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5-C4Hs0 i-CsHoO t-C4HoO OCF;
OCH,CF; COOCH; NH,CO CH;NHCO
C,HsNHCO (CH;),NCO Ph Ph-4-Cl
[0116] %6, IIKIE

16
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CN 110964037 B W R P
R3 R3 R3 R.‘!
H OH -C(=0)H CBr;
CH3 CgHs H-C3H'} i'C}H‘}'
n-CyHg i-C4Hg 1-C4Hg CCl;
CH;BI’ CHF2 CHBTQ CF3
CH,CI CHCl, CCls CH,F
OCH; OC,H; OCH(CH,), OC(CH;)s
OCF; OCH,CF; OCH,F OCHF,
[01 17] SCH; SC-H; SCH,CH=CH, CH=CH,
CH,CH=CH, CH,CH=CCl, C=CH CH,C=CH
CH,C=C-I CH,OCH; CH,OCH,CHj CH,CH,OCH;
CH,CH,OCH,CH; CH,OCH,CI ('HE(I)C'HECHEC CH,CH,OCH,Cl
CH,SCH; CH,SCH,CH, CH,CH,SCH; CH,CH,SCH,CH
3
CH,SCH,CI CH,SCH,CH,CI CH,CH,SCH,ClI SOCH,
SOC,Hs SOCF; SOCH,CF; SO,CH;

17



CN 110964037 B W B P 15/33
SO,C,Hs SO,CF; SO,CH,CF; SO,NHCOCH;
SO,NHCH; SO,N(CH3); CONHSO,CH, COCH,
COC,Hs CO-n-C3H; CO-i-C3H; CO-n-C4H,
CO-i-C4H, CO-t-C4H, COCF; COCH,CI
COOCH; COOC,H; CO0-n-C;H; CO0-t-C,H,
COOCF; COOCH,CH,CI COOCH,CF; CH,COOCH;

CH,COOC,Hs CH,COCH; CH,COC,H; CONHCH;
CONHC,H; CONH-1-C,H, CON(CH,), CON(C,H5),
COOCH,CH=CH, COOCH,C=CH COOCH,0CH; | COOCH,CH,OCH;
SNHCH, SNHC,H; SN(CHs), SN(C,Hs),

Ins

_EO

)

co—o{>

co—oC

[0118]

co-0—<
Cl
| Ol 2o N
Cl cl
"’(‘_@CH %’_@ ~4_©_ ¢ %’_OCFQ'
Cl
Ao | Qe |
Cl

C
C

C
CcO

OCH;

C
C
0-0
0-0

YA
S Cl
oo (Yo oo ()
CO-0 CF:.
Q 3 %;ymo2
0-0
-0 0
(@] o]
Br C

O~ O

(01191 AR BA R ES 73 A S AT L R T— 387 H1) Hh () R ARAL S W0k Ui WY L (H IE AR 8
AR R K rE A EYT-1A1-1B.1-1C.1-1D.1-2A.1-2B.1-2C.1-3A.1-3B.1-4A.
[-5ABKI-5B R, =R, =R, =R, =R, =R, =R, =R, =H.

[0120]  @I-1AH,
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Rg

R’\w

[0121] Ry N R7
N
0 N¢I\R2

I-1A

[0122] 4R =CH/I , Ry HURIEWRT ARE AW SR AT-1—T7-279.

[0123] k7
iac) (Ro), FE (Ro), FE (Ro)y,
7-1 H 7-2 2.F 7-3 3.F
7-4 4F 7.5 2,3-2F 7-6 2,42F
7-7 2.52F 7-8 2,6-2F 7-9 3,4-2F
7-10 3.52F 7-11 2,3.4-3F 7-12 2,3,5-3F
7-13 2,4,5-3F 7-14 2.3.6-3F 7-15 2,4,6-3F
7-16 34,5-3F F07 2-Cl 7-18 3.Cl
7-19 4-Cl 7-20 2,3-2C1 7-21 2,4-2C1
722 2,5-2C1 7-23 2,6-2C1 7-24 3,4-2C1
7.25 3,5-2CI 7-26 2,3,4-3Cl 727 2.3,5-3C1
7-28 2,4,5-3CI 7-29 2.3,6-3CI 7-30 2,4,6-3CI
731 3,4,5-3C1 732 2-Br 7-33 3-Br
734 4-Br 735 2.3-Br 736 2.4-2Br
7-37 2,5-2Br 7-38 2,6-2Br 7-39 3,4-2Br
7-40 3,5-2Br 7-41 2.3,4-3Br 7-42 2.3,5-3Br
743 2.4,53Br 7-44 2.3,6-3Br 745 2.4.6-3Br
7-46 3.4,53Br 7-47 2-CN 748 3-CN
7-49 4-CN 7-50 2-NO, 7-51 3-NO,
7-52 4-NO, 7-53 2,4-2NO; 7-54 2.4,6-3N0,
7-55 2-CH, 756 3-CH, 7-57 4-CH,
7-58 2,3-2CH, 7-59 2,4-2CH, 7-60 2,5-2CH;

[0124] 7-61 2,6-2CH; 7-62 3,4-2CH; 7-63 3,5-2CH;
7-64 2-C,H; 7-65 3-C,H; 7-66 4-C,H;s
7-67 2-CF; 7-68 3-CF; 7-69 4-CF;
7-70 2-0CH; 771 3-0OCH; 7-72 4-0CH,
7-73 2-SCH; 7-74 3-SCH; 7-75 4-SCH;
7-76 2-OCF, 7-77 3-OCF, 7-78 4-OCF,
7-79 2-SCF, 7-80 3-SCF; 7-81 4-SCF;
782 2-0C;H; 7-83 3-0C,H; 784 4-OC,H;
7-85 2-NHCH; 7-86 3-NHCH; 7-87 4-NHCH;
7-88 2-N(CH;)» 7-89 3-N(CH5), 7-90 4-N(CH;),
791 2-COCHj 7-92 3-COCH; 7-93 4-COCH,
794 2-COC,H; 7.95 3-COC,Hs 796 4-COC,Hs
7-97 2-SO,CH; 7-98 3-S0,CH; 7-99 4-SO,CH;
7-100 2-OCHF, 7-101 3-OCHF, 7-102 4-OCHF,
7-103 2-S0,C-H; 7-104 3-S0,C,Hs 7-105 4-S0,C,Hs
7-106 2-CO,CH; 7-107 3.CO,CH; 7-108 4-CO,CH,
7-109 2-CO,C-Hs 7-110 3-CO-C1Hs 7-111 4-CO,C-H;
7-112 2-CH-OCH; 7-113 3-CH,OCH; 7-114 4-CH,OCH;
7-115 2-0COCH; 7-116 3-OCOCH; 7-117 4-OCOCH;
7-118 2-OCOCH,CH; 7-119 3-OCOCH,CH; 7-120 4-OCOCH,CH,
7-121 2-0C0O,CH, 7-122 3-0C0,CH; 7-123 4-0CO,CH;
7-124 2-OCH,OCH; 7-125 3-OCH,OCH; 7-126 4-OCH,OCH;

