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1
4 Rn2
57543
c|>—CH2 r1\1 Z
N
/N\ AN
A\ _N T (X)n1
N—N F
CH,

No Z R, (X) o1 Tg
1-1 H 4-Me —
1-2 [N, 4-Me -
1-3 [NH, 4-Bu-t -
1-4 |NH, 4-0C,Hs -
1-5  |NH, 5—CH, -
1-6  [NH, 4-0CH, -
1-7  |NH, 4—C,H; -
1-8  |[NHCHO 4-Me -
1-9  [NHCOCH, 4-Me -
1-10 |NHCOC,Hs 4-Me -
1-11 [NHCOPr-n 4-Me -
1-12 |NHCOPr-i 4-Me -
1-13 |NHCOBu—n 4-Me -
1-14 |NHCOBu-i 4-Me -
1-15 |NHCOBu-s 4-Me -
1-16 |NHCOBu-t 4-Me -
1-17 |NHCOBu-t 4-0Me -
1-18 |NHCOCH,CF, 4-Me -
1-19  |NHCOC,F; 4-Me -
1-20 |NHCOCH,CH,F 4-Me -
1-21  [NHCOC (CH,) ,CF, 4-Me -
1-22  [NHCOCH,CH,CF, 4-Me -
1-23  |NHCOCH,C,Fs 4-Me -
1-24 |NHCOCH,CH=CH, 4-Me -
1-25 |NHCOCH,CH=CMe, 4-Me -
1-26 |NHCOC (CH,) ,CH=CH, 4-Me -
1-27 |NHCOC (CH,) ,CH=CHCH,4 4-Me -
1-28 |NHCOCH,CH=CHC]1 4-Me -
1-29  |NHCOCH,CH=CHCF, 4-Me -
1-30 |NHCOCH,CI=CI, 4-Me -
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[322]
B1FR (Bex)
1-31 |NHCO(1, 1-dimethyl-2- 4-Me -
propynyl)
1-32 |NHCO(2-butynyl) 4-Me -
1-33 |NHCO(1, 1-dimethyl-2- 4-Me -
butynyl)
1-34 [NHCO(1, 1-dimethyl-2- 4-Me -
pentynyl)
1-35 _|NHCO (1-propynyl) 4-Me —
1-36 |NHCO(1, 1-dimethyl-3-TIodo- 4-Me -
2-pentynyl)
1-37 [NHCO(4, 4, 4-trifluoro—-2- 4-Me -
butynyl)
1-38 |NHCOPr-c 4-Me -
1-39 |NHCOHex—c 4-Me -
1-40 [NHCO (CHz) 4COH 4-Me -
1-41 [NHCOCH,CH,NHCO,Bu—t 4-Me -
1-42  [NHCOCH,CH,NHCO,Et 4-Me -
1-43 |NHCOCH,CH,CH,NHCOCH,4 4-Me -
1-44 |NHCOCH,CH,CH,NHMe, 4-Me -
1-45 |NHCOCH,CH,N (Me) COCH, Me -
1-46 |NHCOCH,CH,NHCOPh iMe =
1-47  [NHCOCH,CH,N (Me) COPh 4-Me -
1-48 |NHCOCH,CH,NHPh 4Me =
1-49 [NHCO (CH,) ,NH, 4-Me -
1-50 |NHCOCH,NHCH,Ph T -
1-51  |NHCOCH,N (CH,Ph) (CO,Bu-t) 4-Me -
1-52 | NHCOCH,CH,0CGH,C1-4 4Me =
1-63 |[NHCOCH,OPh 4-Me -
1-54 |NHCOCH,0C4H,F-3 Ve -
1-55 |NHCOCH,0C4H,0CF4—3 Mo =
1-56 |NHCO (CH,) ;SMe e =
1-57 |NHCOCH,CH,O0Et 4Me =
1-58 |NHCOCH,CH,0Pr-i 41-Me -

(23]
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1R (FeX)

1-69 |NHCOCH,CH,0Bu-i 4-Me -
1-60 |NHCOCH,CH,0CH,CH,0Me 4-Me -
1-61 |NHCO,CHs 4-Me -
1-62 |NHCO,C,H; 4-Me -
1-63 |NHCO,Pr—-n 4-Me -
1-64 |NHCO,Pr-i 4-Me -
1-65 [NHCO,Bu—n 4-Me -
1-66 |NHCO,Bu-1i 4-Me -
1-67 |NHCO,Bu-s 4-Me -
1-68 |NHCO,Bu-t 4-i-Pr - 68-70
1-69 |NHCO,Bu—t 5-Me - 60-63
1-70 |NHCO,Bu-t 4-t-Bu - 68-69
1-71 |NHCO,Bu-t 4-Me -
1-72  |NHCO,Bu-t 4-Et - 42-46
1-73 |NHCO,Bu-t 4-CH=CH2 -
1-74 |NHCO,Bu-t 4-0Me - 151-153
1-756 |NHCO,Bu-t 4-0Et - 54-55
1-76 |NHCO,Bu-t 4-0CH,CH,0Et - <50
1-77 |NHCO,Bu-t 4-0Pr-i -
1-78 [NHCO,Bu-t 4-0Bu-n -
1-79 |NHCO,Bu-t 4-SMe - 142-144
1-80 |NHCO,Bu-t 4-S0Me - 86-88
1-81 |[NHCO,Bu-t 4-50,Me - 117-118
1-82 |NHCO,Bu-t 4-NMe, -
1-83 |NHCO,Bu-t 4-N(Me) (CO,Bu-t) -
1-84 |NHCO,Bu-t 5-CN - 68-72
1-85 |NHCO,Bu-t 4-CN - 70-75
1-86 |NHCO,Bu-t 4-morphorino -
1-87 |NHCO,Bu-t 5-Ph - 99-102
1-88 |NHCO,Bu-t 5-C0,C,H; - 74-77
1-89 |NHCO,Bu-t 5-CONHCH,4 -

[$%4]
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FIR (Fex)
1-90 |NHCO,Bu-t CF,4 -
1-91 |NHCO,Bu-t 5-0H -
1-92  |NHCO,Bu—t 5~-SH -
1-93 |NHCO,Bu-t 4-CH,CI=CI, -
1-94 [NHCO,Bu-t 4-etynyl -
1-95 |NHCO,Bu-t 4-propargyl -
1-96 |NHCO,Bu—t 4-(3-iodo-2- -
propynyl)
1-97 |NHCO,Bu-t 4~Ph -
1-98 |NHCO,Bu—t 4-CgH,0Me—4 -
1-99 [NHCO,Bu-t 4-(2-pyridyl) -
1-100 |NHCO,Bu-t 4~ (4-CF;—2- -
oxazolyl)
1-101 |NHCO,Bu-t 4~(3-CF;-5-C1-2- -
pyridyl)
1-102 |NHCO,Bu-t 4-pyrrolidino -
1-103 |NHCO,Bu-t 4-COMe -
1-104 [NHCO,Bu-t 4-CONHMe -
1-105 |NHCO,Bu—t 4-CONMe, -
1-106 [NHCO,Bu-t 4-COPr—c -
1-107 |NHCO,Bu—t 4-COPh -
1-108 |{NHCO,Bu-t 4-COCH,CH=CH, -
1-109 |[NHCO,Bu-t 4-CO(propargyl) -
1-110 [NHCO,Bu-t 4-CO,Me -
1-111 |NHCO,Bu-t 4-CO,Ph -
1-112 [NHCO,Bu-t 4-C0,CH,CH=CH, -
1-113 |NHCO,Bu-t 4-C0, (propargyl) -
1-114 |NHCO,Bu-t 4-Me 2-Cl
1-115 |NHCO,Bu-t 4-Me 3-C1
1-116 |NHCO,Bu-t 4-Me 4-C1
1-117 |NHCO,Bu-t 4-Me 2.4-Cl,

[#%5]
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FIR (FEiX)
1-118 |NHCO,Bu-t 4-Me 3, 5-Cl,
1-119 |[NHCO,Bu-t 4-Me 3, 4,5~
Cls
1-120 [NHCO,Bu—t 4-Me 2-Me
1-121 |NHCO,Bu—t 3, 4-diMe -
1-122 |NHCO,Bu—t 3, 5-diMe -
1-123 |NHCO,Bu—t 4, 5-diMe -
1-124 [NHCO,Bu-t 3, 4, 5-triMe -
1-125 [NHCO,Bu—t 3-C1-4-Me -
1-126 |NHCO,Bu—t 5-C1-4-Me -
1-127 [NHCO,Bu-t 3, 5-diC1-4-Me -
1-128 [NHCO,Bu-t 3, 5-diCl -
1-129 [NHCO,Bu—t 3, 4-diCl -
1-130 |NHCO,Bu-t 3, 4-diF -
1-131 |NHCO,Bu—n 4-NH, -
1-132 |NHCO,Bu-n 4-NHCO,Bu—t -
1-133 |NHCO,CH,CF, 4~Me -
1-134 [NHCO,C,F 4-Me ~
1-135 |NHCO,CH,CH,F 4-Me -
1-136 |NHCO,C (CHj) ,CF,4 4-Me -
1-137 |NHCO,CH,CH,CF, 4-Me -
1-138 |NHCO,CH,C,F5 4-Me -
1-139 |NHCO,CH,CH=CH, 4-Me -
1-140 |NHCO,CH,CH=CMe, 4-Me -
1-141 |NHCO,C(CH,) ,CH=CH, 4-Me -
1-142 |NHCO,C (CH;) ,CH=CHCH,4 4-Me -
1-143 [NHCO,CH,CH=CHC1 4-Me -
1-144 |NHCO,CH,CH=CHCF, 4-Me ~
1-145 [NHCO,CH,CI=CI, 4-Me -
1-146 [NHCO,(1, 1-dimethyl-2- 4-Me -
propynyl)

[3%6]



