriR Ak Ak 22 il e & F0. 1 299 H & % JF A Hi 0. 1 R 95H & % AR B
&M,

(03121 ZEm[¥R PEA 77 rh, S VEAL SRR B A 2910 290 5 & %6 , 1A B 100 2 & %6 )
AR5y B R R LR o T LA R G 5 S TR A D R FE R N 291 290 H & % L L
A5 R80T & % oy R AN 7S A 1 2305 & % I HEAL &9, ik sthis 5 & A5
F20H & % KIS TEAL &4 AT S5 9E ORI Th & 290 . 05 2 80 5 & %6 (Pl i 2 250 & %
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[ TEAL B0 o 3 T 7K 3 B RORE 0 T & 5 W PEAL S I & &80 ot B e T Fr ik Vs MR
MCATRAR T 28 =2 A TE RAZAE , DA R F AT FH B R Ak Bl R AR &5 o 76 7K 43 Bl R 37 v
AN S ER A B 95H 5 %, ikt 10280 H & % .

[0313]  pb4b, ik il Ak S il 5 A 4% B RS & 7002 7 700 2 8000 S FLAG R
B IZ BT B PUOR SRR 75 S EORE L BRI G} L v ) 28 SR A 75 R 5 W pHAEL AR JE
17 o

[0314]  JL-TaxX £l 7], 1 7] DA il & 5 H & R ZG 5 PRAL A W —— B0 2% B 7R SR 071 L B
FFANR B A ——PA M 522 470 PR RN/ 33CAR 8 7 I 45 540 18 T DA s il 6 751 B8 A
B

[0315]  WJ DA A K B AL A W) LR & T I SR 4 % 2R 45 &40 - TG AL & 70 , 16
, O AN T DL N ) B A S, Bk W B a0 B FL IR B R L B AR AR
W A4 R A I ML A BB ZE B R -3 — T IR & I - 2 =L e & 8 L o) 78 35 R 25 T I 7
XA AT LR EWNEE L RSG T ERG 1. E Ak s A AR, 5 amc 3 T
WeedResearch26(1986)441-445T0 8" The Pesticide Manual”, 2815/, TheBritish Crop
Protection Council and the Royal Soc.of Chemistry,2006F1H 00 5| FHA CikH . 7] PA
ARG WS E 1 A BR B B0 ) A 5 72 B an AT s e & (k&
YL BrbrAEAL A 23 (1S0) #5E 138 ] 44 2, B 22 AR BRI 5 38R , BN S 21
FEH B0 T2, 0 i  £6 R A S A, ] a0 Sz AR e A AR A 22 e i A o 4 DL 451 1)
77 AR Je— P ——AE— 25 LT 2 Ph——A T