19
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7-127 2-0CF,0CF; 7-128 3-OCF,0CF; 7-129 4-0CF,0CF,
7-130 2-COPh 7-131 3-COPh 7-132 4-COPh
7-133 2-COCH,Ph 7-134 3-COCH,Ph 7-135 4-COCH,Ph
7-136 2-NHPh 7-137 3-NHPh 7-138 4-NHPh
7-139 2-OPh 7-140 3-OPh 7-141 4-OPh
7-142 2-CONHPh 7-143 3-CONHPh 7-144 4-CONHPh
7-145 2-CO.Ph 7-146 3-CO,Ph 7-147 4-COPh
7-148 2-CONH, 7-149 3-CONH, 7-150 4-CONH,
7-151 2-Cl-4-F 7-152 2-Cl-4-Br 7-153 2-Cl-4-CH;
7-154 2-C1-4-CF; 7-155 2-CI-4-NO, 7-156 2-CI4-CN
7-157 2-C1-4-OCF; 7-158 2-F-4-Cl 7-159 2-Br-4-Cl
7-160 2-CH3-4-Cl 7-161 2-CF34-Cl 7-162 2-NO,-4-Cl
7-163 2-CN-4-Cl 7-164 2-OCF;-4-Cl 7-165 2,6-2C1-4-NO,
7-166 2,6-2C1-4-CF; 7-167 2,6-2C1-4-CN 7-168 4-C(CHy)s
7-169 2,62C1-4-CONH, | 7-170 2,4-2C1-6-NO, 7-171 2,4-2C1-6-CN
7-172 2,4-2C1-6-CF, 7-173 2.4-2F-6-NO, 7-174 2,6-2F-4-NO,
7175 2-NO,-4-F 7-176 2-NO,-4-Br 7-177 2-NO,-4-CF;
7-178 2-NO,-4-CN 7-179 2-NO,-4-COCH; 7-180 | 2-NO,-4-CONH,
7-181 2-NO,-4-CH; 7-182 2-NO,-4-OCH; 7-183 2-NO,-4-SCH;
7-184 2-NO»-4-NCH; 7-185 2-F4-NO, 7-186 2-Br-4-NO,
7-187 2-CF1-4-NO, 7-188 2-CN-4-NO, 7-189 | 2-COCH;4-NO,
7-190 2-CONH,-4-NO, 7-191 2-CH;-4-NO, 7-192 2-Cl-4-F-6-NO,
7-193 2-C1-4-Br-6-NO, 7-194 2-C1-4-CH;-6-NO, 7-195 | 2-Cl-4-CF3-6-NO,
7-196 2-C1-4,6-2NO, 7-197 2-Cl-4-CN-6-NO, 7-198 | 2-Cl-4-OCF;-6-NO,
7-199 2-F-4-C1-6-NO, 7-200 2-Br-4-Cl-6-NO, 7-201 | 2-CH;-4-Cl-6-NO,

[0125] 7-202 2-CF3-4-C1-6-NO, | 7-203 4-C1-2,6-2NO, 7-204 2-CF;-4-CN
7-205 2-CN-4-CF; 7-206 4-CF3-2,6-2NO, 7-207 4-CN-2,6-2NO,
7-208 4-CH,-2,62NO, 7-209 4-0CF;-2,6-2NO, 7-210 | 4-OCH;-2,6-2NO,
7211 4-SCH;-2.6-2NO, | 7-212 4-NHCH;-2,6-2NO, 7-213 4-F-2,6-2NO,
7-214 2-CF;-4,6-2NO, 7-215 2-CN-4,6-2NO, 7-216 2-CH3-4,6-2NO,
[ Ak 2-F-4,62N0, 7-218 2-0CF;-4,6-2NO, 7-219 2-CF;-4-Br
7-220 3-CF;-4-NO, 7-221 2-CN-4-C1-6-NO, 7-222 | 2-OCF;-4-Cl-6-NO,
7-223 3-CF>-4-CN 7-224 3-CN-4-CF; 7-225 | 2-CFy-4-Br-6-NO,
7-226 3-NO,4-CF, 7-227 2-NO,-4-CN-5-CF; 7-228 | 2-NO,-4-CF;-5-CN
7-229 4-OCF,-2,6-2Br 7-230 2-F-6-Cl 7-231 2,4-2C1-3-CH,
7-232 | 24-2C1-3-CH3-6-NO, | 7-233 2-Cl-3-CH, 7-234 2-CH;-3-Cl
7-235 | 2-CHy-3-Cl-4,6-2NO, | 7-236 2-CH;-3-Cl -4-NO, 7-237 | 2-CH;-3-Cl-6-NO,
7-238 | 2-C1-3-CH;-4,6-2NO, | 7-239 2-Cl-3-CH;-4-NO, 7-240 | 2-CI-3-CH;-6-NO,
7-241 2-Br-4-NO,-6-CN | 7-242 3-C1-4-CF3-2,6-2NO, 7-243 INO,-4,5-2C1
7-244 2-N0,-3,5-2C1 7-245 2,5-2C1-4-NO, 7-246 2,5-2C1-6-NO,
7-247 2,3-2C1-4-NO, 7-248 2,3-2C1-6-NO, 7249 | 3,4-2C1-2,6-2NO,
7-250 2.5-2C1-4,6-2NO, | 7-251 2,4.5-3C1-6-NO, 7-252 2,3.4-3C1-5-NO,
7-253 2,3,4-3C1-6-NO, 7-254 2,3,5-3C1-4,6-2CN 7-255 | 2.,5-2C1-4-OCF,0CF;
7-256 2,6-2Br-4-NO, 7-257 2-F-4-NO,-6-Cl 7-258 | 2-Cl-4-NO,-6-SCN
7-259 2-Br-4-NO»-6-Cl 7-260 2-CI-4-NO,-6-OCH; 7-261 | 2-Cl-4-NO»-6-SCH;
7-262 | 2-Cl-4-NO»-6-NHCH; | 7-263 |  2-Cl-4-NO»-6-SO,CH; 7-264 2-C1-4-SO,CH;
7-265 |  2,6-2C1-4-SO,CH; | 7-266 2.6-2C1-4-CH, 7-267 | 2,6-2C1-4-CO,CH,
7-268 | 2,6-2C1-4-CONHCH; | 7-269 2,6-2C1-4-CON(CH), 7-270 | 2,6-2C1-4-CF(CF3),
7-271 | 2-Cl-4-CF(CF;),-6-Br | 7-272 2-F-4-CF(CF3),-6-Br 7-273 | 2-F-4-CF(CF3),-6-Cl
7-274 | 2,6-2F-4-CF(CF;),-6-Cl | 7-275 2,4,5-3C1-3,6-2CN 7-276 | 2.3,5-3F-4,6-2CN
7277 2-SO,NH, 7278 3-SO,NH, 7279 4-SO,NH,

[0126]  3%8:i@I-1AH, H{R =HE, BULE Ry HRT— 3L AERME W95 KIS -

1—8-279.

[0127] 393 1- 1A, B4R =CH I, BUALEE Ry  53RT AR G 51K K N9-

1—9-279.

[0128] K103 I-1AH, HR =1-CH I, BUCH: Ry H5RT—3, AEMEGW R T IKIK

H10-1—10-279,
1108 T-1A, 4R =n-C HI, BUREE Ry  HRT—E AR SIS 5 KK
K11-1—11-279,

[0129]
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[0130] F12:.38R1-

12-1—12-279,

[0131]  F13.3@8AT1-

13-1—13-279,

[0132] %14:.38R1-

1_14_2790

[0133]  F15.38R1-

15-1—15-279,

[0134]  F16:.38R1-

N16-1—16-279,

[0135] 1718 1-

N1T-1—17-279,

[0136] F18:1EI-

18-1—18-279,

[0137]  F#19:.3@A1-

19-1—19-279,

[0138]  %20.@A1-

1—20-279.

[0139] %21.3@1-

21-1—21-279.

[0140]  %22.3R1-

N22-1—22-279,

[0141]  F23.38R1-

H23-1—23-279,

[0142]  F24.38R1-

24-1—24-279.

[0143]  £25.3@1-

25-1—25-279.

[0144]  %26.8A1-

1—26-279.

[0145]  F27.3@RI-

27-1—27-279.