WO 2009/020191 46 PCT/JP2008/064253
BIR (Fex)
1-147 {NHCO,(2-butynyl) 4-Me -
1-148 [NHCO, (1, 1-dimethyl-2- 4-Me -
butynyl)
1-149 |NHCO, (1, 1-dimethyl-2- 4-Me -
pentynyl)
1-150 |NHCO,(1-propynyl) 4-Me -
1-151 |NHCO,(1, 1-dimethyl-3-Iodo- 4-Me -
2-pentynyl)
1-152 NHC02(4, 4, 4-trifluoro—2- 4-Me -
butynyl)
1-153 |NACO,Pr—c aMeo =
1-154 |NHCO,Hex—c Mo =
1-155 |NHCO,CH,CH,NHCO,Bu—t 1Mo =
1-156 |NHCO,CH,CH,NHCO,E< e =
1-157 |NHCO,CH,CH,CH,NHCOCH, Ve -
1-158 |NHCO,CH,CH,CH,NHMe, 4Me =
1-159 |NHCO,CH,CH,N (Me) COCH, Mo =
1-160 |NHCO,CH,CH,NHCOPh 4Ve =
1-161 |NHCO,CH,CH,N (Me) COPh 1Me =
1-162 |NHCO,CH,CH,NHPh 4Me =
1-163 |NHCO, (CHy) ,NH, 1Mo -
1-164 |NHCO,CH,NHCH,Ph 4Me =
1-165 |NHCO,CH,N (CH;Ph) (CO,Bu-t) 1Mo =
1-166 |NHCO,CHyCoH;—c aMe =
1-167 |NHCO,CH (CHy) CHg—c 4Me =
1-168 |NHCO,CHyCell ;¢ 4-Me =
1-169 |NHCO,CH,Ph 1Mo =
1-170 |NHCO,CH(CH,) CH,Ph 4-Me -
1-171 |NHCO,CH (CH,) Ph 4-Me -
1-172 |NHCO,C (CH,) ,Ph 4-Me -
1-173 |NHCO,CH,CoH,CF5—4 4-Me =
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1-174 [NHCO,CH,CoH,CN—4 =T -
1-175 |NHCO,CH,CoH,CN-3 T -
1-176 |NHCO,CH,CoH,C1-4 T =
1-177 |NHCO,CH,CoH,C1-3 Mo -
1-178 |NHCO,CH,Cqll,0Me—3 T -
1-179 [NHCO,CH,CqH,0Me—2 T -
1-180 |NHCO,CH,CoH,Mo—2 e -
1-181 |NHCO,CH,C¢H Me—3 4-Me -
1-182 |NHCO,CH,Col,Mo—2 T =
1-183 |NHCO,CH,CoH,S0,Mo—4 Mo =
1-184 |NHCO,CH,CoH,S0,Me—3 iNe -
1-185 |NHCO,CH,CoH,Ph—4 e =
1-186 |NHCO,CH,C4H,Ph—3 1Me -
1-187 |NHCO,CH,Py—2 Mo =
1-188 |NHCO,CH, (6-Me—2-Py) 4-Me -
1-189 |NHCO,C (CH,) ,Py—4 AMe =
1-190 [NHCO,CH, (2-thiazolyl) 4-Me -
1-191 [NHCO,CH, (2-benzthiazolyl) 4-Me -
1-192 |NHCO,CH,CH,0Me iNe -
1-193 [NHCO,CH,CH,0F+ =T -
1-194 |NHCO,CH,CH,0Pr—i 4-Me -
1-195 |NHCO,CH,CH,0Bu—1 AMe -
1-196 |NHCO,CH,CH,0CH,CH,0Me iVe -
1-197 |NHCO,CH,CH,0E® 4-1-Pr -
1-198 |NHCO,CH,CH,0CqH,C1—4 4Ve -
1-199 |NHCOCH,0Ph 4-Me -
1-200 |NHCOCH,0C,H,F—3 Ve -
1-201 |NHCOCH,0CqH,0CF5—3 4Ve -
1-202 |NHCO,CH,CH,0CH,Ph Ve -
1-203 [NHCO,CH,CH,0CH,CH,Ph e -
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1-204 |NHCO,(1, 1-dimethyl1-3- 4-Me -
phenyl-2-pentynyl)
1-205 [NHCO, (CH,) ,SMe 4-Me -
1-206 |NHCO, (CH,) ,SCF, 4-Me -
1-207 |NHCO, (CH,) ,SPh 4-Me -
1-208 |NHCO, (CH,) ,SOMe 4-Me -
1-209 |NHCO, (CH,) 4SOCF, 4-Me -
1-210 [NHCO, (CH,) ,SOPh 4-Me -
1-211 |NHCO, (CH,) ,SO,Me 4-Me -
1-212 |NHCO, (CHy) 4SO,CF, 4-Me -
1-213 [NHCO, (CH,) ,SO,Ph 4-Me -
1-214 |NHCO,Ph 4-Me -
1-215 |NHCO,CgH,OMe—4 4-Me -
1-216 |[NHCONHMe 4-Me -
1-217 |NHCONHC,H; 4-Me -
1-218 |NHCONHPr—n 4-Me —
1-219 |NHCONHBu-t 4-Me -
1-220 |NHCONHBu-s 4-Me -
1-221 |NHCONH (Hex-n) 4-Me -
1-222 |H 4-C1 —
1-223 [NH, 4-C1 -
1-224 |NHCHO 4-C1 -
1-225 |NHCOCH,CF,4 4-C1 -
1-226 [NHCOC,F; 4-C1 -
1-227 |NHCOCH,CH,F 4-C1 -
1-228 [NHCOC (CHj) ,CF,4 4-C1 -
1-229 |NHCOCH,CH,CF, 4-Cl -
1-230 |[NHCOCH,C,F5 4-C1 -
1-231 |NHCOCH,CH=CH, 4-C1 -
1-232 |NHCOCH,CH=CMe, 4-C1 -
1-233 [NHCOC (CH,) ,CH=CH, 4—Cl -
1-234 [NHCOC (CH,) ,CH=CHCH,4 4-C1 -
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BIK ()
1-235 [NHCOCH,CH=CHC1 4-Cl1 -
1-236 |NHCOCH,CH=CHCF, 41 =
1-237 [NHCOCH,CI=CI, 4-C1 -
1-238 [NHCO(1, 1-dimethyl-2- 4-Cl -
propynyl)
1-239 |NHCO(2-butynyl) 4-C1 —
1-240 [NHCO(1, 1-dimethyl-2- 4-Cl -
butynyl)
1-241 [NHCO(1, 1-dimethyl-2- 4-Cl -
pentynyl)
1-242 |NHCO({l-propynyl) 4-C1 -
1-243 |NHCO(1, 1-dimethyl-3-Iodo- 4-C1 -
2-pentynyl)
1-244 |NHCO(4, 4, 4-trifluoro—2- 4-Cl -
butynyl)
1-245 |INHCOPr-c 4-Cl -
1-246 |NHCOHex—c 4-Cl -
1-247 |NHCO (CHy) ;CO,H 4-C1 =
1-248 |NHCOCH,CH,NHCO,Bu—t 4C1 -
1-249 |NHCOCH,CH,NHCO,Et 4-Cl -
1-250 |NHCOCH,CH,CH,NHCOCH, 2l -
1-251 |NHCOCH,CH,CH,NiMe, 4Cl =
1-252 |NHCOCH,CH,N (Me) COCH, 4—CL =
1-253 |NHCOCH,CH,NHCOPh 4-Cl1 -
1-254 |NHCOCH,CH,N (Me) COPh 4-Cl1 -
1-255 |NHCOCH,CH,NHPh 4L =
1-256 |NHCO(CH,) ,NH, 41 -
1-257 |NHCOCH,NHCH,Ph 4-Cl -
1-258 |NHCOCH,N (CH,Ph) (CO,Bu—t) 4-Cl -
1-259 |NHCOCH,CH,0C,H,C1—4 11 =
1-260 [NHCOCH,0Ph 4-Cl -
1-261 |NHCOCH,0CqH,F—3 A-Cl =
1-262 |NHCOCH,0C,H,0CF,—3 4Cl -
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1K (Frx)

1-263 NHCO (CH,) ,SMe 4-C1 -
1-264 |NHCOCH,CH,0Et 4-Cl -
1-265 |NHCOCH,CH,0Pr~i 4-Cl1 -
1-266 |NHCOCH,CH,0Bu-1 4-Cl -
1-267 |NHCOCH,CH,OCH,CH,0Me 4-C1 -
1-268 [NHCO,CH, 4-Cl -
1-269 |NHCO,C,H; 4-Cl -
1-270 |NHCO,Pr-n 4-Cl -
1-271 |NHCO,Pr-i 4-Cl -
1-272 |NHCO,Bu—n 4-Cl1 -
1-273 |NHCO,Bu-1i 4l -
1-274 |NHCO,Bu—s 4-Cl -
1-275 |NHCO,Bu—t 4-Cl1 -
1-276 |NHCO,Bu—t 5-Br - |58-61
1-277 |NHCO,Bu—t 5-Cl1 - [38-41
1-278 |NHCO,Bu-t 4-Br -
1-279 |NHCO,Bu—t 4-Cl 2-Cl
1-280 [NHCO,Bu-t 4-Cl 3-Cl
1-281 |NHCO,Bu-t 4-Cl1 4-C1
1-282 |NHCO,Bu—t 4-Cl 2,4-Cl,
1-283 |NHCO,Bu—t 4-Cl 3, 5-Cl,
1-284 [NHCO,Bu-t 4-Cl 3,4.5-

Cls
1-285 |NHCO,Bu—t 4-Cl 2-Me
1-286 |NHCO,CH,CF, 4-Cl1 -
1-287 [NHCO,C,F; 4-Cl -
1-288 |NHCO,CH,CH,F 4-Cl1 -
1-289 [NHCO,C(CH,) ,CF5 4-Cl1 -
1-290 [NHCO,CH,CH,CF, 4~Cl -
1-291 [NHCO,CH,C,F5 4-Cl1 -
1-292 |NHCO,CH,CH=CH, 4-Cl -
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F1R (fex)
1-293 [NHCO,CH,CH=CMe, 4-C1 -
1-294 |NHCO,C (CHj) ,CH=CH, 4-C1 -
1-295 |NHCO,C (CHj) ,CH=CHCH, 4-Cl -
1-296 |NHCO,CH,CH=CHC1 4-C1 -
1-297 |NHCO,CH,CH=CHCF, 4-CI -
1-298 [NHCO,CH,CI=CI, 4-Cl -
1-299 |NHCO, (1, 1-dimethyl-2- 4-Cl1 -
propynyl)
1-300 [NHCO,(2-butynyl) 4-C1 -
1-301 |NHCO, (1, 1-dimethyl-2- 4-C] -
butynyl)
1-302 |NHCO, (1, 1-dimethyl-2- 4-C1 -
pentynyl)
1-303 [NHCO, (1-propynyl) 4-C1 -
1-304 [NHCO,(1, 1-dimethyl-3-Todo- 4-C1 -
2-pentynyl)
1-305 [NHCO, (4, 4, 4-trifluoro—2- 4-C1 -
butynyl)
1-306 [NHCO,Pr—c 4-C1 -
1-307 [NHCO;Hex-c 4-Cl -
1-308 |NHCO,CH,CH,NHCO,Bu—t 4-C1 -
1-309 |NHCO,CH,CH,NHCO,Et 4-C1 -
1-310 |NHCO,CH,CH,CH,NHCOCH; 4-C1 -
1-311 |{NHCO,CH,CH,CH,NMe, 4-Cl -
1-312 |NHCO,CH,CH,N (Me) COCH, 4-Cl1 -
1-313 |NHCO,CH,CH,NHCOPh 4-C1 -
1-314 |NHCO,CH,CH,N (Me) COPh 4-C1 -
1-315 |NHCO,CH,CH,NHPh 4-C1 -
1-316 [NHCO, (CH,) ,NH, 4-C1 -
1-317 |NHCO,CH,NHCH,Ph 4-C1 -
1-318 |NHCO,CH,N (CH,Ph) (CO,Bu-t) 4-C1 -
1-319 |NHCO,CH,C,Hs—c 4-C1 -
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HB1R (Fex)
1-320 |NHCO,CH (CH,) C;Hs—c 4-Cl1 -
1-321 |NHCO,CH,CGH, —c 4—Cl -
1-322 |NHCO,CH,Ph 4-Cl -
1-323 |NHCO,CH,Ph 5-Cl1 - |109-110
1-324 |NHCO,CH(CH,) CH,Ph 4-C1 -
1-325 |NHCO,CH (CH,) Ph 4~C1 -
1-326 |NHCO,C (CH,) ,Ph 4-Cl1 -
1-327 |NHCO,CH,CgH,CF;—4 4-C1 -
1-328 |NHCO,CH,CgH,CN-4 4-Cl -
1-329 |NHCO,CH,CqH,CN-3 4-Cl -
1-330 [NHCO,CH,CeH,C1-4 4-Cl -
1-331 |NHCO,CH,CH,C1-3 4-Cl -
1-332 |NHCO,CH,CqH,0Me—3 4-Cl -
1-333 [NHCO,CH,CqH,0Me—2 4-C1 -
1-334 |NHCO,CH,CqH Me—4 4-C1 -
1-335 [NHCO,CH,CqH Me—3 4-Cl -
1-336 [NHCO,CH,CeH Me—2 4-Cl -
1-337 |NHCO,CH,CqH,SO,Me—4 4-Cl -
1-338 [NHCO,CH,CgH,S0,Me—3 4-Cl -
1-339 [NHCO,CH,C¢H,Ph—4 4-Cl -
1-340 |NHCO,CH,CgH,Ph-3 4-Cl -
1-341 |NHCO,CH,Py-2 4-Cl -
1-342 |NHCO,CH, (6-Me—2-Py) 4-Cl -
1-343 |NHCO,C (CH,) ,Py—4 4—C1 -
1-344 |NHCO,CH, (2-thiazolyl) 4-C1 -
1-345 |NHCO,CH, (2-benzthiazolyl) 4-C1 -
1-346 |NHCO,CH,CH,0Me 4-Cl -
1-347 [NHCO,CH,CH,0Et 4-Cl ~
1-348 |NHCO,CH,CH,0Pr—i 4-C1 -
1-349 |NHCO,CH,CH,0Bu-1i 4~Cl -
1-350 |NHCO,CH,CH,0CH,CH,0Me 4-Cl -
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H1R (Frx)
1-351 |NHCO,CH,CH,0CeH,C1-4 4-Cl -
1-352 |NHCOCH,OPh 4-Cl -
1-353 |NHCOCH,0CeH,F-3 4-Cl -
1-354 |NHCOCH,0C¢H,0CF,-3 4-Cl1 -
1-355 [NHCO,CH,CH,0CH,Ph 4-Cl -
1-356 |NHCO,(1, 1-dimethyl-3- 4-C1 -
phenyl-2-pentynyl)
1-357 |NHCO,CH,CH,0CH,CH,Ph 4-C1 -
1-358 [NHCO, (1, 1-dimethyl-3- 4-Cl -
phenyl-2-pentynyl)
1-359 [NHCO, (CH,) ,SMe 4-C1 -
1-360 [NHCO, (CH,) ,SCF, 4-C1 -
1-361 [NHCO, (CH,) ,SPh 4~C1 -
1-362 [NHCO, (CH,) ,SOMe 4-C1 -
1-363 [NHCO, (CH,) 4,SOCF, 4-C1 -
1-364 |NHCO, (CH,) ,SOPh 4-C1 -
1-365 [NHCO, (CH,) ,SO,Me 4-Cl1 -
1-366 |NHCO, (CH,) ,SO,CF, 4-Cl -
1-367 |NHCO, (CH,) ,SO,Ph 4-Cl -
1-368 [NHCO,Ph 4-Cl -
1-369 |NHCO,CeH,0Me—4 4-Cl1 -
1-370 |NHCONHMe 4-Cl -
1-371 |NHCONHC,H; 4—Cl1 -
1-372 [NHCONHPr—n 4-Cl -
1-373 [NHCONHBu-t 4-Cl -
1-374 [NHCONHBu-s 4-Cl -
1-375 |NHCONH (Hex—n) 4-Cl -
1-376 |NHCOCH,CF, - -
1-377 |NHCOC,F; - -
1-378 |NHCOCH,CH,F - -
1-379 |NHCOC (CHj) ,CF, - -
1-380 |NHCOCH,CH,CF, - - ]107-109
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1-381