[0316] /. Bifi%(acetochlor) 7K JfME Mk (acibenzolar) oK JfME — Mt (acibenzolar—S—
methyl). =RARERE (acifluorfen). = AR EME (acifivorfen—sodium) . 7K BLG
(aclonifen) HE g (alachlor) &I (allidochlor) ARE K (alloxydim) Kl FiE
(alloxydim—sodium) .35 K{F(ametryne) . 2 M E i (amicarbazone) . B Ji%
(amidochlor) .M fif % (amidosul furon) F5 A BENE R (aminocyclopyrachlor) S &ML E
1% (aminopyralid) . sk E5% (amitrole) 2 &1 L 4% (ammoniumsul phamate )  Ff 7 W g i
(ancymidol) P MM (anilofos) L R (asulam) .55 ZH (atrazine) . L IE B
(azafenidin), PUMEmETE[E (azimsul furon) B & (aziprotryne) . J Bt 5 %
(beflubutamid), BLfR R (benazolin) B [§ & (benazolin—ethyl) . .bencarbazone.Z. ] %
R (benfiuralin) JREE (benfuresate) M (bensulide) . KW [E (bensul furon,
bensul furon—-methyl) . K E ¥ (bentazone) . W IAKMEELEE (benzfendizone ) « X FF il 2L i
(benzobicyclon) ML E i (benzofenap) &M & & (benzof luor) i R (benzoy lprop) .
bicyclopyrone . ARG EL (bifenox) A TA RN (bilanafos) WA Z B4R (bilanafos—
sodium) XK (bispyrib ac) X EWE(bispyribac—sodium) . ffE E (bromacil ) iR T Bk
EifZ (bromobutide) IR My 5 (bromofenoxim) VR A5 (bromoxynil) .55 43 F& (bromuron ) 4
i (buminafos) 2 (busoxinone) . ] HJl% (butachlor) . & A M EiliE (butafenacil ) «
IMERE (butamifos) . ] B (butenachlor) ff T R (butralin). J &
(butroxydim). ] EE (butylate) MEE % (cafenstrole) X ELE % (carbetamide ) M i
Bifig (carfentrazone) JEERZEES (carfentrazone—ethyl) . B SR B (chlomethoxyfen) o
B K (chloramben) . chlorazifop.chlorazifop—butyl. & R[% (chlorbromuron) &k &
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(chlorbufam) fRE % (chlorfenac) . WAM MR (chlorfenac—sodium) . #EZ I
(chlorfenprop) & H f}(chlorflurenol) & H F}(chlorflurecol-methyl) .S B
(chloridazon) &M% (chlorimuron) & M % (chlorimuron—ethyl) %5 H 2
(chlormequat—chloride) EFiEk (chlornitrofen) 4-& 487K —~H & (chlorophthalim) .
SELRRFES (chlorthal —dimethyl) 4¢3 % (chlortoluron) &M% (chlorsul furon) . |
WEPRZEES (cinidon) « M|WERAZEES (cinidon—ethyl) A PEEE (cinmethy 1in) \ Fk T
(cinosulfuron) M &l (clethodim) ELEE (clodinafop) K EESE (clodinafop—
propargyl) AR HEEEFR (ciofencet) « FREELFA (clomazone) V5 M5 % (clomeprop) « i 5
M (cloprop) . ~HMIEM (clopyralid) A BRI E X (cloransulam) . 55T 5 %
(cloransulam—methyl) .~ EFE (cumyluron) . 3= F (cyanamide ) . HEVE (cyanazine ) JEf
HEFZ T (cyclanilide) A EF (cycloate) A PAMEEE (cyclosul famuron) | Mg [
(cycloxydim) FAZE[E (cycluron) sEFRELES (cyhalofop) s B ELEE (cyhalofop—butyl) .
PE N (cyperquat) HAA B (cyprazine) M ELZ (cyprazole) 2,4-D.2,4-DB. 5 Bi[%
(daimuron/dymron) .3 EiHfi (dalapon) . T Wi/t (daminozide) « #7F% (dazomet) « IEZSFE (n—
decanol ). fif 3¢ % (desmedipham) . E{E{F (desmetryn) .detosyl—pyrazolate(DTP) . FHEFH
(diallate) FEE & (dicamba) FEIE (dichlobenil) 2,4- & (dichlorprop) 2,4
W& (dichlorprop-P) . “EAKEHAHIE (diclofop) ARER (diclofop—methyl) . RKE R
(diclofop—P-methyl) XA E%Z (diclosulam) LB B G (diethatyl) « LB E %
(diethatyl—-ethyl) . #iZE%& (difenoxuron) B #ehl (difenzoquat) . M F B B i%
(difiufenican). ~FMLE (difiufenzopyr) T B (difiufenzopyr—sodium) MM
(dimefuron) .#EL 7 (dikegulac—sodium) JEM:E (dimefuron) JWR LS} (dimepiperate)