[0146]  F28.1I-

H28-1—28-279,

[0147]  %29.1@1-

H29-1—29-279,

[0148] %3031

30-1—30-279,

1A

1B

1B

1BH

1B

1B+

1BH

1CH

1CHh

1CHp

1CH

1CH

1CHh

1D

IDI:lj ’

1D

1D

1D

1D

VHR = C I BURIE Ry 53 T— 5 REM A% SR
VR =CH N, B HE (R) 5530780, R FAL W BRI A
VR =i BRI R) 52T 5, R FA A WG RN 14
VHR =C, 1 BURIE Ry 53 T— 50 REMA WG SR
CHR =1 -CyH BRI (R) | 5RT— B REA WS SR
VR, =n-C,H BRI (R) 5878 REMAMH B IRK
VR, =C I BURIE Ry 5 T— 5 REM A WG KK
(R =CH,N , B EE (R) 553780, R FAL AW BRI A
R =i RS R) 52T, R FAL A WG = R N20-
VHR =C, 1 BURIE Ry 5% T— 50 REMA WG SR
CHR =1 -CyH BRI (R) | 5 RT— B REA WS SR
VR, =n-C,H BRI (R) 5878 REAWH SR
VHR = C I BURIE Ry 5 T— 50 REM A MG SR

R =CH, I, BUARHE R) 57— 50, fe &AL &% SR H

R, =H, B R)  5RT B ARG 5 926

VR =C, 1 BURIE Ry 5% T— 50 REMA WG SR
VHR =1 -CyH BRI (R) | 5RT— B REA WS B IRK
V4R, =n-C,H BRI (R) 58T B REMAMH SR

VR, =C I BURIE Ry 5 T— 5 REMA WG SR
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Re
Rs 02N g
Rio 2ﬂ:d;}1an
[0150] '}E{f\ RR¢ 1 R °
7 Tl
N\O |N,/|\R2
I-2A
[0151] 4R =CH,iF, Ry) HUAIE WKL, R EWG S KK 31-1—31-69,
[0152] k31
[0153] no. [®)n No. |®)n No. |®)n
31-1 |3-Cl 31-2 [4-Cl 31-3 |5-Cl
31-4 [6-Cl 31-5 |3-Br 31-6 |4-Br
31-7 |5-Br 31-8 |6-Br 31-9 |5-1
31-10 |5-F 31-11 |6-F 31-12 |3-CH,CH,
31-13 |4-CH,CH, 31-14 |5-CH,CH, 31-15 |6-CH,CH,
31-16 |3-CF, 31-17 |4-CF, 31-18 |5-CF,
31-19 |6-CF, 31-20 [3-CN 31-21 |4-CN
31-22 |5-CN 31-23 |6-CN 31-24 |3-NO,
31-25 |5-NO, 31-26 |6-NO, 31-27 |5-0CH,
31-28 |6-0CH, 31-29 |3,5-2C1 31-30 [3,5-2Br
31-31 [3,5,6-3C1 31-32 |3-C1-5-CH, 31-33 |3-C1-5-CF,
31-34 |3-C1-5-CN 31-35 |3-Br-5-No, 31-36 |3-Br-5-CH,
31-37 |3-0CH,Ph 31-38 |3-CO,CH, 31-39 |5-C0,CH,
31-40 |5-Br-6-CH, 31-41 |5-CF,-6-Cl 31-42 |3-CN-6-C1
31-43 |3-CH,-5-Br 31-44 |3-N0,-5-C1 31-45 |3-NO,-5-Br
31-46 |3-NO,-4-CH, 31-47 |3-CF,-6-Cl 31-48 |3-CH,-5-NO,
31-49 |4-NO,-6-CH, 31-50 |4-CH,-5-NO, 31-51 |3-NO,-5-CH,
31-52 |5-CN-6-CH, 31-53 |5-NO,-6-CH, 31-54 |4-CH,-5-Br
31-55 |5-CN-6-CF, 31-56 [3-CN-4,6-2C1  [31-57 |3,5-2Br-6-Cl,
31-58 |3-CN-4-CH,-6-Cl [31-59 |3-CN-4-CF,-6-C1 |31-60 |4-CH,-5-CN-6-Cl
31-61 |4-CF,-5-CN-6-C1 |[31-62 |3-CO,CH,-6-C1  |31-63 |5-C0,CH,-6-C1
31-64 |3,6-2C1-5-CF, [31-65 |3-CONH,-4,6-2C1 |31-66 |3-Br-4-CH,-5-NO,
31-67 [3,5-2C1-6-0CH, |31-68 |3,5-2C1-6-0CF, |31-69 |3,5-2C1-6- (OPh-4-Cl)
[0154] 33218 (T-2A, AR =H, U Ry) HR31— 2 MRUE W H S KT
32-1—32-69.
[0155]  #33:3HIUT-2A, 4R, =C H I, BUAIE Ry 5R31— 2, AR AW S IKIN
33-1—33-69.
[0156] 334 3lAT-2A, R = 1-CH I, ACHE R) 5431 —F, REM G T Kk

“H34-1—34-69,
[0157]
“H35-1—35-69,

22
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[0158]  %36:18INI-2A1, HR =CH M, BRI Ry 53R —3, B G TR N
36-1—36-69,
[01591 @=1-2BH,

Re 2
B Rs O~
P A Ran
N R
0160 R 7 6
O7SNPOR,
I-2B

[0161] 4R, =CH,I, R,) U WLFKST, ARE AW S KK A3T-1—37-33.
[0162] 337

No. (Ry)n No. (Ro)n No. (Ro)n
37-1 2-Cl 37-2 2-OCH; 37-3 2-Cl-4-CH;
374 4-Cl 37-5 6-OCH, 37-6 2-Cl-5-CH;
37-7 5-C1 37-8 6-OPh 37-9 2-Cl-6-CH;
37-10 6-Cl 37-11 2,6-2C1 37-12 4-CH,CH;
37-13 2-Br 37-14 5,6-2C1 37-15 4-CF;
[0163] 37-16 6-Br 37-17 2,52C1 37-18 6-CF;
37-19 4-i-C4Hy 37-20 6-Ph 37-21 6-OCH-CF;
37-22 2,6-2C1-4-CH; 37-23 2-OCH,CF; 37-24 2-C1-6-OCH;
3725 2,62C14-CF, | 37-26 5-Cl-6-NHCH, 3727 | 5-Cl-6-SO,CH,
37-28 2,5-2C1-6-SPh 37-29 2,5-2C1-6-OPh 37-30 4-Br-6-OPh
37-31 2-0OPh-6-Cl 37-32 3,5-2CH;-4-C1-6-OPh | 37-33 5 N/_\O
/S

[0164] 3838 1-2BH, MR, =HI, BUE: Ry  HR3T— L ANRAM G5 KK N
38-1—38-33.

[0165]  3£39:iHT-2BH, 4R =C,H N, BUALEE Ry HR3T— B AR AW 5 WK
39-1—39-33.

[0166]  3£40:HAT-2BH, 4R =i -CH I, BUREE Ry | 5R37T 0, ARME WG 5 KX
N40-1—40-33.

[0167]  3R41:8T-2BH, 4R =n-C H i, BUREE Ry | 5R37T— B, AR E WG 5 KX
N41-1—41-33.

[0168]  3£42:HT-2Br, 4R =CH N, BULEE Ry) | H5R3T— B AR AW 5 WK
42-1—42-33,

[0169] @A T-2CH,

Re 3
R5 o4 x 2
Rio ‘G(Rg)n
R N R?5 zH
[0170] 1L RRek 6
N/ | N
g ol

O >N"R,
[-2C

[0171] R =CH/Hf, Ry HUAEE W43, KEA SR T KK 43-1—43-11,
[0172] 343
[0173]

No. (Ry) n No. (Ry) n No. (Ry) n
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43-1 2-Cl 43-2 3-Cl 43-3 2-0CH,

43-4 2-Br 43-5 2-1 43-6 2,6-20CH,
43-7 2,6-2C1 43-8 2-CN 43-9 2-NHCH,-6-C1
43-10 6-0Ph 43-11 2-0CH,-6-Cl

[0174] 4438 3T-2CH , HR, =HI, BURE Ry | HR4A3—F UK G 5K IK N
44-1—44-11,

[0175]  3R45:HT-2CH , 4R =C,H N, BULEE Ry) | 5343 — B AR &Y 5 WK
45-1—45-11,

[0176]  3R46:HT-2CH, 4R =1 -CH I, BUREE Ry | 5R43— B ARME WG 5 KX
N46-1—46-11.