NHCOCH,C,F,

1-382

NHCOCH,CH=CH,

1-383

NHCOCH,CH=CMe,

1-384

NHCOC (CH,) ,CH=CH,

1-385

NHCOC (CH,) ,CH=CHCHj

1-386

NHCOCH,CH=CHC1

1-387

NHCOCH,CH=CHCF,

1-388

NHCOCH,CI=CI,

1-389

NHCO(1, 1-dimethyl-2-
propynyl)

1-390

NHCO (2-butynyl)

1-391

NHCO(1, 1-dimethyl-2-
butynyl)

1-392

NHCO(1, 1-dimethyl-2-
pentynyl)

1-393

NHCO (1-propyny1)

- 193-194

1-394

NHCO(1, 1-dimethyl-3-Todo—
2-pentynyl)

1-395

NHCO (4, 4, 4-trifluoro-2-
butynyl)

1-396

NHCO (CH,) ,CO,H

- 127-129

1-397

NHCOCHzCHchzNHMez

1-398

NHCO (CH,) ,NH,

1-399

NHCOCH,NHCH,Ph

1-400

1-401

NHCOCHchzNMGZ

1-402

NHCOCH,CH,NHEt

1-403

NHCOCH,CH,NHPr—n

1-404

NHCOCH,CH,0CgH,C1—4

1-405

NHCOCH,0Ph

1-406

NHCOCH,0CGH,F-3

- 108-112

1-407

NHCOCH,0C¢H,0CF,-3

- 128-129

1-408

NHCOCH20C6H4CN_2

- 198-200
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1-409

NHCOCH20CGH4F_4:

- 86-87

1-410

NHCOCH20C6H3 (3, 4:_
methylenedioxy)

- 110-114

1-411

NHCOCH20C6H4 (CON-Hz) _2

1-412

NHCOCH,0CgH, (3, 4- (OCHj) ,)

1-413

NHCOCH,0 (6-CF3—pyrimidin-
4-y1)

1-414

NHCOCH,0 (3-Py)

- oil

1-415

NHCO,CH,CF,

1-416

NHCO,C,F5

1-417

NHCO,CH,CH,F

1-418

NHCO,C (CH,) ,CF

1-419

NHCO,CH,CH,CF

1-420

NHCO,CH,C,Fs

1-421

NHCO,CH,CH=CH,

1-422

NHCO,CH,CH=CMe,

1-423

NHCO,C (CH,) ;CH=CH,

1-424

NHCO,C (CH,) ;CH=CHCH,

1-425

NHCO,CH,CH=CHC1

1-426

NHCO,CH,CH=CHCF,

1-427

NHCO,CH,CI=CI,

1-428

NHCO, (1, 1-dimethy1-2-
propynyl)

1-429

NHCO, (2-butyny1)

- 37-39

1-430

NHCO, (1, 1-dimethy1—2-
butynyl)

1-431

NHCO, (1, 1-dimethy1-2-
pentynyl)

1-432

NHCO, (1-propynyl)

1-433

NHCO, (1, 1-dimethy1-3-Iodo—
2-pentynyl)

[#216]



WO 2009/020191

IR (FEX)

56

PCT/JP2008/064253

1-434

NECO, (4, 4, 4—trifluoro—2-
butynyl)

1-435

NHCO, (1, 1-dimethy1-3-
phenyl-2-pentynyl)

1-436

NHCOZCHchzNHCOZBU_t

- 115-117

1-437

NHCO,CH,CH,NHCO,E

1-438

NHCO,CH,N (CH,Ph) (CO,Bu—t)

1-439

NHCO,CH,NCH,Ph

1-440

NHCO,CH,CH,NCH,Ph

1-441

NHCOchchzNCHchH4C 1 _4

1-442

NHCO,CH,CH,NHMe

1-443

NHCO,CH,C (CHj) 5N (CH,) ,

1-444

NHCO,CH (CH;) CHN (CH,) ,

1-445b

NHCOchZ C3H5"C

1-446

NHCOch (CH3) C3H5_C

1-447

NHCOchz(:GHl i C

- 44-47

1-448

NHCO,CH (CHj) CH,Ph

1-449

NHCO,CH (CH,) Ph

1-450

NHCO,C (CH,) ,Ph

1-451

NHCOzCHchH4CF3_4

1-452

NHC02CH2C6H4CN_4

- 55-59

1-453

NHCO,CH,CoH,CN-3

- 45-48

1-454

NHCOzCH2C6H4C1—4

- 47-49

1-455

NHCOZCH2C6H4C]._3

- 39-44

1-456

NHCOZ CH2C6H4OMG"3

1-457

NH002CH2C6H4OMG_2

1-458

NH002CH2C6H4M9_4

- 40-45

1-459

NHCO,CH,C4H,Me—3

-~ 46-49

1-460

NHCO,CH,CoH Me—2

- 57-60

1-461

NHCOZCH2C5H4SOZM6—4

- 66-70

1-462

NHCO,CH,CqH,S0,Me—3

- 45-50
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1-463

NHCO,CH,C4H,Ph—4

- 60-64

1-464

NHCO,CH,CeH,Ph—3

- 59-63

1-465

NH002CH2C6H4OCH3—4

1-466

NHCOchzCGH:,; (3, 4_
methylenedioxy)

1-467

NHCO,CH,Py—2

1-468

NHCO,CH; (6-Me—2-Py)

- 94-96

1-469

NHCOzc (CH3) 2PY_4

- 168-169

1-470

NHCO,CH, (2-thiazolyl)

1-471

NHCO,CH, (2-benzthiazolyl)

1-472

NHC02CH2 (3_Py)

- 140-141

1-473

NHCOZCHZ (4_Py)

- 52-b5

1-474

NHCO,CH (CH;) (4-Py)

1-475

NHCOchchzoMe

- 81-82

1-476

NHCO,CH,CH,0E t

- 89-91

1-477

NHCOZCH2CH20Pr—i

1-478

NHCOchchzoBu_ i

- 93-94

1-479

NHCOZCH2CH20CH2CH20Me

- 115-117

1-480

NHCO,C (CH,) ,CH,0CH,

1-481

NHCO,CH (CH,) CH,OCH,

1-482

NHCO,CH,CH;0C4H,C1-4

1-483

NHCO,CH,0Ph

1-484

NHC02CH20C6H4F_3

1-485

NH002CH20C6H4OCF3_3

1-486

NHCO,CH,CH,0CH,Ph

1-487

NHCO,CH,CH,0CH,CH,Ph

1-488

NHCOZ (CHz) 4SMe

1-489

NHCO,, (CH,) ,SCF,

1-490

NHCO, (CH,) ,SPh

1-491

NHCOZ (CHz) 4SOMe

1-492

NHCO, (CHy) ;SOCF,
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F1FR Hrx)
1-493 |NHCO, (CH,) ,SOPh -
1-494 [NHCO, (CH,) ,SO,Me - 123-124
1-495 [NHCO, (CH,) ,S0,CF, -
1-496 [NHCO, (CH,) 4,SO,Ph -
1-497 |NHCO,Ph - 129-131
1-498 |NHCO,C,H,0Me—4 - 179-181
1-499 [NHCOCH,CH,CH,COCH, -
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Bk
R1 1
S
=
IO—CHZ N
N
/N\ I X
—(X
\\N/ N . P ( )n1
CHj,

No ! RY X | 2
2-1 H Me -
2-2  |NH, Me -
2-3  [NH, Bu-t -
2-4 |NH, 0C,H, -
2-5  |NH, OCH, =
26 |NH, C,H; -
2-7 NHCHO Me -
2-8 NHCOCH,4 Me -
2-9 NHCOC,Hg Me -
2-10 |NHCOPr—n Me -
2—11 |NHCOPr-i Me -
2-12 |NHCOBu—n Me -
2—13 |NHCOBu-i Me -
2-14 |NHCOBu-s Me ~
2-15  |NHCOBu—t Me -
2-16 |NHCOBu-t OMe -
2-17 |NHCOCH,CF,4 Me -
2-18 |NHCOC,F4 Me -
2-19 |NHCOCH,CH,F Me -
2-20 |NHCOC (CHy) 5CF, Me -
2-21  |NHCOCH,CH,CF, Me -
2-22 |NHCOCH,C,F, Ve =
2—-23 |NHCOCH,CH=CH, Me -
2-24 |NHCOCH,CH=CMe, Me -
2-25 |NHCOC (CHj) ,CH=CH, Me -
2-26 |NHCOC (CH,) ;CH=CHCH, Ve -
2-27 |NHCOCH,CH=CHC1 Me -
2-28 |NHCOCH,CH=CHCF, Me -
2-29 |NHCOCH,CI=CI, Me -
2-30 |NHCO(1, 1-dimethyl-2- Me -

propynyl)
2-31 |NHCO (2-butynyl) Me -
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[3%20]
F2R (Frx)
2-32 |NHCO(1, 1-dimethyl-2- Me -
butynyl)
2-33 |NHCO(1, 1-dimethyl-2- Me -
pentynyl)
2-34 |NHCO (1-propynyl) Me -
2-35 |NHCO(1, 1-dimethyl-3-Todo— Me -
2-pentynyl)
2-36 [NHCO(4, 4, 4-trifluoro—2- Me -
butynyl)
2-37 |NHCOPr—c Me -
2-38 |NHCOHex—c Me -
2-39 |NHCO (CH,) ,CO,H Me -
2-40 |NHCOCH,CH,NHCO,Bu—t Me -
2-41 |NHCOCH,CH,NHCO,ET Me =
2-42 | NHCOCH,CH,CH,NHCOCH, Me =
2-43 |NHCOCH,CH,CH,NEMe, Me -
2-44 |NHCOCH,CH,N (Me) COCH, Me -
9-45 |NHCOCH,CH,NHCOPh Mo -
5-46 |NHCOCH,CH,N (We) COPh Me -
2-47 |NHCOCH,CH,NHPh Me -
5—48 |NHCO (CH,) ,NH, Me -
2-49 {NHCOCH,NHCH,Ph Me -
2-50 |NHCOCH,N (CH;Ph) (CO,Bu-t) Me -
2-51 |NHCOCH,CH,0CH,C1—4 Me =
2-52 |NHCOCH,0Ph Me -
2-53 |NHCOCH,0CGH,F—3 Me =
5-54 |NHCOCH,0C.H,0CF,—3 Me =
2-55 |NHCO (CH,) ,SMe Me =
2-56 |NHCOCH,CH,0Et Me -
9-57 |NHCOCH,CH,0PT—1 Me -
9-58 |NHCOCH,CH,0Bu—1 Me m
2-59 |NHCOCH,CH,0CH,CH,0Me Me =
960 |NHCO,CH, Mo -
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2-61 |NHCO,C,Hs Me -
2-62  |NHCO,Pr—n Me -
2-63 |NHCO,Pr-i Me -
2-64 |NHCO4Bu-n Me -
2-65 |NHCO,Bu-i Me -
2-66 [NHCO,Bu-s Me -
2-67 |NHCO,Bu-t i-Pr -
2-68 [NHCO,Bu—t Me -
2-69 |NHCO,Bu-t t-Bu -
2-70 |NHCO,Bu-t Et -
2-71 |NHCO,Bu-t CH=CH2 -
2-72 {NHCO,Bu-t OMe -
2-73 |NHCO,Bu—t OEt -
2-74 |NHCO,Bu-t OCH,CH,0Et -
2-75 |NHCO,Bu-t OPr-i -
2-76 |NHCO,Bu-t OBu-n -
2-77 |NHCO,Bu-t SMe -
2-78 |NHCO,Bu-t SOMe -
2-79 [NHCO,Bu—t SOMe -
2-80 [NHCO,Bu-t NMe, -
2-81 [NHCO,Bu-t N(Me) (CO,Bu-t) -
2-82 |NHCO,Bu-t CN -
2-83 [NHCO,Bu-t morphorino -
2-84 |NHCO,Bu-t Ph -
2-85 |NHCO,Bu-t CO,C,H; -
2-86 |NHCO,Bu-t CONHCH, -
2-87 |NHCO,Bu-t CF,q -
2-88 |NHCO,Bu-t OH -
2-89 |NHCO,Bu-t SH -
2-90 |NHCO,Bu-t CH,CI=CI, -
2-91 [NHCO,Bu-t etynyl -
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2-92  [NHCO,Bu-t propargyl -
2-93 |NHCO,Bu—-t (8-iodo-2- -
propynyl)
2-94 |NHCO,Bu-t Ph -
2-95 [NHCO,Bu-t Cel,OMe—4 -
2-96 |NHCO,Bu-t 2-pyridyl -
2-97 |NHCO,Bu-t 4—CF;-2-oxazolyl -
2-98 |NHCO,Bu—t 3-CF;-5-C1-2- -
pyridyl