T HER (dimethachlor) R 2% (dimethametryn) . - H Wy B % (dimethenamid) - B iy
BEEL i -P(dimethenamid—P) . MEF A (dimethipin).dimetrasulfuron. Z f X
(dinitramine)  Hi 5RMy (dinoseb) JER M (dinoterb) AR EL % (diphenamid) « 5 74 iF
(dipropetryn) FE R (diquat) FLEL R (diquat dibromide) . fAmiEE (dithiopyr) #
EifE (diuron) AHM (DNOC) . B 1L (eglinazine—ethyl) [ 2 (endothal ) . FhEL K
(EPTC) s JRELF} (esprocarb) . 2 T M R (ethal fiuralin) JJ& R TE[E (ethamesul furon) .
e 7t (ethametsul furon—methyl) . Z 4% F) (ethephon) i MERE (ethidimuron) . Z, R EL
i (ethiozin) L HKRE B (ethofumesate) A B (ethoxyfen) . S F B BK 2 5
(ethoxyfen—ethyl).Z A M fifE (ethoxysul furon) 7. AR ELJ% (etobenzanid) F-5331,
BIN-[2-5-4-F-5-[4-(3-N &) -4, 5- ~FH-H5-A A -1H-VY -1 - 1 ORI ] 2T B e S F -
7967, RI3-[7T-E-5-F—2-( =& P 1) -1 H- 2R FFmk -4 -1 -FF B (= a H 2 ) g -2,
A(1H,3H)- i .2,4,5-¥E MR (fenoprop) JWEME R EH R (fenoxaprop) JWEME R R
(fenoxaprop—P) IEM: K EL R (fenoxaprop—ethyl)  f5EME K EL R (fenoxaprop—P—ethyl) .
fenoxasulfone. MR ELR%Z (fentrazamide) \AEELFE (fenuron) . FEHF (flamprop) \FE B
A NBEE(fiamprop-M-isopropyl) EE&F F EE (flamprop-M-methy 1) . Ig M i 5
(fiazasulfuron) . EMEEZ (fiorasulam) M ARE R (fivazifop) G FARE R
(fiuazifop—P) MEFARE R T EG(fivazifop-butyl) &ML AT R T EE (fiuazifop—P-
butyl) . AL EEE (fivazolate) FLTEE (fiucarbazone) &l fifE % (fiucarbazone—
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sodium) . FALEE (fiucetosul furon) & F R (fiuchloralin) « FMEELZ (nufenacet
(thiafiuamide)) BB EEE (fiufenpyr) BUBAEEEEE (flufenpyr—ethyl) & T %
(fiumetralin) MEEETEFEZ (fiumetsulam) (F M ER (fiumiclorac) « & M 5 1R
(flumiclorac—pentyl) M EZ (fiumioxazin) EREFE (fiumipropyn) 5 E %
(fiuometuron). = FAHEEL(fivorodifen) . LR EEE(Ffivoroglycofen) 2 7R L E ik
(fiuoroglycofen—ethyl)  FUEELME (fFiupoxam) « F A W& S (fiupropacil) . VY FA R
(fiupropanoate) FIEMH#E (fiupyrsul furon)  FUNE MR E (fiupyrsul furon—-methyl-
sodium) ) HIELT (flurenol) 25 | Bg(fiurenol-butyl) . FMEELHH (fiuridone) « FE B 1
(fiurochloridone) #E M (fiuroxypyr) I PEEE (fiuroxypyr-meptyl) . Ik K i
(fiurprimidol) BRELER (fiurtamone) BEELER (fiuthiacet) . FME L EHEE (fiuthiacet—
methyl) MEMEEELAZ (fiuthiamide) B ZE M (fomesafen) B Bt & 1 %
(foramsulfuron) &M PR (forchlorfenuron) .5k ARBE (fosamine) WK 4 Tk
(furyloxyfen).7"&E % (gibberillic acid) & (glufosinate) . BL4F Tk
(glufosinate—ammonium) ¥ 4% (glufosinate—P)  F5 % (glufosinate—P-
ammonium).glufosinate—P—sodium.5 H B (glyphosate) B H i 78 1% £k (glyphosate—
isopropylammonium) H-9201, BI0—(2,4— " FAJL—-6-fgdt ZEIL)-0-2 Jk TR S BA UL e
Big  FEAE T L L (halosafen) s &L B % (halosul furon) « &ML B EE (halosul furon—
methyl) AL K R (haloxyfop) FE ML A R (haloxyfop—P) & F AR (haloxyfop-
ethoxyethyl) & LA R (haloxyfop-P-ethoxyethyl) . FHMLE KR (haloxyfop-
methyl)  FHMLF K& (haloxyfop—P-methyl) .FAE [ (hexazinone) JHW—02, BI(2,4- &K
) LR - (- F A AL IR AL ) 2T W PR LR (imazamethabenz ) (WK ZE S (imazame thabenz—
methyl) . FABKE M (imazamox ) | 7 JE K EIE R (imazamox—ammonium) « FF DK M4 4[] 753
(imazapic)BKMEARRL (imazapyr ) K P KR I 57 P 2 % £ (imazapy r—isopropy lammonium) |
Bk B S WK B8 (imazaquin) BEMEFEIRER 4% (imazaq uin—ammonium) . Bk M Z, 1K B2