[0177]  3RA7:8T-2CH , 4R =n-C HJi, BUREE Ry | 5R43— B AR E W% 5 KX
NAT-1—4T-11.

[0178]  3RA48:1ET-2CH, R =CH I, HUREE Ry 5343 —F, AR B 5K N
48-1—48-11,

[0179]  @RT1-3AH,

R
Rs O4 N2
Ryo " ¥Ron
\N R =N
[o180] R Rs " &
7 "-..N R3 R3
Mol A
0" >N R,
I-3A

[0181] R, =CHH , ®) IRICKE W49, RFEA A WG D IR 49 1—49-48.
[0182] 2249

[0183]  [xo. [®)n No. | ®)n No. |®)n
49-1 [ 49-2 | 2-CN-6-CH, 49-3 | 2-SCH,-6-CH,
49-4 [6-CH, 49-5 | 2-SCH,-5-Br 49-6 |2-CN-5,6-2CH,
49-7 [6-cl 49-8 |5-NH,-6-Cl 49-9 | 2-PhNH-6-CF,
49-10|2-C1 49-11|2-SCH,-5-C1 49-122-50,CH,-6-CF,
49-13 [ 6-0H 49-142-SCH,-6-C1 49-15 | 2-S0,CH,-6-CH,
49-16 | 5-CH, 49-17|2-Ph-4-CH, 49-18]2-CF,-5,6-2CH,
49-19] 2-NH, 49-20 | 2-NH,-6-CH, 49-21]2-CF,-5-C0,CH1,
49-22]2-ph 49-23]6-C1-2-PheH, 49-242-CN-5-CH,-6-C1
49-252,6-2NH, 49-26 | 2-NH,-6-CF, 49-27 | 2-SCH,-5-0H-6-C1
49-28] 2-CN-6-C1 49-29 | 2-NH,-6-0CH, 49-30 2- (3-CH,-Ph) -6-0H
49-31|2-CN-6-CF, 49-32 | 2-SCH, -6-NH, 49-33 | 2-CONH,-6-CH,
49-34]5-C1-2-NH, 49-35 | 2-SCH, -6-CF, 49-36 | 2-CONH, -6 -CF,
49-37 | 2- (Cyclopropy 1) NH-6-CF, | 49-382- (3,4-2C1-Ph) NH-6-CF, |49-39|2- (4-C1-Ph) NH-6-CF,
49-40 [ 2- (2-C1-Ph) NH-6-CF, 49-412- (2,4-2F-PR)NH-6-CF, |49-42[2- (2,3,4-3C1-Ph) NH-6-CF,
49-43]2- (2,3-2C1-Ph)NH-6-CF, | 49-44 | 2- (4-F-Ph) NH-6-CF, 49-45 | 2- (2,6-2C1-Ph) NH-6-CF,
49-46 | 2- (2,4-2C1-Ph)NH-6-CF, | 49-47 | 2- (2-F-Ph) NH-6-CF, 49-48]2- (2,6-2F-Ph) NH-6-CF,

[0184] 50 A-3AH, 2R, =HAF, BUACHE (R,) 554980, KB A WS S RI N
50-1—50-48,
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[0185]  3%51.:383NI-3A, B4R, =CH M, B Ry  H3R49— 3, KB EM IR TR N
51-1—51-48.
[0186]  3%52:383NI-3AH, HR, =1-C,H I, BUIREE Ry HRA9—F, KEAEM 5 IKIK
952-1—52-48.
[0187]  3%53:383I-3A%, HR, =n-C H I, BUREE Ry 5HRA9—F, KEALEM 5 KK
H53-1—53-48.
[0188] %5438 3NT-3A, HR =CH M, B R)  H3R49— 3, KB G TR N
54-1—54-48.
[0189]1 @#AI-3BH,
R /\ﬁo\%\h‘jmgn
R4
[0190] ) A F’@R“Rs
0 N/ R,
I-3B
[0191] 4R =CH,, Ry HUAHE W55, RFA G5 KX H55-1—55-20.
[0192] K55
[0193] No. (Ry)n No. (Ry)n No. (Ry)n
55-1 |H 55-2  |4,6-2CH, 55-3 |4-C0,CH,
55-4 |5-Br 55-5 |4-thienyl 55-6 |4,6-20CH,
55-7 |4-CH, 55-8 |4,6-2C1 55-9 |4,5,6-3C1
55-10 |4-furyl 55-11 |6-Ph 55-12 |4-C1-5-Br
55-13 |4- (4-C1-Ph)  |55-14 |4-NH,-5-CN 55-15 |4-CH,-6-C0,C,H,
55-16 |5-C0,CH, 55-17 |4-C1-6-CH, 55-18 |4-CF,-5-C0,CH,
55-19 |4-CH,-6-C0,CH, |55-20 |2-Pyridyl-5-C1-6-CH,
[0194]  2R56:3E1- BBEP éR =H, BAREE Ry 5 R55— 3, AR BT KK N
56-1—56-20.
[0195]  3%57:183U1-3BH, R =CH N, BRI Ry 53R —F, KRSV TR
57-1—57-20.
[0196] 5838 -3BH1, 4R, =i -CH, I, HUAEE R) 555, AR S WG T HKIK
H58-1—58-20.
[0197]  3£59.3@T-3BH1, 4R, =n-C Hy , BUAREE R) 555, AR EY G T HKIK
“H59-1—59-20.
[0198]  3%60:183N1-3BH, R =CH N, BRI Ry 5356 —F, RS9 TN
60-1—60-20.
[0199] @A I-4A,
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Re
Rs 03N,
*N
Rio |

AN
N RANS

0200 Ry 5
s
SN

N” "R,

-4A
[0201] R =CH/, Ry HUREE WG], KEA G K N61-1—61-11,
[0202] 61

(Rg)n
6

02031 Iyo (R)n No. (R)n No. (R)n
61-1 i 61-2 6-C1 613  |6Br
61-4 6-CH, 615 6-NI, 616  |6-0CH,
61-7 6-CF, 61-8 6-0Ph 61-9  |6-SCI,
61-10  |4-CH,-6-C1  |61-11 |6-NHCH,

[0204] 36238 T-4AH, SR =HI, BUE: R)  HR61—EACERIL G W9 5 WK N62-
1—62-11.

[0205]  #63:3HINT-4Ar, HR, =CH N, BUASE Ry HR61—2, AR EMH T IKIN
63-1—63-11.

[0206] %64 :iHT-4A, 2R, =1-CH I, BULEE R) H53R61—E, R G T KK
N64-1—64-11,

[0207] 3653831 -4A, HR, =n-C H it , AR R)  H53R61—EL ARG T Kk
N65-1—65-11,

[0208]  #66:iHIT-4Ar, HR, =CH N, B Ry HR61—2, AR EMH T IKIT N
66-1—66-11,

[0209]  JE=UT1-5AH,

Rs
o T S
Ry N R;” 'N™ 5
[0210] Ay LRk
N
o) N//J\Rz

I-5A
[0211] 4R =CILJF , R, HUIRKE ILHE6T , R b A% B KUK N6T-1—67- 16
[0212] 267

[0213] No. (Ry) n No. (Ry) n No. Ry n
67-1 H 67-2 5-C1 67-3 6-C1
67-4 5-NH, 67-5 5-CN 67-6 6-CN
67-7 3-C1 67-8 5-CH, 67-9 6-0CH,
67-10  |5-0CH, 67-11 5-SCH, |67-12  |6-SCH,
67-13  |6-0OPh 67-14  |5-OPh 67-15  |5-SPh
67-16 5,6- (CH=CC1-CH=CH-)

[0214] 68 WAL -5AH, MR, =HAF, ALK (R,) 56780, REM A WS T RKH
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68-1—68-16,

[0215] 369 38T-5AH, R =CH I, HUREE Ry | HR6T—E, (AR AW T IKIK N
69-1—69-16,

[0216]  3£70:iHT-5A, 4R =1-CH I, BUREE Ry | 5R67T B, ARME WG 5 KX
NT0-1—70-16.