2-99 INHCO,Bu-t pyrrolidino -
2-100 (NHCO,Bu-t COMe -
2-101 |NHCO,Bu-t CONHMe -
2-102 |NHCO,Bu—t CONMe, -
2-103 |NHCO,Bu-t COPr—c -
2-104 |NHCO,Bu-t COPh -
2-105 |NHCO,Bu—t COCH,CH=CH, -
2-106 [NHCO,Bu-t CO (propargyl) -
2-107 |NHCO,Bu-t CO,Me -
2-108 {NHCO,Bu-t CO,Ph -
2-109 |NHCO,Bu—t C0,CH,CH=CH, -
2-110 |NHCO,Bu-t CO, (propargyl) -
2-111 |NHCO,Bu-t Me 2-Cl
2-112 |NHCO,Bu-t Me 3-C1
2-113 |NHCO,Bu-t Me 4-Cl
2-114 |NHCO,Bu—t Me 2.4-Cl,
2-115 |NHCO,Bu-t Me 3,5-Cl,
2-116 [NHCO,Bu-t Me 3,4.5-Clg
2-117 [NHCO,Bu-t Me 2-Me
2-118 |[NHCO,Bu-n NH, -
2-119 |NHCO,Bu-n NHCO,Bu-t -
2-120 |NHCO,CH,CF, Me -
2-121 |NHCO,C,F, Ve =
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9-122 |NHCO,CH,CH,F Me =
9-123 |NHCO,C (CHy) ,CF, Me =
9-124 |NHCO,CH,CH,CF, Me =
2-125 |NHCO,CH,C,F, Mo =
2-126 |NHCO,CH,CH=CH, Me =
9-127 |NHCO,CH,CH=CNe, Mo =
2-128 |NHCO,C (CH,) ,CH=CH, Mo =
9-129 |NHCO,C (CH,) ,CH=CHCH, Mo =
9-130 |NHCO,CH,CH=CHC1 Mo -
9-131 |NHCO,CH,CH=CHCF, Me =
9-132 |NHCO,CH,CI=CL, Me -
2-133 |NHCO, (1, 1-dimethyl-2- Me -
propynyl)
2-134 |NHCO, (2-butynyl) Me -
2-135 |NHCO,(1, 1-dimethyl-2- Me -
butynyl)
2-136 |NHCO,(1, 1-dimethyl-2- Me -
pentynyl)
2-137 |NHCO,(1-propynyl) Me -
2-138 [NHCO, (1, 1-dimethyl-3-Todo- Me -
2-pentynyl)
2-139 [NHCO, (4, 4, 4-trifluoro-2- Me -
butynyl)
2-140 |NHCO,Pr—c Me -
2-141 |NHCO,Hex-c Me -
9-142 |NHCO,CH,CH,NHCO,Bu—t Mo =
9-143 |NHCO,CH,CH,NHCO,E ¢ Mo =
9-144 |NHCO,CH,CH,CH,NHCOCH, Me -
9-145 |NHCO,CH,CH,CH,NiMe, Mo =
2~-146 [NHCO,CH,CH,N (Me) COCH,4 Me -
5-147 |NHCO,CH,CH,NHCOPh Me =
5-148 |NHCO,CH,CH,N (Me) COPh Mo =
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9-149 [NHCO,CH,CH,NHPh Mo -
2-150 |NHCO, (CHy) ,NH, Mo =
2-161 |NHCO,CH,NHCH,Ph Mo -
2-152 |NHCO,CH,N (CH,Ph) (CO,Bu-t) Me -
2-153 |NHCO,CH,CoH;—¢ Ve =
9-164 |NHCO,CH (CHy) Coip—c Mo =
9-155 |NHCO,CH,Cqlly —c Mo =
2-156 |NHCO,CH,Ph Ve =
2-157 [NHCO,CH (CH;) CH,Ph Me -
9-158 |NHCO,CH (CH,) Ph Me =
-169 |NHCO,C (CHy) ,Ph Ve =
9-160 |NHCO,CHyColsCF,—4 Me =
9-161 |NHCO,CH,CoH,CN-4 Me =
2-162 |NHCO,CH,CoH,CN-3 Me -
2-163 |NHCO,CH,Cell,C1-4 Mo =
5-164 |NHCO,CH;CoH,C1-3 Me =
9-165 |NHCO,CH,CoH,0Mo—3 Me -
9-166 |NHCO,CH,CoH,0Me—2 Me -
9-167 |NHCO,CH,Cqll,Mo—4 Me =
5-168 |NHCO,CH,CqHlMo—3 Me =
5-169 |NHCO,CH,CqHl,Me—2 Me =
5-170 |NHCO,CH,CeH,S0,Me—4 Mo =
2-171 |NHCO,CH,CeH,S0,Me—3 Me =
9-172 |NHCO,CH,CqH,Ph—4 Mo =
9-173 |NHCO,CH,CeHl,Ph—3 Mo =
9-174 |NHCO,CH,Py—2 Mo =
9175 |NHCO,CH, (6-Me—2-Py) Me =
9-176 |NHCO,C (CHy) ;Py—4 Mo -
2-177 |NHCO,CH, (2-thiazolyl) Me -
2-178 |NHCO,CH, (2-benzthiazolyl) Me -
9-179 |NHCO,CH,CH,0Me Me =
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2-180 |NHCO,CH,CH,0E¢ Me =
2-181 |NHCO,CH,CH,0PT—1 Me =
9-182 |NHCO,CH,CH,0Bu—1 Ve =
2-183 |NHCO,CH,CH,0CH,CH,0Me Me =
9-184 |NHCO,CH,CH,0E ¢ i-Pr =
2-185 |NHCO,CH,CH,0C4H,C1-4 Me =
2-186 [(NHCOCH,0Ph Me -
2-187 |NHCOCH,0CoH,F—3 Me =
2-188 |NHCOCH,0C,H,0CF,—3 Mo =
2-189 |NHCO,CH,CH,0CH,Ph Mo =
2-190 |NHCO,CH,CH,0CH,CH,Ph Me =
2-191 |NHCO,(1, 1-dimethyl-3- Me -
phenyl-2-pentynyl)
2-192 |NHCO, (CH,) ;SMe Me =
2-193 |NHCO, (CH,) ,SCF, Mo =
2-194 |NHCO, (CH,) ,SPh Mo =
2-195 |NHCO, (CH,) ,SOMe Me =
2-196 |NHCO, (CH,) ,SOCF, Mo =
2-197 |NHCO, (CH,) ;SOPh Me =
2-108 |NHCO, (CH,) ;50;Me Me =
9-199 |NHCO, (CH,) ;S0,CF, Me =
2-200 |NHCO, (CH,) ;S0,Ph Me =
2-201 |NHCO,Ph Me =
2-202 |NHCO,CoH,0Me—4 Me =
2—203 [NHCONHMe Me -
2-204 [NHCONHC,Hg Me -
2-205 |NHCONHPr—n Me —
2—206 |[NHCONHBu-t Me —
2-207 |INHCONHBu-s Me —
2-208 |NHCONH (Hex—n) Me —
2-209 |H Cl -
2-210 |NH, Cl -
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2-211 [NHCHO Cl -
2-212 |NHCOCH,CF, Cl -
2-213 [NHCOC,F; Cl -
2-214 INHCOCH,CH,F Cl -
2-215 |NHCOC (CH,) ,CF Cl -
2-216 |NHCOCH,CH,CF, Cl -
2-217 |NHCOCH,C,F5 Cl -
2-218 (NHCOCH,CH=CH, Cl -
2-219 |NHCOCH,CH=CMe, Cl -
2-220 [NHCOC (CH,) ,CH=CH, Cl -
2-221 |NHCOC (CH,) ,CH=CHCHj Cl -
2-222 |NHCOCH,CH=CHC1 1 -
2-223 [NHCOCH,CH=CHCF, Cl -
2-224 |NHCOCH,CI=CI, Cl -
2-225 [NHCO(1, 1-dimethyl-2- cl -
propynyl)
2-226 [NHCO (2-butynyl) Cl -
2-227 [NHCO(1, 1-dimethyl-2- 1 -
butynyl)
2-228 |NHCO (1, 1-dimethyl-2- cl -
pentynyl)
2-229 |NHCO (1-propynyl) Cl —
2-230 |NHCO(1, 1-dimethyl-3-Todo- 1 -
2-pentynyl)
2-231 |NHCO (4, 4, 4-trifluoro-2- 1 -
butynyl)
2-232 |NHCOPr—c Cl —
2-233 |NHCOHex~c Cl -
2-234 [NHCO (CH,) ,COH Cl -
2-235 |NHCOCH,CH,NHCO,Bu—t Cl -
2-236 |NHCOCH,CH,NHCO,Et Cl -
2-237 [NHCOCH,CH,CH,NHCOCH, cl -
2-238 [NHCOCH,CH,CH,NHMe, Cl -
2-239 |NHCOCH,CH,N (Me) COCH, Cl -
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2-240 [NHCOCH,CH,NHCOPh Ccl -
2-241 [NHCOCH,CH,N (Me) COPh Cl -
2-242 |NHCOCH,CH,NHPh Ccl -
2-243 [NHCO (CH,) ,NH, Ccl -
2-244 |NHCOCH,NHCH,Ph Cl -
2-245 |NHCOCH,N (CHzPh) (CO,Bu-t) 1 -
2-246 |NHCOCH,CH,0C¢H,C1-4 Cl -
2-247 |NHCOCH,0Ph 1 -
2-248 [NHCOCH,0C¢H,F-3 Cl -
2-249 [NHCOCH,0CgH,0CF;-3 c1 -
2-250 [NHCO(CH,) ,SMe Cl -
2-251 [NHCOCH,CH,0Et cl -
2-252 [NHCOCH,CH,0Pr—i cl -
2-253 [NHCOCH,CH,0Bu-i Cl -
2-254 |NHCOCH,CH,0CH,CH,0Me Cl -
2-255 |NHCO,CH, Cl -
2-256 [NHCO,C,H; Cl -
2-257 [NHCO,Pr—n C1 -
2-258 [NHCO,Pr—i Cl -
2-259 [NHCO,Bu—n C1 -
2-260 [NHCO,Bu-i Cl -
2-261 [NHCO,Bu-s Cl ~
2-262 |NHCO,Bu-t cl -
2-263 |NHCO,Bu-t Br - 91-93
2-264 |NHCO,Bu-t c1 2-Cl
2-265 [NHCO,Bu-t cl 3-C1
2-266 [NHCO,Bu-t C1 4—Cl
2-267 [NHCO,Bu-t Cl 2,4-Cl,
2-268 [NHCO,Bu-t cl 3, 5-Cl,
2-269 |NHCO,Bu—t Cl 3,4,5-Cl g
2-270 |NHCO,Bu-t Cl 2-Me
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9-271 |NHCO,CH,CF, C1 =
9-272 [NHCO,C,F, cl =
2-273 |NHCO,CH,CH,F Cl =
9-274 |NHCO,C (CH) ,CF, cl =
9275 |NHCO,CH,CH,CF, CL =
2-276 |NHCO,CH,C,F, Cl =
2-277 |NHCO,CH,CH=CH, Cl =
9278 |NHCO,CH,CH=CMe, Cl -
2-279 |NHCO,C (CHy) ,CH=CH, cl =
2-280 |NHCO,C (CHs) ,CH=CHCH,§ Cl —
2-281 |NHCO,CH,CH=CHC1 cl =
2282 |NHCO,CH,CH=CHCF, cl =
2-983 |NHCO,CH,CI=CI, Cl =
2-284 [NHCO,(1, 1-dimethyl-2- Cl -
propynyl)
2-285 NHCOZ(Z—butynyl) Cl -
2-286 |NHCO,(1, 1-dimethyl-2- Cl -
butynyl)
2-287 |NHCO,(1, 1-dimethyl-2- Cl -
pentynyl)
2-288 [NHCO,(1-propynyl) Cl -
2-289 |NHCO,(1, 1-dimethyl-3-Todo~ Cl -
2-pentynyl)
2-290 NHC02(4, 4, 4-trifluoro—2- Cl -
butynyl)
2-291 NHCO,Pr-c Cl -
2-292 |NHCO,Hex—c Cl -
9-293 |NHCO,CH,CH,NHCO,Bu—t Cl =
9-294 |NHCO,CH,CH,NHCO,Et C1 -
9295 |NHCO,CH,CH,CH,NHCOCH, Cl =
2-296 |NHCO,CH,CH,CH,NMe, Cl =
2-297 |NHCO,CH,CH,N (Me) COCH; Cl =
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2-298 [NHCO,CH,CH,NHCOPh Cl -
2-299 |NHCO,CH,CH,N (Me) COPh Cl -
2-300 [NHCO,CH,CH,NHPh Cl -
2-301 |NHCO, (CH,) ,NH, cl -
2-302 |NHCO,CH,NHCH,Ph Cl1 -
2-303 [NHCO,CH,N (CH,Ph) (CO,Bu-t) 1 -
2-304 |NHCO,CH,CsH;—c Cl -
2-305 |[NHCO,CH (CH,) C3Hs—c 1 -
2-306 |NHCO,CH,CgH,;—c Cl -
2-307 |NHCO,CH,Ph Cl -
2-308 |NHCO,CH (CH,) CH,Ph Cl -
2-309 |NHCO,CH (CH,) Ph Cl -
2-310 |NHCO,C (CH;) ,Ph C1 -
2-311 |NHCO,CH,CGH,CF,—4 Cl -
2-312 [NHCO,CH,CgH,CN-4 C1 -
2-313 |NHCO,CH,CgH,CN-3 cl -
2-314 [NHCO,CH,CeH,C1-4 C1 -
2-315 [NHCO,CH,CgH,C1-3 Cl -
2-316 |NHCO,CH,CgH,OMe—3 Cl -
2-317 |NHCO,CH,CgH,OMe—2 C1 -
2-318 |NHCO,CH,CHMe—4 cl -
2-319 |NHCO,CH,CgH Me—3 Cl -
2-320 |NHCO,CH,CgH Me—2 1 -
2-321 [NHCO,CH,CgH,SO,Me—4 Cl -
2-322 [NHCO,CH,CeH,SO,Me—3 Cl -
2-323 [NHCO,CH,C¢H,Ph—4 Cl -
2-324 [NHCO,CH,CeH,Ph-3 Cl -
2-325 [NHCO,CH,Py~-2 Ccl -
2-326 |NHCO,CH, (6-Me—2-Py) 1 -
2-327 |NHCO,C (CH,) ,Py—4 Cl -
2-328 [NHCO,CH, (2-thiazolyl) Cl -