(imazethapyr) KM 7, MR IR 4% (imaze thapyr—ammonium) « I I T % (imazosul furon) <3
f#1f% (inabenfide)  Ei B (indanofan) L i [% (indazifiam) Wk 2R (indoleacetic
acid(TAA)) \4-Mg|lk -3 3L T/ (IBA) il A A 499 £k (1odosul furon) . Bl A i B £ #2
(iodosul furon—methyl-sodium) #i 7 FE (ioxynil) . =M KIZFRELF (ipfencarbazone) .
T REEE % (isocarbamid) s A %R (isopropalin) . # A& (isoproturon) . R
(isouron). . RREEEEL % (isoxaben) . #EEGE EHi (isoxachlortole) | 5 M I BL i
(isoxafiutole)  EMEEEL (isoxapyrifop) KUH-043, BI3—({[5-( &) -1-FH-3-
(= L) 1T H-m e -4 -2 T HF 36 e 3 ) -5, 56— R -4 56— 51, 2- T g R
(karbutilate).ketospiradox A AL R (lactofen) FFEE (lenacil) . FlHFE
(linuron) . Bk EEf (maleic hydrazide) MCPA.MCPB.MCPBH f§ (MCPB-methyl) MCPBZ. K
(MCPB-ethy 1) FIMCPB%Y (MCPB-sodium) «2-F -4~ A R (mecoprop) + 2- F ~4 -5 A FR
(mecoprop—sodium) . 2-FF -4-& AL ] A5 (mecoprop—butotyl).E2-F-4-E A | &L
(mecoprop—P-butotyl).E2-H-4-& AR H 4% (mecoprop—P-dimethylammonium) . = 2—
F—4-5 AR 2- 2. 7 O Bis (mecoprop—P-2-ethylhexyl) . 52— —4-5 A B4 (mecoprop—P-
potassium).ZKMBEMEE % (mefenacet) @ B E % (mefiuidide) - FFUREE (mepiquat
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chloride) . il it B (mesosul furon ) - FF i it (mesosulfuron—-methy 1) « P i 5L
(mesotrione) . L ZKMEEPRE (methabenzthiazuron). & B/ (metam) . W&k B &L %
(metamifop) KMz B (metamitron) MM EfZ (metazachlor) « Ak S0 ML w5 i £
(metazosulfuron) . KEM (methazole) . i M i [ (me thiopyrsulfuron).methiozolin.
JKE W] (methoxyphenone) . FF R EL[E (methyldymron)  I-F IR H & (1-
methylcyclopropene). FiE L FEE (methyl isothiocyanate) AR [E (metobenzuron)
TRAFE (metobromuron) « A R B % (metolachlor) < S—F A FH B % (S—metolachlor) Hi#fi L
W fi% (metosulam) < B4 % (metoxuron ) R ELER (metribuzin) « % (me tsul furon) - B fi
[Z (metsul furon—-methyl) . RKRE K (molinate) . FELE % (monalide) . Hf§
(monocarbamide) . F B iR & £k (monocarbamide dihydrogensulfate). 4%
(monolinuron) . FEETE[E (monosulfuron) . BB i S (monosul furon—ester) . K [F
(monuron) MT—-128, BI6—5&(-N-[ (2E)—-3-& A 25— 14 | -5—F FE-N-IR FL LR -3 izt MT—
5950, BIN-[3-F-4-(1-HF R 5) R ] -2 I Bt i NGGC-011 2K N iz
(naproanilide) % (napropamide ) s ZEELi% (naptalam) JNC310, Bl 4—(2,4- & < F
) -1 - -5 R A LM (B AR (neburon) JJHMEREEFE (nicosul furon) R L
(nipyraclofen) H R R (nitralin) JREBE (nitrofen) EEMHY4EN (nitrophenolate—
sodium) CFEAEIR S S ELTE (nitrofivorfen) « IFE T (nonanoic acid) . B EL
(norflurazon) FEE S} (orbencarb) W& K 1 [E (orthosul famuron) & fif Ik R
(oryzalin) AR ERH (oxadiargyl) JEELER (oxadiazon) R & % (oxasul furon) .
IR Bl (oxaziclomefone) Z A B (oxyfivorfen) . Z %M (paclobutrazole) s | B
fii (paraquat) . { B4l (paraquat dichloride).F & (pelargonic acid(nonanoic
acid)) . ZH KR (pendimethalin) 4-(FUT ) -N-(1-Z H-PHE) -2, 6- HFE ik
(pendralin). fr &M E % (penoxsulam) FF &2 % (pentanochlor) B4 1 I 2 i
(pentoxazone) HE EL(R (perfiuidone) i L% (pethoxamid) « #3 i T* (phenisopham) « & 32
7 (phenmedipham) - #ff 3Z 7* - 2. 5 (phenmedipham—ethy 1) . Z S BEFE (picloram) - FE L B
Eifg(picolinafen) MEMKELES (pinoxaden) JWRELf% (piperophos)..pirifenops
pirifenop-butyl .AE % (pretilachlor)  F i [% (primisul furon) . F B ik [