[0217]  3R71:85T-5A, 4R =n-C H/if, BUREE Ry | 5R67T— B, AR E W% 5 KX
NT1-1—T1-16,

[0218]  3R72:38:T-5AH, R =CH I, HUREE Ry | HR6T— 2, AR AW 5K N
72-1—72-16.

[0219]  3R73:383(1-5B, 4R, =CH I , {UAEE Ry  HER67T 5, MR E WS 5K
73-1—73-16,

[0220] #7438 3(T1-5B , 4R =HIE , BUIE R)  HR6T BRI G 5 IKIKNTA-
1—74-16.

[0221]  3R75:3851-5BH, R, =C H I, HUREE Ry | HR6T—E, AR AW T IKIK N
75-1—75-16,

[0222]  3%76:i8T-5BH, 4R =1 -C,H I, BUREE Ry | 5R67T— B, AR E WS 5 KX
NT6-1—76-16.

[0223]  3R77:i8:T-5BH, 4R =n-C H/if, BUREE Ry | 53R67T— B, AR E W% 5 KX
NTT-1—T77-16.

[0224]  3R78:3@:T-5BH, R, =CH I, HUREE Ry | H3R6T— 2, AR AW 5 KK N
78-1—178-16,

[0225]  j@3(T- 1A, 4R =CH,\ (Ry)  =HI, HUREER, ) O EU) AN A A OGS I 3%
79, B GG 5 KICNTI-1—79-140.

[0226] 379
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No. Ry No. Ry No. Ry No. Ry

79-1 S-i-C:H; 79.2 OH 79-3 C(=O)H 79-4 CBry

79-5 CH; 79-6 C:H; 79-7 n-CsHy 79-8 i-CsHy

79-9 n-C.H 79-10 i-C.H, 79-11 t-C.H 79-12 crL

79-13 CH,Br 79-14 CHF 79-15 CHBr» 79-16 CFs

7917 CH,CI 79-18 CHCI, 79-19 ccl, 79-20 CH,F
7921 OCH; 79-22 OC,Hs 7923 | OCH(CHs), | 79-24 OC(CHy)s
7925 OCF; 79-26 OCHCF; 79-27 OCH,F 79-28 OCHEF,
7929 SCH; 79-30 SC,H; 79-31 | SCH,CH=CH, | 79-32 CH=CH,
79-33 | CH.CH=CH, | 7934 | CH,CH=CCl, | 79-35 c=CH 79-36 CH,C=CH
79-37 | CHC=CI | 79-38 CH,0CH; 79-39 | CH,OCH,CH; | 7940 | CH,CH,OCH;
79-41 | CH,CH,OCH,CH; | 79-42 | CH,OCH,Cl | 7943 | CH,OCH,CH,CI | 7944 | CH,CH,OCH,CI
79-45 CH,SCH; 79-46 | CH,SCH,CH; | 79-47 | CH,CH,SCH; | 79-48 | CH,CH,SCH,CH;
79-49 |  CH,SCH,Cl | 79-50 | CH,SCH,CH,Cl | 79-51 | CH,CH,SCH,CI | 79-52 SOCH;

[0227] 79-53 SOC,H; 79-54 SOCF; 79-55 |  SOCH,CF; | 79-56 SO,CH;

79.57 SO,CH, 79-58 SO,CF; 79-50 | SO,CH.CF; | 79-60 | SO,NHCOCH;
79-61 | SONHCH; | 7962 | SO.N(CHs); | 79-63 | CONHSO,CH; | 79-64 COCH,
79-65 COC,H; 79-66 | CO-n-CiH, | 7967 | CO-i-C:H, | 79-68 CO-n-CsHy
79-69 CO-i-C:Hy 7970 | CO4.CiHs | 79-71 COCF; 79-72 COCH,CI
79.73 COOCH; 79-74 COOC,H; 7975 | COO-n-C;H, | 79-76 |  COO-t-C.H,
79-77 COOCF, 79-78 | COOCH,CH,Cl | 79-79 | COOCH,CF; | 79-80 | CH.COOCH;
79-81 | CH,COOCH;s | 7982 | CH,COCH; | 79-83 | CH,COC.Hs | 79-84 CONHCH;
79-85 | CONHCHs | 7986 | CONH--CiH, | 79-87 | CON(CHsy), | 79-88 |  CON(GHs)
79-89 | COOCH,CH=CH, | 7990 | COOCH.C=CH | 79-91 | COOCH,OCH; | 79-92 | COOCH,CH,OCH;
79-93 SNHCH, 79-94 SNHC,H; 79-95 |  SN(CHy), | 79-96 SN(C3Hs),
79.97 +< mos |+ 79-99 —§-<j 79-100 + )
79-101 | co-0—<] |79-102 co—o{> 79103 | co-o—] |79-104| co0 )
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Cl
79-105 %—O 79-106 79-107 {@ 79-108 'E‘-’_Q
i . :
CFs
c
o]

79-118 79-110 79-111 = 79-112

%O

i

79-115 79-116

79-113 ,,‘L—QCH 79-114

79-117 ;(\/@ 79-118
- o Cl iy
79-121 %@ 79-122
79-125 co—o@—cm 79-126
co-0Q
79-129 \—@ 79-130

Co-0 =
79-133 N )no, | 79-134

s
I§
b

a

79-119 co@ 79-120 | co @ CH,

79-123 co@a 79-124 co—o@

79-127 | co-o—{ Yo | 79-128 co—o@moz

79-132 co'o\-@ca
o]

«© C\_Q?{.
8]
ocH, | 79-135 % 79-136 ;\)@7
0] Q

[0228]

Q
o]
o]
m
w

(9]
g
O
o
Ba

CH, | 79-131

5

(2]
=]
T
0

79-137 7\)&@(;' 79-138 o | 79-139 79-140 M@—m

[0229] 3803 TI-1A, 2R, =CH,\ Ry =2-CI1H, BUAREER , HRTI—FLAARMLEY)
%5 IR N80-1—80-140.

[0230] 381 I-1A, 2R, =CH,\ Ry =4-CIH, BURER , HRTI—FLAARMMEY)
9T IR N81-1—81-140.

[0231]  3%82:5@:I-1AH", 4R =CH,. Ry =2,4-2C11, BACEER 5L 79— 8, AEMN A
Mo 5 HIK N82-1—82-140,

[0232]  3£83:J@1-1A+, ¥R =CH,. R) =2,5-2CH KT, BUREER  5RT9—5, RFAMN
E W45 MR 83 -1—83-140.

[0233] &84 I-1AH, 4R, =CH, Ry, =2,6-2Ff , UAREER 5K 79— 3, REMNAE
W25 MK N84 -1—84-140,

[0234] 3853 I-1AH", 4R =CH,. Ry =2-CHF, BUAREER (H5RTI—F, REMEY)
%5 IR N85-1—85-140.

[0235] 3861 NI-1AH", 4R =CH,. Ry =4-CHT, BAREER H5RTI—F, REMEY)
%5 IR N86-1—86-140.