[#230]



WO 2009/020191 71 PCT/JP2008/064253
F2R (rx)
2-329 |NHCO,CH,(2-benzthiazolyl) Cl -
9-330 |NHCO,CH,CH,0Me Cl =
9-331 |NHCO,CH,CH,0E® cl -
5-332 |NHCO,CH,CH,0PT—1 Cl =
2-333 [NHCO,CH,CH,0Bu-1i Cl -
5-334 |NHCO,CH,CH,0CH,CH,0Me Cl =
9-335 |NHCO,CH,CH,0CH,C1—4 Cl -
2-336 [NHCOCH,0Ph Cl -
2-337 [NHCOCH,0CgH,F-3 Cl -
2-338 |NHCOCH,0CgH,0CF;—3 Cl -
5-339 |NHCO,CH,CH,0CH,Ph cl -
2-340 |NHCO, (1, 1-dimethyl-3- Cl -
phenyl-2-pentynyl)
2-341 |NHCO,CH,CH,0CH,CH,Ph Cl =
2-342 [NHCO, (1, 1-dimethyl-3- Cl -
phenyl-2-pentynyl)
2-343 |NHCO, (CH,) ,SMe Cl -
3-344 |NHCO, (CH,) ;5CF, cl =
9-345 |NHCO, (CHy) ,SPh Cl =
3-346 |NHCO, (CH,) ;50Me Cl =
9-347 |NHCO, (CH,) ,50CF, cl -
2-348 |NHCO, (CH,) ,S0Ph Cl =
9-349 |NHCO, (CHy) ;50;Me cl =
2-350 |NHCO, (CHy) ;50,CF, cl =
2-351 |NHCO, (CH,) ;50,Ph ) =
2-352 |NHCO,Ph Cl =
37353 |NHCO,CqH,0Mo—4 Cl =
2-354 [NHCONHMe Cl -
2-3b5 [NHCONHC,H; Cl -
2—3b6 |NHCONHPr—n Cl -
2—357 |[NHCONHBu—t Cl -
2-3b8 [NHCONHBu-s Cl —
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2-359

NHCONH (Hex—n)

2~360

NHCOCH,CF,

2-361

NHCOC,F,

2-362

NHCOCH,CH,F

2-363

NHCOC (CHj) ,CF,

2-364

NHCOCH,CH,CF,

2-365

NHCOCH,C,F,

2-366

NHCOCH,CH=CH,

2-367

NHCOCHchszEZ

2-368

NHCOC (CHj) ,CH=CH,

2-369

NHCOC (CH,) ,CH=CHCH,

2-370

NHCOCH,CH=CHC1

2-371

NHCOCH,CH=CHCF,

2-372

NHCOCH,CI=CI,

2-373

NHCO (1, 1-dimethyl-2-
propynyl)

2-374

NHCO (2-butynyl)

2-375

NHCO(1, 1-dimethyl-2-
butynyl)

2-376

NHCO(1, 1-dimethyl-2-
pentynyl)

2-377

NHCO (1-propynyl)

2-378

NHCO(1, 1-dimethyl-3-TIodo- -

2-pentynyl)

2-379

NHCO (4, 4, 4-trifluoro-

butynyl)

2_ —_

2-380

NHCO (CH,) ,COoH

2-381

NHCOCH,CH,CH,NHMe,

2-382

NHCO (CH,) ,NH,

2-383

NHCOCH,NHCH,Ph

2-384

NHCOCHzN (CHzph) (COzBu_t) -

2-385

NHCOCH,CH,NMe,

2-386

NHCOCH,CH,NHEt
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2-387

NHCOCH,CH,NHPr—n

2-388

N]'ICOCHch20CGH4C1 _4

2-389

NHCOCH,0Ph

- 95-97

2-390

NHCOCH,0CgH,F—3

2-391

NHCOCH,0C4H,0CF,-3

- 112-113

2-392

NHCOCH20C4H,CN-2

- 159-162

2-393

NHCOCH20C,H,F—4

2-394

NHCOCH,0C,H, (3, 4-
methylenedioxy)

- 67-72

2-395

NHCOCH,0C¢H, (CONH,) -2

2-396

NHCOCH,0C¢H; (3, 4- (0CH,) 5)

- 140-141

2-397

NHCOCH20(6—CF3—pyrimidin—
4-y1)

- 108-111
(dec.)

2-398

NHCOCH,0 (3-Py)

2-399

NHCOCH,CH,CH,COCH,

2-400

NHCO,CH,CF,

2-401

NHCO,C,Fs

2-402

NHCO,CH,CH,F

2-403

NHCO,C (CHj) ,CF,

2-404

NHCO,CH,CH,CF,

2-405

NHCO,CH,C,Fs

2-406

NHCO,CH,CH=CH,

2-407

NHC02 CH2CH:CM62

2-408

NHCO,C (CH,) ;CH=CH,

2-409

NHCO,C (CH,) ,CH=CHCH,

2-410

NHCO,CH,CH=CHC1

2-411

NHCO,CH,CH=CHCF,

2-412

NHCO,CH,CI=CI,

2-413

NHCO, (1, 1-dimethyl-2-
propynyl)

2-414

NHCO, (2-butynyl)
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2-415

NHCO, (1, 1-dimethyl-2-
butynyl)

2-416

NHCO, (1, 1-dimethy1-2—
pentynyl)

2-417

NHCO, (1-propynyl)

2-418

NHCO, (1, 1-dimethy1-3-Todo—
2-pentynyl)

2-419

NHCO, (4, 4, 4-trifluoro-2-
butynyl)

2-420

NHCO, (1, 1-dimethy1-3-
phenyl-2-pentynyl)

2-421

NHCOZCHchzNHCOZBu_t

2-422

NHCO,CH,CH,NHCO,E t

2-423

NHCO,CH,N (CH,Ph) (CO,Bu—t)

2-424

NHCO,CH,NCH,Ph

2-425

NHCO,CH,CH,NCH,Ph

2-426

NHCOZCHchzNCH2C6H4C 1 _4

2-427

NHCO,CH,CH,NHMe

2-428

NHCO,CH,C (CHa) )N (CH3) 4

2-429

NHCO,CH (CHs) CH,N (CHs) ,

2-430

NHCOZCH203H5_C

2-431

NHCOZCH (CH3) C3H5_C

2-432

NHCOzCHz(:eHl 1~ C

2-433

NHCO,CH (CH) CH,Ph

2-434

NHCO,CH (CH,) Ph

2-435

NHCO,C (CH,) ,Ph

2-436

NHC02CH2C6H4CF3_4

2-437

NHCOZCH2C6H4CN_4

2-438

NH602CH2C6H4CN_3

2-439

NHCOch2CGH4C 1 _4

2-440

NHCOZCH2C6H4C1_3

2-441

NHCO,CH,CeH,0Me—3

[3234]



WO 2009/020191

75

F2R (L)

PCT/JP2008/064253

2-442

NHCO,CH,CgH,OMe—2

2-443

NHCO,CH,CeH,Me—4

2-444

NHC02CH206H4M9_3

2-445

NHCOZCH206H4M8_2

2-446

N-HC02CH2C6H4SOzMe_4:

2-447

NHC02CH2CGH4SOZMG_3

2-448

NHC02CH2C6H4Ph_4

2-449

NHCOzCH2C6H4Ph_3

2-450

NHCOzCH2C6H4OCH3_4

2-451

NHCOZCH2C6H3 (3, 4_
methylenedioxy)

2-452

NHCO,CH,Py~2

2-453

NHCO,CH; (6-Me—2-Py)

2-454

NHCOZC (CH3) 2PY_4

2-455

NHCO,CH, (2-thiazolyl)

2-456

NHCO,CH, (2-benzthiazolyl)

2-457

NHCO,CH, (3-Py)

2-458

NHCO,CH, (4-Py)

2-459

NHCO,CH (CH;) (4-Py)

2-460

NHCOchQCHzoMe

2-461

NHCO,CH,CH,0E<

2-462

NHCO,CH,CH,0PT—1

2-463

NHCO,CH,CH,0Bu~1

2-464

NHCO,CH,CH,0CH,CH,0Me

2-4656

NHCO,C (CHs) ,CH,0CH,

2-466

NHCO,CH (CH,) CH,0CH,

2-467

NHC02CH2CH20C6H4C 1 _4

2-468

NHCO,CH,0Ph

2-469

NHC02CH2006H4F_3

2-470

NHCO,CH,0C,H,0CF;-3

2-471

NHCO,CH,CH,0CH,Ph
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2-472

NHC0,CH,CH,0CH,CH,Ph

2-473

NHCOZ (CHz) 4SMe

2-474

NHCO, (CH,) ,SCF,

2-475

NHCO, (CH,) ,SPh

2-476

NHCO, (CH,) ,SOMe

2-477

NHCO, (CH,) ,SOCF,

2-478

NHCO, (CH,) ,SOPh

2-479

NHCO,, (CH) ,SO;Me

2-480

NHCO, (CHj) ,SO0,CF,

2-481

NHCO, (CH,) ,SO,Ph

2-482

NHCO,Ph

2-483

NHCOzC6H40Me_4
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[#236]
EIR
4 Rz
57543
O—CH; %\1 Z
N
N//N\N AN
Ny | =00
N P
CHs
No Z R, (X) a1 ‘.Pg