(primisul furon—-methyl) .} 7K 7R BEME (probenazole ) ML ELZ (profiuazole) A A EE
(procyazine) & H 5 R (prodiamine) AT R (prifiuralin) JAZRERE (profoxydim) .
IR EE (prohexadione) AR (prohexadione—calcium) \ K Fj M (prohydroj asmone) . Fh
Kil (prometon) FhE i (prometryn) FEE & (propachlor) M (propanil) JJEE
(propaquizafop) . #b K (propazine) . K R (propham) « T A B % (propisochlor) . TA 7
% (propoxycarbazone) . A ZE i [% (propoxycarbazone—sodium) . F& B I8 5 1l [
(propyrisul furon) K EBEE % (propyzamide) JHE W & & (prosulfalin) F 2P+
(prosulfocarb) @ [E (prosul furon) A LELIZ (prynachlor) AU EL S (pyraclonil) .
MY EWE (pyrafiufen) AL EEE (pyrafiufen—ethyl) .pyrasulfotole AtM4F (pyrazolynate
(pyrazolate)) Mt (pyrazosul furon,pyrazosul furon—ethyl) .~ Mg
(pyrazoxyfen) . FAEEETA (pyribambenz ) - 5% A BEEL kK (pyribambenz—isopropyl) . A S
Eiik (pyribambenz—propyl) W&Ng F5 ELk (pyribenzoxim) RELS} (pyributicarb) JAEE IE
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(pyridafol) Bk EhF (pyridate) JAEREREE (pyriftalid) WA EEE (pyriminob ac) . W G
(pyriminob ac—methyl).pyrimisulfan. .M EEE (pyrithiobac) . M 2 AR Bk
(pyrithiobac—sodium) . EEEELHH (pyroxasul fone) &0 H % (pyroxsulam) - 5 Mk
fiz (quinchlorac) S MEEMEE (quinmerac) s K#EHE (quinoclamine) MR R
(quizalofop) MK R Z.HEE (quizalofop—ethyl) &M K R (quizalofop—P) k5K R Z.Es
(quizalofop—P-ethyl) M RMEEE (quizalofop—P-tefuryl) I REFE (rimsul furon) \ 7K
T L i (saflufenacil) AT i (secbumeton) 5 AME (sethoxydim) PR ELRE (siduron) .
PHHEE (simazine) T ELIF (simetryn) WSN-106279, Bl (2R)-2({7-[2-&—4-(=F F &) %
AR ]-2-ZR AL A L) TR FRBE WA (sulcotrione) EE5a Ak (sul fallate (CDEC) )  F itk
Eifi% (sulfentrazone) . BB #[E (sul fometuron) « I [% (sul fometuron—methyl) BLAR
[ (sulfosate(glyphosate—trimesium) ) i (sul fosul furon) .SYN-523.SYP-249,
HI5-[2-5-4- (= ) R AR ] 2 AR R IR 1 -2 s -3 A 15 AT -3 M2 2
BE . SYP-300, BP1-[ 7-F—3-AA0-4—-(H—2-k—-1-3£)-3,4- —F-2H-1, 4% JFIEmE -6 -2 ] -
3-THZE—2-FR Sk ke -4, 5— i AU EL % (tebutam) | ] BE[E (tebuthiuron) . U &
(tecnazene).tefuryltrione ¥R (tembotrione) AL LA (tepraloxydim) JEFELE
(terbacil) J#FEL R (terbucarb) 45 | EJ% (terbuchlor) 5 T 18 (terbumeton) JBF T
(terbuthylazine) ¥ T ¥ (terbutryne) .MEWy L% (thenylchlor) . % & BL i
(thiafiuamide) MEHFE (thiazafiuron) BEM IR (thiazopyr) M M EL %
(thidiazimin) MEZK[E (thidiazuron) . FHIE (thiencarbazone) \ WE i fifi [Z
(thiencarbazone—methyl)  MEW [ (thifensul furon)  JEWEERE (thifensul furon—
methyl) . REF}(thiobencarb) 2 S} (tiocarbazil) A<t ELf{ (topramezone ) . = FH
KB (tralkoxydim) BF#EE (triallate) BEZRAE[E (triasul furon) . = B F B i
(triazifiam).triazofenamide. &% (tribenuron)  Zfi[% (tribenuron—methyl) . =&
Z.M (trichloroacetic acid(TCA)).=&M A LM (triclopyr)  KEIA(tridiphane) 3
L (trietazine) s = HMEM[E (trifioxysul furon) . = HIEMEE (trifioxysul furon—
sodium) F R R (trifiuralin)  HJJEAERE (trifiusul furon) « FUKEEE (trifiusul furon—
methyl) . =FE (trimeturon) Fi REE (trinexapac) «FL{BIEE (trinexapac—ethyl) . =% H
fil% (tritosul furon).tsitodef VHREME (uniconazole) ki i7 24 M (uniconazole—P) K BL
i (vernolate) ZJ-0862, 3,4~ & -N-{2-[ (4,6~ S R mp g -2 ) S 0 R 2 ) R ik
ML A -