[0236] 7% BH A &5 Ak & Wi 36 AT DL 2877 41 1 i BARAL S0 i) h Sk 68 , (B AR
TEAK I o

[0237] R8T AEWIEL

w
7

n
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[0238]

[0239]

IR
[0240]

[0241]

[0242]
[0243]

No. structure No. structure

o LJ
-HCI . Ilw/
87-1 HN 87-2 HN
=

7 N 7 =N
h«m NI

N 07N

. - H;PO
87-3 ( HN/\/Q/ )2 H,50, 87-4 &/@I
v~ SN
e

N
SN
Nr)
0
. cnjgo\oi@/ .CF_,c,ogt/@/
87-5 HN 87-6 HN

Y =N /7 =N
N | N\ |
iI; o] N/)

=
' a L
i D o
/\/ij/ ) HOOCCOOH | §7.8 SO—‘”'HN/\/Q/

2

87-7 (

ve e

HN =
3 =N
o
HN 87-10 HN
N

87-9
4 y =N
Nb | N/J N‘0 ||\|’J
Cl Cl
O O
87-11 HN CF; 87-12 HN CFy
ey -
" )N Nl )N
Cl cl
NS o O
* fumaric acid Nl 2 « citric acid I\I -
87-13 HN CF; 87-14 HN CFs
-y \N
N )N N )

AR WA E LR LR T i &, SR aan T 3 82k [ B 5 A Ul W A E ST

A AT 2R R 7 i -

e R fy 04_Q
By B Rs OH 5 2
' M(_Q
TN e = Ri % R Mm NP RR4R "
FeF et ¢ R TN R34 Re - Y [N
\ 7
N= rR4 R W P P N/*R
R, 3 " Rg N Rz‘ 3 "
v VII /

VI, M B LR, 1% B SR ; Al & B P A .
] A TV 5 o R AR VI TAERRAE 2% A1 T 3 B AV 770 o S B AR B [ 44V, 28 e 5
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[ARVIAERRAE 2618 T T-3& B 7P e biAs 2E T &4

[0244] b3 W20 e i o v L )i mT AR R] AN R] AR i A0 s A A L S SR AL A S BRI
AR P BRIR AN = L HEE S TP AN S S AN A R T A R T A
[0245] b3 Py 2 e e R P L PR 9 R T A ) AN [ 0 0 B G SRR 1, 4 - T AEON
L ME PR R RN N - R g N - R R e e — PP I P T 55
[0246]1 P2 S LI 5 PT 7 5 i 280 VA 779 i B2 2 ) 3 2920-100°C

(02471 W25 S LIS [E] 3073 B 22 20/N 5 38 1- 107N

[0248] EPI‘Eﬂfllilvz%ﬁ%ﬂﬁzfﬁiﬁﬂLiﬁI1JcAfF@EI’Jﬂ‘€’€EE|3I‘Eﬂfll&ﬁ%%??‘i?%ﬁ%ﬂ%:

\N

[0249] WNH )f\

11

[0250] L)LII%JE*#%EEEPIWSIHJ&—y aEBZEPIETHZISIV,@%ﬁﬂ?iﬁiﬁ:WOZOOSOBMOZ\
W02004087056%% ,
[0251]  whH[AAVIVIISE THE .
[0252]  EARA R BHEE XML&V 5 IUA HR AT F LA &Pt 8 T 2 s g I 128
WEY ARG RFAEAT A7 AE 525 ANF] o IF H T IX e 50 i 22 me i A4S A K AL &4
HABUF R B
[0253]  JE TG A W0 AR B Ath A3k A 1 22 Fofi T Y 7 HR A SR RV P o TR, A B )
FART7 S FEE 2B TE AR sl A AU Hh AR 1) 2% 2R 18 7T &
[0254] Tﬁh&ﬁﬁf TG R B A K B R AR 8 A K B
[0255] @AY FTBi6 T 5005 : S N, AR 2200 (AR 2500 TSR 7
I~ KRB ﬂ%?%%ﬁ R B R B B S R R L 2 R B AR B
A AR B0 SRR AR A R R B B D AR & AR B AR W) B
(R - B SR B 0) R QRSB MR AR 25 AR5 AR5
AR 2 TR AR AT B PR ARD0) , 4 JE 0 CBRUABUER B 0 « 22 TN 5 s - 2 TN B ) » %
T (T 57287 5 I JE 05 i TIOR8 07 « 28 JTCHE 3 16 TR 7 ol T2 78 AR 05 S 0 K
TR AR IEI) B (Th AR SE R G A AR ) A5 s R R WA 2 (H A
909 AEAE R 2295 25 PR A 2575 « B PR A 2005 « T R 2005 S R 0 L B TORG 2597 22 )TUM
299 B JTURE 28995 « 2 JTURE 28975 « 8 JTURE 228995 B JTURY 28995 « BRSNS 25973 « % SRS 2870  THI S A
Z90 KRG Z9) MR B399 CBIUPSURR JB5 995 « 00—~ R JE3 99 =i K2R 5 9 « 38 JTCAR JB5 9 v JTCAR g
995 K0 SEAR BS99 A AR R 5 SEAIRT R B SR IR « 25 R SLAG 95 « B L AR 995 « 35 XS A 76
I SRANLAGIPE) 5 AR IELPE (75 S IR LI AL 0 L7 ~ 0 PR A JEL I 39 JRR 0 JEL 975 I JBR 7 JEL 5  JOH
B R IELI ~ SRR AL ~ BRBUR AELIF Tt~ JEL 9 S 52 R JEL I « B8 SN R JEL IS « v ST AR JEL 9 P
PR IELF ~ 2 TR IELIPG « P8 TR0 S0 974 i JTC R IR0 7 B L) 38 22008 (R AE 3 9 . ) H
ZEUE 0 B AN T BB 208 TR ), SRR (P P B R A TR R L

B IR BT (AR K B 90 £ K IR B 73 « 76 it AR B9 ~ BRUIR B 93 « S8 K B9~ ok
IREEI SR B0 RN K B 0) e BRI R A6 4 B0 B B A X5 Tl S 4 B s« 1642
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FEI PRI ~ BRARCHE B 95 « & ST AR BRI « K 2 A B0 <[] | 254503 99 5 4 DG 2 2 A B 4)
SEDE I (I JBR AR R BRI T S S B3 « 2 PR A B4  [m) H 5% B B 05 « B JBR 28 B 7 0 P BRE S
FRARCEE BE 95 At 1 RE B 5 & A RS TR B0 L i A B BA R D SRR LA A b
DTG S A B A6 A BB  BEAT T G A4 DA T3 FBHORSUBE A 05 SR DA ) 5 L
(T Ah -2 95 BT 2805« 06 - S S5 0 28 BLI% s SR %) » B 80 CR B 5 80004
ZIREC SR R R EUR) AP CZ BRI A « m) ] 25 Ak 78TO A TR A )
LI (B ph 2 0 S T2 R TR 0) S At (oK [ 50 20 bR FEE A i R S 2R
BR95 «H RERR B AR R h B A AR T TR s R S 2R K R AU B TOR B A A
BT « A% 7R P BRI BRI 25 4TI B0 « = 2 FE 0 90 =1 /0 JB i £ BRI 53 « 21 JRR B
FUI B RR ZE B KT R BT 2 BRI BRI B PR K X7 25 ) €0 P BREG  t — [5) 22 0
SESLLLBE I B T JICIRE R0 B RS JB 96  [r) ] AR 25 R 5 2R JE 0 « R
RV 0 R DR B JTCRE B9 2 A0 250 it B 2 SR B AE) &5 T RDR
F L R UNZE R /N AT BB /N2 500 AR AR 5505 < m) H 254500 L H REAS e dE SR
BRI A SRR K AR ), SRR (oK 22 SEAE oK PRk i « e S 22 ARG | =
BT AR o S8 1 SRR | vy A B S SRR SR A L H R SRR SR AR ) M A (s
ZE GO K RBSUR  55) &5 s TRBW T, W E KW CNZE B e BRI Z K 8 R
995 <[] H 35 R 995 52 R 95 < 301 FEOR 7 500 52 EOR 0 ~ 22 )T 9 R0 75 < B T R o T
F R ~ 2T A 06 TS R 0 8 260 R s~ 2 52 R ) » TR R QI R B AZ 6 VRIS TR
2908 ~ K K2 R AZ I A6 A TR R 05 R B T A% 00 SRR B A% 05 i TR R 0 = 52 TR A% 4 0l &2 B
25 ~ BTV A2 ~ o7 TV TR A0 ~ 2 TN BRI AZ 8~ P8 TN B A% R A% 0R) » R AL CER B2
T B R ) &

[0256]  pH T HARM AR, EaR A& Pmr G R T O3 Aol A 20l B 2R K
BAME , DL N I S T w4 5

[0257] D3RS AR AR , Ab & Wi F & DR 5 M R 2R el A , 451 an iy AL & P TR 3 1R AR
VAT A R YRR R U SR A i 2 TV R AL

[0258] R ATI0%W —5A TGRSR ML 78 2 BT -

[0259] AUk BHE R FE LB ST & P E IS PR 7 B R A& R W AH &Y
EHHS M EE T S E1E0.5-99% 2 [0 Z A WA AW i B Lol Mol . A B rT 2
2R .