3-1 |H 4-Me -
3-2  |NH, 4-Me -
3-3  |NH, 4-Bu-t -
3-4 |NH, 4-0C,H, -
3-5  |NH, 5—CH, -
3-6 |NH, 4-0CH, -
3-7  |NH, 4-C,H, -
3-8 |NHCHO 4-Me -
3-9  |NHCOCH, 4-Me -
3-10 |NHCOC,Hs 4-Me -
3-11 |NHCOPr—-n 4-Me -
3-12 |NHCOPr—i 4-Me -
3-13 |NHCOBu—n 4-Me -
3-14 |NHCOBu-i 4-Me -
3-15 |NHCOBu-s 4-Me -
3-16 |NHCOBu-t 4-Me -
3-17 |NHCOBu-t 4-0Me -
3-18 |NHCOCH,CF, 4-Me -
3-19 |NHCOC,F, 4-Me -
3-20 |NHCOCH,CH,F 4-Me -
3-21 [NHCOC(CHj) ,CFs4 4-Me -
3-22 |NHCOCH,CH,CF, 4-Me -
3-23 |NHCOCH,C,F; 4-Me -
3-24 |NHCOCH,CH=CH, 4-Me -
3-25 |NHCOCH,CH=CMe, 4-Me -
3-26 |NHCOC (CH,) ,CH=CH, 4-Me -
3-27 |NHCOC (CH,) ,CH=CHCH, 4-Me -
3-28 |NHCOCH,CH=CHC1 4-Me -
3-29 |NHCOCH,CH=CHCF, 4-Me -
3-30 |NHCOCH,CI=CI, 4-Me -
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[3237]
FIE (frx)
3-31 [NHCO(1, 1-dimethyl-2- 4-Me -
propynyl)
3-32 |NHCO (2-butynyl) 4-Me —
3-33 [NHCO(1, 1-dimethyl-2- 4-Me -
butynyl)
3-34 |NHCO(1, 1-dimethyl-2- 4-Me -
pentynyl)
3-35 |NHCO (1-propynyl) 4-Me -
3-36 |NHCO(1, 1-dimethyl-3-Todo— 4-Me -
2-pentynyl)
3-37 |NHCO(4, 4, 4—trifluoro-2- 4-Me -
butynyl)
3-38 |NHCOPr-c 4-Me -
3-39 [NHCOHex—c 4-Me -
3-40 [NHCO(CH,) ,CO.H 4-Me -
3-41 |NHCOCH,CH,NHCO,Bu—t 4Me =
3-42 |NHCOCH,CH,NHCO,Et Mo =
3-43 |NHCOCH,CH,CH,NHCOCH, 4Me =
3-44 |NHCOCH,CH,CH,NHMe, Mo =
3-45  |NHCOCH,CH,N (Me) COCH, 4-Me -
3-46 |NHCOCH,CH,NHCOPh 4Me =
3-47 |NHCOCH,CH,N (Me) COPh 4-Me -
3-48 |NHCOCH,CH,NHPh 4-Me -
3-49 |NHCO (CH,) Nt 4Me =
3-50 |NHCOCH,NHCH,Ph 4Me -
3-51 |NHCOCH,N (CH,Ph) (CO,Bu—t) AMe =
3-52 |NHCOCH,CH,0C4H,C1—4 4Ve =
3-53 |NHCOCH,0Ph 4-Me -
3-54 |NHCOCH,0CGHF-3 AMe =
3-55 |NHCOCH,0CeH,0CF,-3 4Me -
3-56 [NHCO(CH,) ;SMe 4-Me -
3-57 |NHCOCH,CH,0Et 4Me =
3-58 |NHCOCH,CH,0Pr—1 AMe -

[#238]
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3-59 |NHCOCH,CH,0Bu-i 4-Me -
3-60 |NHCOCH,CH,0CH,CH,0Me 4-Me -
3-61 [NHCO,CH, 4-Me -
3-62 |NHCO,C,Hg 4-Me -
3-63 |NHCO,Pr-n 4-Me -
3-64 |NHCO,Pr-i 4-Me -
3-65 |NHCO,Bu—n 4-Me -
3-66 [NHCO,Bu-i 4-Me -
3-67 |NHCO,Bu-s 4-Me -
3-68 |NHCO,Bu-t 4-i-Pr -
3-69 |NHCO,Bu-t 5-Me -
3-70 |NHCO,Bu-t 4-t-Bu -
3-71 |NHCO,Bu-t 4-Me -
3-72  |NHCO,Bu-t 4-Et -
3-73 |NHCO,Bu-t 4-CH=CH2 -
3-74 INHCO,Bu-t 4-0Me -
3-75 |NHCO,Bu-t 4-0Et -
3-76 |NHCO,Bu-t 4-0CH,CH,0Et -
3-77 |NHCO,Bu-t 4-0Pr-1i -
3-78 |NHCO,Bu-t 4-0Bu-n -
3-79 |NHCO,Bu—t 4-SMe -
3-80 |NHCO,Bu-t 4-S0Me -
3-81 |NHCO,Bu-t 4-S0,Me -
3-82 |NHCO,Bu-t 4-NMe, -
3-83 |NHCO,Bu-t 4-N(Me) (CO,Bu-t) -
3-84 |NHCO,Bu-t 5-CN -
3-85 |NHCO,Bu-t 4-CN -
3-86 |NHCO,Bu-t 4-morphorino -
3-87 |NHCO,Bu-t 5-Ph -
3-88 |NHCO,Bu-t 5~-C0,C,H; -

[#239]
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3-89 |NHCO,Bu-t 5-CONHCH, -
3-90 |NHCO,Bu-t CF, -
3-91 |NHCO,Bu-t 5-0H -
3-92 |NHCO,Bu-t 5-SH -
3-93 |NHCO,Bu-t 4-CH,CI=CI, -
3-94 [NHCO,Bu-t 4-etynyl -
3-95 [NHCO,Bu-t 4-propargyl -
3-96 |NHCO,Bu-t 4-(3~iodo-2- -
propynyl)
3-97 |NHCO,Bu-t 4-Ph -
3-98 |NHCO,Bu-t 4—CgH,0Me—4 -
3-99 |NHCO,Bu-t 4-(2-pyridyl) -
3-100 |NHCO,Bu-t 4-(4-CF;~2- -
oxazolyl)
3-101 |NHCO,Bu—t 4-(3-CF;3~5-C1-2— -
pyridyl)
3-102 [NHCO,Bu-t 4-pyrrolidino -
3-103 [NHCO,Bu-t 4-COMe -
3-104 |NHCO,Bu-t 4~-CONHMe -
3-105 |NHCO,Bu-t 4-CONMe, -
3-106 |NHCO,Bu-t 4-COPr-c -
3-107 |NHCO,Bu-t 4-COPh -
3-108 |NHCO,Bu-t 4-COCH,CH=CH, -
3-109 [NHCO,Bu-t 4-CO(propargyl) -
3-110 |NHCO,Bu-t 4-CO,Me -
3-111 |NHCO,Bu-t 4-C0,Ph -
3-112 |NHCO,Bu-t 4-C0,CH,CH=CH, -
3-113 |NHCO,Bu-t 4-C0, (propargyl) -
3-114 |NHCO,Bu—t 4-Me 2-Cl
3-115 |NHCO,Bu-t 4-Me 3-Cl1
3-116 |NHCO,Bu-t 4-Me 4-C1

[#240]



WO 2009/020191 81 PCT/JP2008/064253
HIR (be¥)
3-117 |NHCO,Bu—t 4-Me 2.4-Cl,
3-118 |NHCO,Bu—t 4Me 3,5-Cl,
3-119 |NHCOBu—t 4Me 3,4.5-
Clg
3-120 |NHCO,Bu—t 4-Me 2-Me
3-121 |NHCO,Bu—t 3, 4-diMe -
3-122 |[NHCOBu—t 3, 5-diMe -
3-123 |NHCO,Bu-—t 4, 5-diMe -
3-124 |NHCO,Bu—t 3,4, 5-triMe -
3-125 |NHCO,Bu—t 3-C1-4-Me =
3-126 |NHCO,Bu—t 5-Cl-4-Me -
3-127 |NHCO,Bu—t 3,5-diC1-4-Me -
3-128 |NHCO,Bu-t 3, 5-diCl -
3-129 |NHCO,Bu-t 3, 4-diCl =
3-130 |NHCO,Bu-t 3, 4-diF -
3-131 |NHCO,Bu-n 4-NH, -
3-132 |NHCO,Bu-n 4-NHCO,Bu-t -
3-133 |NHCO,CH,CF, 4-Me -
3-134 |NHCO,C,F5 4-Me -
3-135 |NHCO,CH,CH,F 4-Me -
3-136 |NHCO,C (CHy) 5CF, 4-Me -
3-137 |NHCO,CH,CH,CF, 4-Me -
3-138 |NHCO,CH,C,Fs 4-Me -
3-139 |NHCO,CH,CH=CH, 4Me -
3-140 |NHCO,CH,CH=CMe, 4-Me -
3-141 |NHCO,C (CH,) ,CH=CH, 4-Me =
3-142 |NHCO,C (CH,) ,CH=CHCH, 4-Me =
3-143 |NHCO,CH,CH=CHCI 4Me -
3-144 |NHCO,CH,CH=CHCF, 4-Me =
3-145 |NHCO,CH,CI=CI, 4-Me -