O
CH, CF: /
[0317] /N
H.C
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[0318]

OMe

OMe OMe o
[0319] 4y 1 it FH , LA i B TR 2NAF AR il 550, SR A, DA BRI 7 =X 8 , 491 an 76 vl i 1k
K35 FLALHR AT 43 ORI K 3 B SURE SRR R 0 5 FHZK RS o 40 AR & T 338 it FH 1)
SRR 77) B3 T 4R F3 (10 SR 70) AR AT W 35 30 R TR K ) o ) 30 5 A Tt FH AN 1 FH At s PR
[0320] 38 =X (1) B4 &4 P 5 (1) it T Z2 AR 95 A0 R 25 AR i A2 AL , BT ik o0 5 A4 Gt i) 2
TR T R BT FH R B BRI S A o P o Tt FH 28 ] DA AR AR TE I Y5 R AR Ak, 11 00 . 001
1.0kg/haBl 5 2 (S PR 5T ; SR, A0 . 00542 7508 /ha
[0321] " 3RS it 451 73~ 447 i BH A % A
[0322]  A. {27 S 4l
[0323] 1.4 4-ZH-3-F-6-(T-T 2R JE—1, 3- IR FF Ik —6 L ) b e —2— ¥R 2 P I (5K
B4 '58.019)
[0324]  #%0.024g(0.03mmo1) ¥ (PPh3)2PdCla¥s N %20, 3g (1. 13mmol ) 4—%Jk—6—JR -3t
WE —2— R F BRI 20m] A R A ORI IR, R ZIR S WA I (RT) M HHE305- 8 . 2 f5
%R S Y % N0 . 35g (1. 35mmo 1 ) [ (7T—FR—2- k-1 , 3— 2% FE I ms—6— 35 ) Bl 2
0.47g(3.4mmo1) [KJK2C03F12g (111mmo1 ) [{IH0, 22 J& Bl HE6 /NS o K iR & WAE 25 05 N 4k
LR E12/00, Z JFIMARI40m] Ha0t o 53 HICHCLo A BGZIR G4, SR JE 1 6 I BB HLAH
FNa2SOs 15 R 4a o 8 ik T Fe A il v alidbe A R R sh A A Bebe / 12 < Bs (3/7) , 13 3]
0.16g(36%)7=¥)."H-NMR (CDC13):568.30,8.00,7.55(3m,5H,CeHs) ,7.60,7.55(2d,2H,
FEEEMEFR ), 7.30(s, 1H, MEBE ) 4. 85(bs , 2H,NHz2) ,4.00(S, 3H, COOCHs3 )
[0325] 2.l & 4-F -3 -6-(1,3- R JFuEmE -6 ) ik e -2 2 1R FF 5 (S 4w *58.013)
[0326]  #£0.024g(0.03mmol )] (PPhs)oPdClads I E0.3g(1. 13mmol ) 4—ZFL -6 -3tk
WE -2— 3R F BRI 20m] — 2 R M UG IE R, IR ZIR SRR (RT) MEFE305 B . 2 J5
FZIR AW B M N0 . 28g (1. 13mmo 1) [K16-(4,4,5,5-PU B 3-1,3, 2- — 48 Z< Rl 4
2-H)-1,3- 2R JFIEME 0. 47g(3. 4mmo 1) [K2C03F12g (11 1mmol)H20, 2 J5 [HiR P k6 /Nef o 2
JEIZIR AR SR AR SR E E L2/, 2 S INNEI40m] Ha0F o 5 FH CHCLo AR BUIZ VR A5
W, R 5K FE B9 A HLAH FINaoSOs T4 35 MR 48 o 8 ok 1ok B A e i v alidb , 4 FH i i sl A S B
Y/ LB BE(3/7), 1850, 1g(29% ) 74 o 'H-NMR(CDC13) : 8. 25 (s, LH, ZE JF 1M ), 8. 15(s,
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1H, K FFIEERE ) ,7.90,7.80(2d, 2H, ZE 3 IEME ) , 7. 20 (s, 1H, MEBE) ,4.80(bs, 2H,NHz) , 4. 00
(s,3H,C00CH:) .

[0327] 3.l 6-2 H-H-F—2-(2-F JE-1, 3-OR JR UM —5—J ) s g —4— 2 R F I8 (SE 441 9
530.014)

[0328]  #%0.024g(0.03mmol) ¥ (PPhs)2PdCla#s NA20. 3g (1. 13mmo] ) 6-4 -2 -5t
WE—4— R F BRI 20m] A R A ORI R, R ZIB S WA Z I (RT) N HHE305- 8 . 2 J5
IR SV %R IO . 29 (1. 13mmo 1 ) (12— -5-(4,4,5,5-PU F 31,3, 2- 4 24
IRANGE-2-5E) -1, 3- 2K MM 10, 47g (3. 4mmo 1) [IK2C0s F12g (11 1mmo 1 ) [{IH0, 2 JE 1R A4
[ 4 R 6 /NI o 2 S SR A AE = N RS B B 1 2/N, 2 JE I E]40m] He0 . EE
FCH2CL 2R HURIR A4 » SR J 5 A 1 A HLAH FINa2 SO 182 iR 4 o 8 ik 7ok B A 2 i v 4l
6 M8 TR B AR BERE/ B 2.6 (3/7) , 43310, 06 (17% ) 74 . 'H-NMR(CDC13) : 68.65(d ,
IH, ZIF0EME ) ,8.40(dd , 1H, ZRIFIEME ), 7.50(d, 1H, A FF0EME ) ,5.55(bs , 2H,NH2) ,4.05(s,
3H,CO0CH3)2.70(s,3H,-CHs).

[0320] 7R, FH AR BHIG — L4k S W NMRZ 4 LA @A T RAIE

[0330]

S %% | 'H-NMR & (ppm)
1.012 - CDCI3: 8.40d, 1H; 7.83d, 1H; 7.65, 1H; 7.53d, 1H; 7.125, 1H; 4.80bs, 2H, NH2;

[0331]
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EH% 5 | 'H-NMR § (ppm)
4.05s, 3H, COOMe