[0260] 7 BH () 2H &40 o] DA il 35 (1) % Xt o« 38 S TR s & 04 i Y2 0 T e 5 oy
T A A B 1) s o 70 LA S AE g 3% T A FH IS B 5 T 2 #5500 A1) < T A, 2 1) 551 ] 0 o)
ATV A 7 I 7K B K AL KGRI ECEL I AR AR e A Y, 2D N — P i
Bl AR A, B2 75 N 0T DUIGE 24 1 3R 1 v PR

[0261] AR BAMIFEARTT I BLHE YT 16 0 B 1 775 K AR B B 2% B A S W0t T i il 14 9
P AR KA T E I R BONIE A S E N R A B0 B 10005 , ik A A& N
A 205 25005

[0262] S F- RGN H , 1 dnAE RO b RTAE A BRI SR B 2L S 0 I — Fhel 2 AR E )
TR A A B 7R B 551 AR A A R R T TR B AEOR A 5 E LG AT R A B A A SRR
[0263] BRI S , 75 A K BH B ASURI 2 3R BT RIS S 1) 3 6l A 5 BT 3EAT & P AR e AL Bl « AR
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WY B B AT B0 R« AR WA W 0 M 0, LA T 9 % TR S R a0 BTG O A
6. 25ppmfSl 34809 LA _E, i — AR KA E I e T 4544

B A
[0264]  DLTF B AR SEiti 51 FH R i — 2 Ul BH AR B (B A R B 8 JEAN PR T-1X 264511 (B S5
AN, BT R R A TTE) .
[0265] & St f51]
[0266]  SEfitafsll « Hp [A] 442 - ((3- FF AR SR oM JF: [5,4-d MEIE - 4-3%) BHL) L EE 11 ) &
[0267] 1) 5-% L -3 - H 3 S s - 4 - UL 1) il 2%
CN

CN
[0268] \/OW/\CN N /2 |
[0}

NH,
[0269]  ¥414g (0. 28 /R) [ b B2 i3 T-80mL 10 % A A AL AN T, I N27 . 2g (0. 2/ /R) (1-
CERIEN 2 FE) T, I DB KA R IE BES0C UL, IR gk S it Bk 1. 5/, [E 44t g
KB, ToK B 45 i, 79 30 B 447 1 16 . 5g.
[0270]  2) 4-5(-3- FF 3L WM I [5, 4-d ] Wi i) 1) 4%

cl

CN
[0271] N\/| — ¥ |\)N
O™ “NH, 0\
[0272] ¢ =& 5B (POCL,) 40mLANN , N- — i Jk B 5k e ImL AN 3] s RSB R A0 B 171
I, NG - 28 3 - 3 - 5k S e - 4 - 4 % (451mg, 3. 66mmol) , FHE ] 160°C ;i M 15- 36/, 2
LV 208, 49 2109 B A B 44, 44 (110.5°C .
[0273]  3)4- (2- ((3-FH 3L B 3 [5, 4-d ] mesng -4 - 358) G 3E) 2035 M) il %%

OH

Cl HN
[0274] NH,

71 TN " gt Y

N +

\0 | N/) HO N‘O | N/)
[0275]  #1.69g(0.01mol) 4- 5 -3 - F JE 5 %Mk I [5,4-d] MEIE A2 . 74g (0.02mol) Xf F3&
R REHIING0m] PYSRIR A, N N4 . 45g (0.022mo) = Z %, ik [ M4 - 107NN, TLC W Il 2

25 YR ol ZE BRI AR KT H [ A4, 3 e A5 e A
[0276]  SZtf5I2 : AL AT - LIK il 2%

o e
’\/O/ /\/@0
Ty R

4 N » SN

N, |J
(0] N

[0277]

Nl
O T\'/)

[0278]  #30.54g (2mmol) 4- (2- ((3- HEFEMEHE[5,4-d]MENE -4-5) & H) £35) R AN
0.25g (2mmo1) FAL R IIASZETIN, N- — I H ILIE A, IO 41g (Bmmol) BRERHH , ik 280
'C, R BLA- 10/, TLCRE U S R 5E R e o S BB SO 22 AT 8K, FH 1002 2,
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W L 5y = UGHATRERL, T O I, A JZ T 24645 771 0. 455¢ , AL BT -1, 1 101230
0Cj()

[02791  'H-NMR (300MHz , PYARTMS, % #ICDC1,) 8 (ppm) :8.50 (s, 1H) ,7.35-7.42 (m,5H) ,7.15
d,2H) ,6.97(d,1H) ,5.16 (s, 1H) ,5.07 (s,2H) ,3.87 (q,2H) ,2.93 (t,2H) ,2.37 (s, 3H) -
[0280]  sizjitaf5il3 : A0 & 431 - B3y il 4%

"
OH
Q.
=
HN/\/©/ Ol CFs ,\/@/ f//\L
[0281] * | HN CF,
SN

7 I N
"o Mol
O N

ko)

[0282] K160 % L ALANO . 16g I B S SO, FHA B Ue 5 » IS ZETHN, N- — H 3 T
i, SRFEIMAA- (2- ((3- I e (5, 4-d ] Wi g -4 - 3) &(F%) 2.3%) K0 54¢ (2mmol) ,
SIRIPE270 B A RR2, 3- —5(-5- = H HEMEIE0. 43¢ (2mmo1) ,60°C N HEPE .2
/NI o TLCHE I B N2 58 B e 3 SR NERBI NSO THE AT BT kK i, FHL00ZE T 1R £ g7 =ik
REATRERL, T B I, AR SR AT A5 0. 587, RIAL A 31 -33 M i 141.7°C.

[0283]  'H-NMR (300MHz , Y ARTMS , #7ICDC1,) 8 (ppm) :8.53 (s, 1H) ,8.25 (s, 1H) ,7.99 (s,
1H) ,7.32(d,2H) ,7.16 (d,2H) ,5.25 (s, 1H) ,3.96 (q,2H) ,3.05 (t,2H) ,2.48 (s, 3H) .