[F41]
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3-146 |NHCO, (1, 1-dimethyl-2- 4-Me -
propynyl)
3-147 |NHCO,(2-butynyl) 4-Me -
3-148 |NHCO,(1, 1-dimethyl-2- 4-Me -
butynyl)
3-149 [NHCO,(1, 1-dimethyl-2- 4-Me -
pentynyl)
3-150 |NHCO,(1-propynyl) 4-Me -
3-151 [NHCO, (1, 1-dimethyl-3-Iodo- 4-Me -
2-pentynyl)
3-152 |NHCO, (4, 4, 4-trifluoro—-2- 4-Me -
butynyl)
3-163 |NHCO,Pr—c Ve =
3-154 |NHCO,Hex—c 4-Me -
3-155 |NHCO,CH,CH,NHCO,Bu—t T =
3-156 |NHCO,CH,CH,NHCO,E¢ 4Me =
3-157 |NHCO,CH,CH,CH,NHCOCH, 4Me =
3-158 |NHCO,CH,CH,CH,NHMe, A Ve =
3-159 |NHCO,CH,CH,N (Me) COCH, Mo =
3-160 |NHCO,CH,CH,NHCOPh 1Mo =
3-161 |NHCO,CH,CH,N (Me) COPh 4-Me -
3-162 |NHCO,CH,CH,NHPh 4Me -
3-163 |NHCO, (CHy) ,NH, Ve =
3-164 |NHCO,CH,NHCH,Ph Ao =
3-165 [NHCO,CH,N (CH,Ph) (CO,Bu-t) 4-Me -
3-166 |NHCO,CHyCoHo—c aVe =
3-167 |NHCO,CH (CHy) Call—c Ve =
3-168 |NHCO,CH,CeH;—c Ao =
3-169 |NHCO,CH,Ph 4-Me -
3-170 [NHCO,CH (CH,) CH,Ph 4-Me -
3-171 |NHCO,CH(CH,) Ph T -
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3-172 |NHCO,C (CHg) ,Ph T -
3-173 |NHCO,CH,CoH,CFy—4 1Mo -
3-174 |NHCO,CH,CeH,CN-4 T -
3-175 [NHCO,CH,CzH,CN-3 4-Me -
3-176 |NHCO,CH,CoH,C1-4 T =
3-177 |NHCO,CH,CqH,C1-3 T =
3-178 |NHCO,CH,C,H,0Mo—3 Mo -
3-179 |NHCO,CH,CoH,0Me—2 1Mo =
3-180 |NHCO,CH,CoH Me—4 TS =
3-181 |NHCO,CH,CoH Me—3 Mo -
3-182 |NHCO,CH,CqHl,Me—2 4Ne =
3-183 |NHCO,CH,CoH,S0Mo—4 Mo =
3-184 |NHCO,CH,C4H,S0,Me—3 4Me -
3-185 |NHCO,CH,CoH,Ph—2 Mo =
3-186 |NHCO,CH,CoH,Ph—3 4Me -
3-187 |NHCO,CH,Py-2 4-Me -
3-188 |NHCO,CH, (6-Me—2-Py) 1Mo -
3-189 |NHCO,C (CHly) Py—4 Mo -
3-190 |NHCO,CH, (2-thiazolyl) 4-Me -
3-191 [NHCO,CH; (2-benzthiazolyl) 4-Me -
3-192 |NHCO,CH,CH,0Me T -
3-193 |NHCO,CH,CH,0E¢ AMe =
3-194 |NHCO,CH,CH,0PT—1 1Mo -
3-195 |NHCO,CH,CH,0Bu—1 ANe =
3-196 |NHCO,CH,CH,0CH,CH,0Me T =
3-197 |NHCO,CH,CH,0E 4-i-Pr =
3-198 |NHCO,CH,CH,0CeH,C1—4 Ve -
3-199 {NHCOCH,0Ph 4-Me -
3-200 {NHCOCH,0CgH,F-3 4-Me -
3-201 |NHCOCH,0C,H,0CF,—3 T -
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3-202 [NHCO,CH,CH,0CH,Ph 4-Me -
3-203 |NHCO,CH,CH,0CH,CH,Ph T -
3-204 [NHCO, (1, 1-dimethyl-3- 4-Me -
phenyl-2-pentynyl)
3-205 |NHCO, (CHy) ;5Me 4Ne =
3-206 |NHCO, (CHy) ;5CF, 1Mo =
3-207 |NHCO, (CH,) ,SPh 1Ne =
3-208 |NHCO, (CH,) ;50Me 4-Me =
3-209 [NHCO, (CH,) ;SOCF, T -
3-210 |NHCO, (CH,) ,S0Ph 1Ne =
3-211 |NHCO, (CH,) ;S0,Me T -
3-212 |NHCO, (CH,) ,50,CF, T -
3-213 |NHCO, (CH,) ,50,Ph 4Ne -
3-214 |NHCO,Ph 4-Me -
3-215 |NHCO,CoH,0Me—4 4Ne =
3-216 [NHCONHMe 4-Me -
3-217 |NHCONHC,H; 4-Me -
3-218 [NHCONHPr-n 4-Me -
3-219 [NHCONHBu-t 4-Me -
3-220 [NHCONHBu-s 4-Me -
3-221 |NHCONH (Hex—n) 4-Me -
3-222 |H 4-Cl -
3-223 |NH, 4-Cl -
3-224 [NHCHO 4-C1 -
3-225 |NHCOCH,CF, 4-C1 -
3-226 |NHCOC,F; 4-Cl -
3-227 (NHCOCH,CH,F 4-Cl -
3-228 |NHCOC (CHy) 5CF, a1 =
3-229 |NHCOCH,CH,CF, 4l -
3-230 |NHCOCH,C,F, i-Cl =
3-231 |NHCOCH,CH=CH, 4-Cl -
3-232 {NHCOCH,CH=CMe, 4-C1 -
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3-233 [NHCOC (CHs) ,CH=CH, 2l =
3-234 [NHCOC (CH) ,CH=CHCH, 4C1 =
3-235 |NHCOCH,CH=CHC1 4-C1 -
3-236 |NHCOCH,CH=CHCF, 4-Cl -
3-237 |NHCOCH,CI=CI, 4l =
3-238 |INHCO(1, 1-dimethyl-2- 4-C1 -
propynyl)
3-239 |NHCO(2-butynyl) 4-C1 -
3-240 |NHCO(1, 1-dimethyl-2- 4-Cl -
butynyl)
3-241 INHCO(1, 1-dimethyl-2- 4-Cl -
pentynyl)
3-242 |NHCO(1-propynyl) 4~C1 -
3-243 |NHCO(1, 1-dimethyl-3-Iodo— 4-C1 -
2-pentynyl)
3-244 [NHCO(4, 4, 4-trifluoro—2- 4-Cl -
butynyl)
3-245 |NHCOPr—c 4-C1 —
3-246 [NHCOHex—c 4-C1 -
3-247 [NHCO (CH,) ,CO,H 4=Cl -
3-248 |NHCOCH,CH,NHCO,Bu—t 4Cl -
3-249 |NHCOCH,CH,NHCO,Et 41 =
3-250 |NHCOCH,CH,CH,NHCOCH, 1-Cl -
3-251 |NHCOCH,CH,CH,NiMe, 4-Cl =
3-252 |NHCOCH,CH,N (Me) COCH, 4-C1 =
3-253 |NHCOCH,CH,NHCOPh 4-C1 -
3-254 |NHCOCH,CH,N (Me) COPh 4-Cl1 -
3-255 |NHCOCH,CH,NHPh 4-C1 -
3-256 [NHCO (CH,) ,NH, 4-C1 -
3-257 |NHCOCH,NHCH,Ph 4l =
3-258 |NHCOCH,N (CH,Ph) (CO,Bu-t) 4-C1 -
3-259 |NHCOCH,CH,0CeH,C1—2 a—Cl -
3-260 |NHCOCH,OPh 4-Cl -
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3-261 |NHCOCH,0C.H,F-3 4-C1 -
3-262 |NHCOCH,0CgH,0CF,-3 4-C1 -
3-263 |NHCO(CH,) ,SMe 4-Cl -
3-264 {NHCOCH,CH,OEt 4-C1 -
3-265 |NHCOCH,CH,0Pr—i 4-C1 -
3-266 |NHCOCH,CH,0Bu-i 4-C1 -
3-267 |NHCOCH,CH,0CH,CH,0Me 4-C1 -
3-268 |NHCO,CH, 4—Cl1 -
3-269 |NHCO,C,H; 4-C1 -
3-270 [NHCO,Pr—n 4-C1 -
3-271 |NHCO.Pr-i 4-C1 -
3-272 |NHCO,Bu-n 4-C1 -
3-273 |NHCO,Bu-i 4-C1 -
3-274 |NHCO,Bu-s 4-C1 -
3-275 [NHCO,Bu-t 4-C1 -
3-276 [NHCO,Bu—t 5-Br -
3-277 |NHCO,Bu-t 5-C1 -
3-278 |NHCO,Bu-t 4-Br -
3-279 [NHCO,Bu-t 4-Cl1 2-Cl
3-280 [NHCO,Bu-t 4-Cl 3-Cl
3-281 |NHCO,Bu-t 4-Cl 4-Cl
3-282 |NHCO,Bu-t 4-Cl1 2.4-Cl,
3-283 [NHCO,Bu-t 4-Cl1 3, 5-Cl,
3-284 |NHCO,Bu-t 4-C1 3,4.5-
Clg
3-285 |NHCO,Bu-t 4-Cl1 2-Me
3-286 |NHCO,CH,CF, 4-Cl -
3-287 |NHCO,C,F; 4-C1 -
3-288 |NHCO,CH,CH,F 4-C1 -
3-289 INHCO,C (CH,) ,CF, 4-Cl -
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3-290 |NHCO,CH,CH,CF, 4-C1 =
3-291 |NHCO,CH,C,F; 4l =
3202 |NHCO,CH,CH=CH, 4—C1 =
3-203 |NHCO,CH,CH=CMe, 4—Cl =
3-294 [NHCO,C (CH,) ,CH=CH, 4-C1 -
3-205 |NHCO,C (CH,) ,CH=CHCH, a1 =
3-296 |NHCO,CH,CH=CHC1 4-Cl -
3-297 |NHCO,CH,CH=CHCF, 4-C1 =
3-298 [NHCO,CH,CI=CI, a-C1 =
3-299 |NHCO,(1, 1-dimethyl-2- 4-Cl -
propynyl)
3-300 [NHCO,(2-butynyl) 4-C1 -
3-301 |NHCO, (1, 1-dimethyl-2- 4-Cl1 -
butynyl)
3-302 |NHCO, (1, 1-dimethyl-2- 4-Cl -
pentynyl)
3-303 |NHCO, (1-propynyl) 4-C1 -
3-304 [NHCO, (1, 1-dimethyl-3-Todo- 4—C1 -
2-pentynyl)
3-305 |NHCO, (4, 4, 4-trifluoro—-2- 4-Cl -
butynyl)
3-306 |NHCO,Pr—c a1 =
3-307 |NHCO,Hex—c 4-Cl -
3-308 |NHCO,CH,CH,NHCO,Bu—t 4-C1 =
3-309 [NHCO,CH,CH,NHCO,Et 4-Cl1 -
3-310 |NHCO,CH,CH,CH,NHCOCH, 4C1 =
3-311 |NHCO,CH,CH,CH,NMe, 4-C1 -
3-312 |NHCO,CH,CH,N (Me) COCH, a1 =
3-313 |NHCO,CH,CH,NHCOPh 4C1 =
3-314 |NHCO,CH,CH,N (Me) COPh 4-Cl =
3-315 |NHCO,CH,CH,NHPh 4-Cl -
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3-316 |NHCO, (CH,) ,NH, 4-C1 -
3-317 |NHCO,CH,NHCH,Ph 4-Cl -
3-318 |NHCO,CH,N (CH,Ph) (CO,Bu-t) 4-C1 -
3-319 [NHCO,CH,C,H;—c 4-C1 -
3-320 |NHCO,CH (CH,) C;Hs—c 4-C1 -
3-321 |NHCO,CH,CgH,,—c 4—Cl -
3-322 [NHCO,CH,Ph 4-Cl -
3-323 [NHCO,CH,Ph 5-Cl1 -
3-324 |NHCO,CH (CH,) CH,Ph 4-Cl -
3-325 |NHCO,CH (CH,) Ph 4-C1 -
3-326 |NHCO,C (CH,) ,Ph 4-C1 -
3-327 |NHCO,CH,CH,CF,—4 4-Cl -
3-328 [NHCO,CH,CeH,CN-4 4-C1 -
3-329 [NHCO,CH,CeH,CN-3 4-Cl -
3-330 [NHCO,CH,CeH,C1-4 4-C1 -
3-331 |NHCO,CH,CeH,C1-3 4-Cl -
3-332 [NHCO,CH,CeH,0Me—3 4-Cl -
3-333 |NHCO,CH,CeH,0Me—2 4-Cl -
3-334 [NHCO,CH,CH,Me—4 4-C1 -
3-335 [NHCO,CH,CcH,Me—3 4-Cl -
3-336 |NHCO,CH,CeH Me—2 4-Cl -
3-337 |NHCO,CH,CgH,S0,Me—4 4-Cl -
3-338 [NHCO,CH,CqH,S0,Me—3 4—Cl1 -
3-339 (NHCO,CH,C¢H,Ph—4 4-Cl -
3-340 [NHCO,CH,C¢H,Ph-3 4-Cl1 -
3-341 [NHCO,CH,Py-2 4-Cl -
3-342 [NHCO,CH, (6-Me—2-Py) 4-Cl1 -
3-343 |NHCO,C (CH,) ,Py~4 4-Cl -
3-344 |NHCO,CH, (2-thiazolyl) 4-C1 -
3-345 |NHCO,CH,(2-benzthiazolyl) 4-Cl -
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3-346 |NHCO,CH,CH,0Me 4-C1 =
3-347 |NHCO,CH,CH,0Et 4Cl -
3-348 [NHCO,CH,CH,0PT—1 4—C1 =
3-349 |NHCO,CH,CH,0Bu-1 4-C1 =
3-350 |NHCO,CH,CH,0CH,CH,0Me ) -
3-351 |NHCO,CH,CH,0CeH,C1—4 4—C1 =
3-352 |NHCOCH,0Ph 4-Cl1 -
3-353 |NHCOCH,0C4H,F—3 4—C1 -
3-354 |NHCOCH,0C4H,0CF,—3 4-C1 -
3-355 |NHCO,CH,CH,0CH,Ph a—Cl =
3-356 |NHCO,(1, 1-dimethyl-3- 4-Cl -
phenyl-2-pentynyl)
3-357 |NHCO,CH,CH,0CH,CH,Ph 4—Cl =
3-358 |NHCO, (1, 1-dimethyl-3- 4-Cl -
phenyl-2-pentynyl)
3-359 |NHCO, (CH,) ;SMe 4—C1 =
3-360 |NHCO, (CH,) ,SCF, 4—Cl =
3-361 |NHCO, (CH,) ,SPh 4—C1 -
3-362 |NHCO, (CH,) ,SOMe 4-C1 -
3-363 |NHCO, (CH,) ,S0CF, 11 =
3-364 |NHCO, (CH,) ,SOPh 4l =
3-365 |NHCO, (CH,) ;S0;Me a1 =
3-366 [NHCO, (CH,) 4SO,CF, 4—C1 -
3-367 |NHCO, (CH,) ,S0,Ph 4-C1 -
3-368 [NHCO,Ph 4-C1 -
3-369 |NHCO,Cqll;0Me—4 41 =
3-370 [NHCONHMe 4-Cl -
3-371 |NHCONHC,H; 4-C1 -
3—-372 [NHCONHPr-n 4-Cl —
3-373 [NHCONHBu-t 4-Cl -
3-374 |NHCONHBu-s 4-Cl -
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3-375

NHCONH (Hex-n)

4-C1

3-376

NHCOCH,CF,

3-377

NHCOC,F,

3-378

NHCOCH,CH,F

3-379

NHCOC (CHj) ,CF,

3-380

NHCOCH,CH,CF,

3-381

NHCOCH,C,Fs

3-382

NHCOCH,CH=CH,

3-383

NHCOCH,CH=CMe,

3-384

NHCOC (CHj) ,CH=CH,

3-385

NHCOC (CHj) ,CH=CHCH,

3-386

NHCOCH,CH=CHC1

3-387

NHCOCH,CH=CHCF,

3-388

NHCOCH,CI=CI,

3-389

NHCO(1, 1-dimethyl-2-
propynyl)

3-390

NHCO (2-butynyl)

3-391

NHCO(1, 1-dimethyl-2-
butynyl)

3-392

NHCO(1, 1-dimethyl-2—
pentynyl)

3-393

NHCO (1-propynyl)

3-394

NHCO(1, 1-dimethyl-3-TIodo-

2—pentynyl)

3-395

NHCO (4, 4, 4-trifluoro—2-

butynyl)

3-396

NHCO (CH,) ,CO,H

3-397

NHCOCH2CH2CH2NI'IM92

3-398

NHCO (CH,) ,NH,

3-399

NHCOCH,NHCH,Ph

3-400

NHCOCH,N (CH,Ph) (CO,Bu-t)