1.038 CDCI3: 8.40d, 1H; 7.62d, 1H; 7.57d, 1H; 7.20s, 1H; 6.70d, 1H; 4.80bs, 2H, NH2;
4.00s, 3H, COOMe

2.012 CDCls: 8.40d, 1H: 7.92d, 1H; 7.88dd, 1H; 7.46d, 1H; 7.39d, 1H; 7.18s, 1H; 4.8bs,
NH;; 4.02s, 3H, COOMe

2.038 CDCI13: 8.40d, 1H; 7.60d, 1H; 7.40d, 1H; 7.35d, 1H; 7.25s, 1H; 4.85bs, 2H, NH2;
4.00s, 3H, COOMe

8.007 DMSO-d;: 8.45d, 2H; 8.20m, 1H: 7.80s, 1H; 7.70m, 3H; 7.40m; 1H

§8.013 CDCls: 8.30s, 1H; 8.13s, 1H; 8.05d, 2H; 7.62d, 1H; 7.13s, 1H; 4.82bS,NH¢; 4.0s,
3H, COOMe

$.014 CDCly: 8.10s, 1H; 7.90d, 1H; 7.50d, 1H; 7.10s,1H; 4.70bs, 2H, NHa; 4.00s, 3H,
COOMe; 2655, 3H, CH;

8.019 CDCL:8.30m, 2H; 8.15m, 1H; 7.5%m, 4H; 7.18m, 1H; 4:95hs, 2H, NH;: 4,055, 3H,
COQMe

8.039 CDCl;: 7.85s, 1H; 7.70d, 1H; 7.30d, 1H; 7.10s, 1H; 4.95bs, 2H, NH;; 4.80bs, 2H,
NH;; 4.00s, 3H, COOMe

9.013 CDCli: 9.00s, 1H; 8:60s, 1H; 8.12d; 1H; 8.00d, 1H; 7.20s, 1H; 4.85bs, 2H, NH;;
4.00s, 3H, COOMze

9.014 CDCly: 8.40s, 1H; 8.00d, 1H; 7.85d, 1H; 7.18s, 1H; 4.80bs, 2H, NH,; 4.00s, 3H,
COOMe

10.013 CDCls: 8.25s, 1H; 8.15s, 1H; 8.924d, 1H; 8.82d, 1H; 7.18s, 1H; 4.80bs; ZH, NH;;

4.00s, 3H, COOMe

10.014 CDCl;: 8.10s, 1H; 7.82d, 1H; 7.68d, 1H; 7.14s, 1H; 4.80bs, 2H, NH;; 4.00s, 3H,
COOMe; 2.68s,3H, CH;

10:019 CDCly: 8.30m, 2H; 8.00dd, 1H; 7.60d, 1H; 7.57m, 3H; 7.30s, 1H; 4.85bs, 2H, NH;;
4.00s 3H, COOMe

10.023 CDCl;: 8.30m, 2H; 7.73d, 1H; 7.67s, 1H: 7.60m, 3H; 7.14s, 1H; 4.90bs, 2H, NH;:
4.90s, 3H, COOMe

11.014 CDCly: 8.50s, 1H; 7.98d, 1H; 7.90d, 1H; 7.15s, 1H; 4.85bs, 2H, NH,; 4.00s, 3H,
COOMe; 2.85s, 3H, CH;

14.061 CDCI3: 8.20s, 1H; 7.80d, 1H; 7.65d, 1H; 7.60d, 1H; 7.15s, 1H;.6.78d, 1H; 4.80bs;
2H, NH2; 4.02s, 3H, COOMe

14.081 CDCI3: 7.85dd, 1H; 7.70d, 2H; 7.40d, 2H; 7.30s; 1H; 6.70d, 1H; 4.80bs, 2H, NH2;
4.00s, 3H, COOMe

15.061 CDCI3: 8.50s, 1H; 7.89d, 1H; 7.85d, 1H; 7.50d, 1H; 7.35d, 1H; 7.20s, LH; 4.80bs,
2H, NH2; 4.03s, 3H, COOMe

16.064 CDCls: 8.10s, 1H; 8.00bs, 1H, NH; 7.60m, 2H; 7.20s, 1H; 7.00s, 1H; 4.70bs, 2H,
NH;3;4.00s, 3H, COOMe; 2.35s, 3H, CH;

16.073 CDCls: 8.10bs; 1H, NH; 7.95s, 1H; 7.50m, 2H; 7.10s, 1H; 6.20s, 1H; 4.75bs, 2H;

NH3; 4.00s, 3H, COOMe; 2,455, 3H, CH;

24,012 CDCly: 8.84s, 1H; 8.35d, 1H; 7.93d, 1H; 7.48d, 1H; 7.42d, 1H; 5.60bs, 2H, NHy;
4.00s, 3H; COOMe¢

[0332]
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30.014 CDCly: 8.65s, 1H; 8.40d, 1H; 7.50d, 1H; 5.60bs, 2H, NH; 4.05s, 3H, COOMe:
2.70s, 3H, CH;