[0284] A Feth A &0 ml A2 BELL | S5 it 51 i) 4% o

(02851 534 A i L B FA% i 880 (HNMR, 300MHz , PYARTMS , ppm) 41 F «

[0286] L &H31-18: 45 4132.2°C.6(CDCL,) 8.53 (s, 1H) ,8.41(d,1H) ,7.92(dd, 1H) ,
7.30(d,2H) ,7.14(dd,2H) ,7.04(d,1H) ,5.30 (s, 1H) ,3.95 (q,2H) ,3.04 (t,2H) ,2.47 (s,
3H)

[0287] AL &H7-168: ) /i 115.0°C.6 (CDC1,) 8.51 (s, 1H) ,7.35-7.44 (dd,4H) ,7.15(d,
2H) ,6.97(d,1H) ,5.30 (s, 1H) ,5.03 (s, 2H) ,3.87 (q,2H) ,2.93 (t,2H) ,2.38(s,3H) ,1.33 (s,
9H)

[0288]  {k5431-22:6(CDC1,) 8.52 (s, 1H) ,8.44 (d,1H) ,7.94 (dd, 1H) ,7.32(d,2H) ,7.13
(d,2H) ,7.05(d,1H) ,5.30 (s, 1H) ,3.95(q,2H) ,3.04 (t,2H) ,2.48 (s, 3H) «

[0289] AL & ¥7-8: 44 5155.6°C.8 (CDC1,) 8.51 (s, 1H) ,7.34 (m,1H) ,7.16 (d,2H) ,6.99
(d,2H) ,6.94 (m,2H) ,5.18 (s, 1H) ,5.12 (s, 2H) ,3.88 (q,2H) ,2.95 (t,2H) ,2.40 (s, 3H) .
[0290]  ALEHT-17: 4% 5163.7°C .6 (CDC1,) 8.50 (s, 1H) ,7.54 (m, 1H) ,7.40 (m, 1H) ,7.27
(m,2H) ,7.16(d,2H) ,6.97 (d,2H) ,5.17 (s,3H) ,3.88 (q,2H) ,2.94 (t,2H) ,2.39 (s, 3H) .
[0291]  AL5H)7-55: 45 5148.9°C .6 (CDCL,) 8.51 (s, 1H) ,7.40 (m, 1H) ,7.25 (m, 1H) ,7.21
(m,2H) ,7.15(d,2H) ,6.97(d,2H) ,5.17 (s, 1H) ,5.04 (s, 2H) ,3.88 (q,2H) ,2.95 (t,2H) ,2.39
(s,3H) ,2.38(s,3H) o

[0292] K &7-230: 45 £5158.3°C .6 (CDC1,) 8.51 (s, 1H) ,7.30 (m, 1H) ,7.25 (m, 1H) ,7.17
(d,2H) ,7.05(m,1H) ,7.02(d,2H) ,5.18 (s,3H) ,3.90 (q,2H) ,2.95 (t,2H) ,2.41 (s, 3H) .
[0293]  fL&EMT-21: 4% 55157.1°C .8 (CDCL,) 8.51 (s, 1H) ,7.48 (m, 1H) ,7.43 (m, 1H) ,7.27
(n,1H) ,7.18(d,2H) ,6.95(d,2H) ,5.17 (s,1H) ,5.12 (s, 2H) ,3.88 (q,2H) ,2.94 (t,2H) ,2.41
(s,3H) »

[0294] Ak &H)7-60: 44 1i134.0°C .6 (CDC1,) 8.51 (s,1H) ,7.22(s,1H) ,7.16 (d,2H) ,7.09
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(m,2H) ,6.98 (d,2H) ,5.17 (s, 1H) ,4.99 (s, 2H) ,3.90 (q,2H) ,2.95 (t,2H) ,2.40 (s, 3H) ,2.33
(s,6H) »

[0295]  fk & 482-111: 4% £1146.7°C.8 (CDCL,) 8.54 (s, 1H) ,7.47 (m,2H) ,7.42 (m, 1H) ,
7.25(m,1H) ,7.22 (m,1H) ,7.12(d,2H) ,7.05(d,1H) ,6.89 (m,2H) ,5.10 (s,2H) ,4.79 (s, 2H) ,
3.89(q,2H) ,2.97 (t,2H) ,2.34 (s,3H) .

[0296]  fk 5483114 4% £1209.6°C .8 (CDC1,) 8.55 (s, 1H) ,7.22 (s, 1H) ,7.10 (m,4H) ,
7.05 (m,2H) ,6.91(d,2H) ,6.80 (s, 1H) ,4.97 (s,2H) ,4.60 (s, 2H) ,3.86 (q,2H) ,2.98 (t,2H) ,
2.32(s,6H) ,2.27(s,3H) ,2.26 (s, 3H) ,2.12 (s, 3H) .

[0297] MR iR il & 7 VA Id A, I8 n R AHE TR B &Y.

[0298] A3 P il s S it 451

[0299] A% BHAL G Hpxd Al A5tek Hh 1) 22 Foios B S 2R L LB AR 2 1) 3 12k

[0300] Szt f51]4 « 7% B vl PR 00 2

[0301]  FHA R BHAL & WO it 0T AR P IR 22 B T 35 R AT 17 0 A 00 R 0t P i AR R A%
SRARTS: o A% R PRI 5 25 5 WLDL R 2% St 15

[0302] (1) B4 B 1 I e

[0303]  5E i an R « 5K FH el B ik 7y vk, R AL & 0RE i & A a7 G 77
PSS U0 P B S FF I DMF S, F H AR S HOO R i (1) 1 AR B8 0 T de 436) VS e T 1) st P 5 AR PE A+
M AR TAEREE T SR I 2196 L35 FRAR I T FLH 5 P-4 93 i i S 3 Ak v VR
IO F, G385 (1) 55 FR OB CE AR TR IR IR A8 Th 1 97 - 24/ JE AT TR A, AN H I R
P BEAREE A B KB I, TR 4 o IR A FR A B R AR KB O PRI AL S P T T .
[0304] 53 A A VD) EARIN B VEPE (DL 2R R0R) MRS Ran T -

[0305]  Stof Aol I ) 100 o 26

[0306]  7E25ppmF & N, & W31 -18.31 - 33555 R s 1K) F 1 SR AE80 % LA L

[0307]  (2) yE AR OR3P 3 14E I

[0308]  JME T7 LN T « SR RIS AR AR I 5 77 v » R A A& W0 il B 2D B350 G 771 )
FhSE GO R | FEE DM , 5 HLAKHE HOGHRE o IV AR 8 0T e 38, ¥ 71 B STl = I AR AL
ST EUNT0.05) R, FHEA0. 1%k E 801 7K MR , T il i BT 75 % FE A UK » TEAE ) 55
BLE S R R DR 8 it T 55 27 B4 b (35 YN ER = N B TR bRE AR ) 5 247N 0f
S BEAT o T o AR MR S TR 5 B TR A ORI R I R A SR R N A =
WL TR, R e R G Ja , NI R 97 AT E OB R IR o Y B = N
FhIFE T R IR 78 70 R 5 GRS D — JRIIS 8] AT A & I i ROR VAl

[0309] o0 Wi AR ORI PR IS SR T -

[0310]  xof 3 JIC R 25 AR 0 A4 R AP 12E «

[0311]  ZE400ppmifl& N AL&WT7-1.7-8.7-17.7-55.7-168.7-230.31-18.31-22.31-33.
83- 11455 % 2 JIURG B BT A FE80 %6 LA 117 5

[0312]  ZE100ppm#F) & N AL&WIT7-1.7-8.7-17.7-55.7-230.31-18.31-22.31-33%5 %} %
JRAE B2 99T R AE80 %6 LA E Y 5

[0313]  ZE25ppmill & N A& M7-1.7-8.31-18.31- 22465 % ) 75 75 s b7 2 80 % LA |
1) 5
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[0314]  7£6.25ppm#AE T, AL & 47-1.31-18.31- 2246 % 2% )RR 450 BT A0 ZE80 % LA 11y 5
[0315]  Xh/IN22 1 i ) v A R A v 1«

[0316]  #E400ppmifl| & N, AL &H7-1.31-18.31-22.31-33%5%F /N3 (83 95 b7 B AE80 %6 LA
ESiOP

(03171 0 T K5 o3 PR AR DR 473 12k

[0318]  7E400ppmiflHE T, &M T7-1.7-8.7-17.7-55.31-18.31- 2226 % F K455 b7 2L AE
80% LA L.

(03191 XoJ 5 JIC i LI 140 3 A LR AP 12«

[0320]  {E400ppmiflfE A& 7-1.7-8.7-17.7-55.7-168.7-230.31- 1 8% % # /N R JH

T AES0 % LA L1

[0321]  fLEWT-1 S xF R 25 70 Il 2 B (B %% %)
A HILESEWR | DEABH | BXSR | S50EN
- 6.25ppm 400ppm 400ppm 400ppm
[0322] 71 100 100 100 80
CK 30 0 0 0
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