31.013 CDCly: 9.155, TH; 9.05s, 1H: 8.50d, 1H; 8.00d, 1H; 5.60bs, 2H, NH,; 4.05s, 3H,

COOMe

32.013 CDCls: 8.60s, 1H; 8.45d, 1H; 8.18s, 1H; 7.70d, 1H; 5.60bs, 2H, NH;; 4.05s, 3H,
COOMe

33.014 CDCly: 8.85s, 1H; 8.45d, 1H; 7.95d,.1H; 5.60bs, 2H, NH;; 4.00s, 3H; COOMe;
2.85s. 3H, CH;

38.061 CDCls: 8.48s, 1H; 8.30bs, NH; 8.15d, 1H; 7.70d, 1H; 7.30d, 1H; 6.60d, 1H; 5.50bs,
2H, NH;; 4.00s, 3H, COOMe

[0333] B #il 7S jifi 51

[0334] 1.¥ K7

[0335] M RGNt PA R 7 23RS B L0 E EA RN (D LA 590 E B I E At
YER R IR A IR A AR AL T

[0336] 2. 43 Hk kK 57

[0337] Gy Ay BT oK A R ml iR P il o LA T 77 U348 5 26 & A 1) 38 X (1D 1AL 4
64 B4 VR AR TR B & m i £ 5 A D5 L 10 5 B4 1 AR R AR 1 T 840 O 1 N
I 7R AN A3 ORI Ji e L R S AR VR A IR A A B AL U EE ML (pinned—disk mill)
HBIF I o

[0338] 3. 73wkl ¥

[0339] 5o T /K H (1) 43 ik 4 r i DA R 77 s03R 48 20 H & 1918 =8 (D AL &4
HeE B M1 AR R —EB(®Triton X 207 3F &M 15 =B R 2 E R
(8E0) A7 1T =A% A7 5 B 0 vk Qb AR R B 29 255°C £ 277°C L B) IR A, -8 IR S /e k
FERL T S 2K T 5K I 40

[0340] 4. F Ak

[0341]  FLALH4E I LA T 3RS : 15 E B AR X (1D BB 75 E B AR I A IR ER
O R AN L0 B S VB R LA A A 2 3840 T 240K %)

[0342] 5. /KA HUHE SR 7

[0343] K4k ks Frld sk DL 77 03R48 o LU R A

[0344]  75E B @ (DRI EY.

[0345]  10FE EAN I AR ZETHEERES |

[0346]  SEHEARHY T e LA R

[0347]  3EEAN K L JAEE AN

[0348] T7TH &M EIKRL,

[0349]  EIRA W 8y EL T AL S , FF AR AL PR Hh ol o 72 3L A S R AR 1

TR TR %8 A o
(03501 7K 73 TCPE A 7R et LA R 7 aQERAT R BN 40 B A J A4 BE AL v 8 2940 T Fkn
-

[0351] 258 &y iE N (DKL &Y.
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[0352]  SEEEHHK2,2 - 25 5i-6,6" - hERAN .

[0353] 2 &7 1) il e Ak AP R /- T 0

[0354]  1EE &A1) L IAEE

[0355] 17 i &My BkERES AN

[0356] 50EE MK,

[0357] B S AEBREEHL BB IR -5 W0, JFAE ST 25 15 vh il i B 4) B e o P45 B R R 55 AL
TR

[0358]  C. R4St 51

[0359] 1. 4kHuA FAEW M ai bR B 1E H

[0360] 5 BE—~m- R A FEAE ) P B 25350 40 B T A 10 B 19 JH K 22 13 )5
KEAR A, I I8 55 T 6 2L A 4 7 B0k 2R 77 59 B 55751 BA 7K 43 5O B 7 TR
BCFLIRIR) 22 B 2 it B 8 78 25 R I 3R, K 28 3004828001 /ha (L) M E T
BEFIHRRF R T USHED @ — P & BN B TR E P AR A K&
TNREF3JEEASE T, B VPl AR B A I T a0, A 1.012,1.038,14. 06 1A
15.0614% B 7E320g/haft) it FHZ N X332 (Echinochloa crus galli).Jqj#k (Abutilon
theophrasti) . Wi (Amaranthus retrofiexus).JCR B35 (Matricaria inodora) . &k
(Stellaria media) FHPA[f7fH 2240 (Veronica persica) st T 2090 % VG .

[0361] 2. % H EHEMMN i EkR EAE M

[0362] R B~ MR M- F AV M1 B T BH 1 SR L 4k s, I8 a5 0T
BTERED AR FERKZA RS AL = S5, 78 =M AL WA A o 4 B
S P8 9L L D 2 5 0 A2 06 25 A 0 4 €2 O 0 2 T K G T
600228001 /ha(&#5) KM EEM E TR E P T REE KA TR EZR4E 5, Bl
SERA T I A R AT A 20101214, 06 L AIL5 . 061 %% [ 7E80g/ haf T
X4 E (Echinochloa crus galli). Wifk(Abutilontheophrasti) 4T
(Amaranthus retrofiexus)MIFR A% (Matricaria inodora) W s 7 2090 % HI7E P
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