3-401

NHCOCHzCHzNMEZ

3-402

NHCOCH,CH,NHE
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3-403

NHCOCH,CH,NHPr—nn

3-404

NHCOCH2CH20C6H4C 1 —4

3-405

NHCOCH,0Ph

3-406

NHCOCH,0C4H,F-3

3-407

NHCOCH,0C;H,0CF5-3

3-408

NHCOCH,0CgH,CN—2

3-409

NHCOCH,0C4H,F—4

3-410

NHCOCH,0CHs (3, 4-
methylenedioxy)

3-411

NHCOCH,O0C4H, (CONH,) —2

3-412

NHCOCH,0CH, (3, 4- (0CH,) 5)

3-413

NHCOCH,0 (6~CF3-pyrimidin-
4-y1)

3-414

NHCOCH,0 (3-Py)

3-415

NHCO,CH,CF,

3-416

NHCO,C,F

3-417

NHCO,CH,CH,F

3-418

NHCO,C (CH) ;CF,

3-419

NHCO,CH,CH,CF,

3-420

NHCO,CH,CF,

3-421

NHCO,CH,CH=CH,

3-422

NHCO,CH,CH=CMe,

3-423

NHCO,C (CHj) ,CH=CH,

3-424

NHCO,C (CH,) ,CH=CHCH,

3-425

NHCO,CH,CH=CHC1

3-426

NHCO,CH,CH=CHCF,

3-427

NHCO,CH,CI=CI,

3-428

NHCO, (1, 1-dimethyl-2-
propynyl)

3-429

NHCO, (2-butynyl)
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3-430

NHCO, (1, 1-dimethyl-2-
butynyl)

3-431

NHCO, (1, 1-dimethy 1-2-
pentynyl)

3-432

NHCO, (1-propynyl)

3-433

NHCO, (1, 1-dimethy1-3-Todo—
2-pentynyl)

3-434

NHCO, (4, 4, 4—trifluoro-2-
butynyl)

3-435

NHCO, (1, 1-dimethyl-3-
phenyl—-2—pentynyl)

3-436

NHCO,CH,CH,NHCO,Bu—t

3-437

NHCO,CH,CH,NHCO,E<

3-438

NHCO,CH,N (CH,Ph) (CO,Bu-t)

3-439

NHCO,CH,NCH,Ph

3-440

NHCO,CH,CH,NCH,Ph

3-441

NHCOzCHchzNCH2C6H4C 1 _4

3-442

NHCO,CH,CH,NHMe

3-443

NHCO,CH,C (CH;) ;N (CH,) ,

3-444

NHCO,CH (CH;) CH,N (CHj) ,

3-445

NHCOZCH2C3H5_C

3-446

NHCO,CH (CHy) C4ll,—c

3-447

NHCOZCH2C6H1 17C

3-448

NHCO,CH (CH,) CH,Ph

3-449

NHCO,CH (CH,) Ph

3-450

NHCO,C (CH,) ,Ph

3-451

NHc02CH2C6H4CF3_4

3-4bH2

NHC02CH2C6H4CN_4

3-453

NHCOzCH2C6H4CN_3

3-454

NHCO,CH,C¢H,C1-4

3-455

NHCOZCH2C6H4C1_3
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3-456

NHCOZCH2C6H4OM9_3

3-457

NHCOchzcaH4OMe_2

3-458

NHCOZCH2C6H4M8'—4

3-459

NHCO2CH2C6H4M9_3

3-460

NHCOZCH2CGH4MG_2

3-461

NHCO,CH,CeH,S0,Me—4

3-462

NHC02CH2C6H4S OzMe_B

3-463

NHCO,CH,CeH,Ph—4

3-464

NHC02CH2C6H4Ph_3

3-465

NHCO,CH,CeH,0CH;~4

3-466

NHCOzCH2C6H3 (3 5 4_
methylenedioxy)

3-467

NHC02CH2PY_2

3-468

NHCO,CH,, (6-Me-2-Py)

3-469

NHCOZC (CH3) 2PY_4

3-470

NHCO,CH, (2—thiazolyl)

3-471

NHCO,CH, (2-benzthiazolyl)

3-472

NHCO,CH, (3-Py)

3-473

NHCO,CH, (4-Py)

3-474

NHCO,CH (CH;) (4-Py)

3-475

NHCO,CH,CH,0Me

3-476

NHCO,CH,CH,OE<

3-477

NHCO,CH,CH,0PT—1

3-478

NHCO,CH,CH,0Bu-1

3-479

NHCO,CH,CH,0CH,CH,0Me

3-480

NHCO,C (CH,) ,CH,0CH,

3-481

NHCO,CH (CH,) CH,0CH,

3-482

NHCOZCH2CH20C6H4C 1—'4

3-483

NHCO,CH,0Ph

3-484

NHCO,CH,0C4H,F-3
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3-485

NHCOzCH20C6H4OCF3_3

3-486

NHCO,CH,CH,0CH,Ph

3-487

NHCO,CH,CH,0CH,CH,Ph

3-488

NHCOZ (CHz) 4SMe

3-489

NHCO, (CH,) ,SCF,

3-490

NHCO, (CH,) ,SPh

3-491

NHC02 (CH2) 4SOM€

3~492

NHCO, (CHy) ,SOCF,

3-493

NHCO, (CH,) ,SOPh

3-494

NHCO, (CHj) ,S0,Me

3-495

NHCO,, (CHy) ;S0,CF,

3-496

NHCO, (CHy) ,SO,Ph

3-497

NHCO,Ph

3-498

NH002C6H40M6—4

3-499

NHCOCH,CH,CH,COCH,
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HAFK
R1 1
)
P
O—CH; N
\
AN X
N\ % ’ 1 Xn1
N
CHj
No 711 RY (X) 11 gg
4-1 H Me —
4-2 |NH, Me -
4-3  |NH, Bu-t -
4-4  |NH, 0C,H; -
4-5  |NH, 0CH,4 -
4-6  |NH, C,H; -
4-7  |NHCHO Me -
4-8  |NHCOCH, Me -
4-9  |NHCOC,Hs Me -
4-10 |NHCOPr—-n Me -
4-11 [NHCOPr—i Me -
4-12 (NHCOBu—n Me -
4-13 |NHCOBu-i Me =
4-14 |NHCOBu-s Me -
4-15 |NHCOBu-t Me -
4-16 |NHCOBu-t OMe -
4-17 |NHCOCH,CF, Me -
4-18 |NHCOC,F5 Me -
4-19 [NHCOCH,CH,F Me -
4-20 |NHCOC(CH;) ,CF, Me -
4-21 (NHCOCH,CH,CF,4 Me -
4-22 |NHCOCH,C,F5 Me -
4-23 |NHCOCH,CH=CH, Me -
4-24 |NHCOCH,CH=CMe, Me -
4-25 [NHCOC (CH;) ,CH=CH, Me -
4-26 |NHCOC (CH,) ;CH=CHCH, Me -
4-27 |NHCOCH,CH=CHC1 Me -
4-28 |NHCOCH,CH=CHCF, » Me -
4-29 |NHCOCH,CI=CI, ' Me -
4-30 |[NHCO(1, 1-dimethyl-2- Me -
propynyl)
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[3%55]
BAR (Fix)
4-31 |NHCO(2-butynyl) Me -
4-32 [NHCO(1, 1-dimethyl-2- Me -
butynyl)
4-33 |NHCO(1, 1-dimethyl-2- Me -
pentynyl)
4-34 |NHCO (1-propynyl) Me —
4-35 [NHCO(1, 1-dimethyl-3-Iodo- Me -
2-pentynyl)
4~-36 |NHCO(4, 4, 4-trifluoro-2- Me -
butynyl)
4-37 |NHCOPr—c Me -
4-38 |NHCOHex—c Me -
4-39 |NHCO (CHy) ,CO,H Me =
4-20 |NHCOCH,CH,NHCO,Bu—t o -
4-41 |NHCOCH,CH,NHCO,Et Me =
4-42 |NHCOCH,CH,CH,NHCOCH, Mo =
4-43 | NHCOCH,CH,CH,NHNe, Mo -
4-44 |NHCOCH,CH,N (Me) COCH, Me -
4~-45 |NHCOCH,CH,NHCOPh Me -
4-46 |NHCOCH,CH,N (Me) COPh Me -
4-47 | NHCOCH,CH,NHPh Me =
4-48 |NHCO (CH,) ,NH, Me -
4-49 [NHCOCH,NHCH,Ph Me -
4-50 |NHCOCH,N (CH,Ph) (CO,Bu-t) Me -
451 |NHCOCH,CH,0C4H,C1-4 Me =
4-52 |NHCOCH;0Ph Me -
4-53 |NHCOCH,0CqHF—3 Me -
454 |NHCOCH,0C,H,0CF,—3 Me -
4-55 |NHCO(CHp) ;SVe Me -
456 |NHCOCH,CH,0E¢ Me =
4-57 |NHCOCH,CH,0PT—1 We -
4-58 [NHCOCH,CH50Bu—-i Me -
4-59 |NHCOCH,CH,0CH,CH,0Me Me =
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4-60 [NHCO,CH,4 Me -
4-61 |NHCO,C,H; Me -
4-62 [NHCO,Pr—n Me -
4-63 [NHCO,Pr—i Me -
4-64 |NHCO,Bu-n Me -
4-65 [NHCO,Bu-i Me -
4-66 [NHCO,Bu-s Me -
4-67 |NHCO,Bu-t i-Pr -
4-68 [NHCO,Bu-t Me -
4-69 [NHCO,Bu-t t-Bu -
4-70 |NHCO,Bu-t Et -
4-71 |NHCO,Bu-t CH=CH2 -
4-72 |NHCO,Bu-t OMe -
4-73 |NHCO,Bu-t OEt -
4-74 |NHCO,Bu-t OCH,CH,0Et -
4-75 |NHCO,Bu-t OPr—i -
4-76 |NHCO,Bu-t OBu-n -
4-77 |NHCO,Bu-t SMe -
4-78 |NHCO,Bu-t SOMe -
4-79 [NHCO,Bu-t SOMe -
4-80 [NHCO,Bu-t NMe, -
4-81 [NHCO,Bu-t N(Me) (CO,Bu—t) -
4-82 [NHCO,Bu-t CN -
4-83 [NHCO,Bu-t morphorino -
4-84 [NHCO,Bu-t Ph -
4-85 |NHCO,Bu-t CO4C,Hs -
4-86 [NHCO,Bu-t CONHCH, -
4-87 |NHCO,Bu—t CF; -
4-88 |NHCO,Bu-t OH -
4-89 |NHCO,Bu-t SH -
4-90 [NHCO,Bu-t CH,CI=CI, -
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4-91 |NHCO,Bu-t etynyl -
4-92 |NHCO,Bu-t propargyl -
4-93 |NHCO,Bu-t (3-iodo-2- -
propynyl)
4-94 |NHCO,Bu—t Ph -
4-95 |NHCO,Bu—t Coll,0Me—4 -
4-96 [NHCO,Bu-t 2-pyridyl -
4-97 |NHCO,Bu-t 4—CF;-2-oxazolyl -
4-98 |NHCO,Bu-t 3-CF3-5-C1-2- -
pyridyl

4-99 |NHCO,Bu-t pyrrolidino -
4-100 [NHCO,Bu-t COMe -
4-101 |NHCOBu—t CONHMe -
4-102 |NHCO,Bu-t CONMe, -
4-103 |NHCO,Bu-t COPr—c -
4-104 |NHCO,Bu-t COPh -
4-105 |NHCO,Bu-t COCH,CH=CH, -
4-106 |NHCO,Bu-t CO(propargyl) -
4-107 |NHCO,Bu-t CO.Me -
4-108 |NHCO,Bu-t C0,Ph -
4-109 |NHCO,Bu—t C0,CH,CH=CH, N
4-110 |NHCO,Bu-t CO, (propargyl) -
4-111 |NHCO,Bu-t Me 2-C1
4-112 |NHCO,Bu-t Me 3-Cl
4-113 |NHCO,Bu-t Me 4-C1
4-114 |NHCO;Bu-t Me 2.4-Cl,
4-115 |NHCO,Bu—t Me 3,5-Cl,
4-116 |NHCO,Bu-t Me 3,4.,5-Cl4
4-117 |NHCO,Bu-t Me 2-Me
4-118 |NHCO,Bu-n NH, -
4-119 |NHCO,Bu—n NHCO,Bu-t -
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4-120 |NHCO,CH,CF, Me =
4-121 |NHCO,C,F, Mo -
4-122 [NHCO,CH,CH,F Me -
4-123 |NHCO,C (CHy) ,CF, Me =
4-124 |NHCO,CH,CH,CF, Me =
4-125 |NHCO,CH,C,F, Mo =
4-126 |NHCO,CH,CH=CH, Me =
4-127 |NHCO,CH,CH=CMe, Mo =
4-128 |NHCO,C (CH;) ,CH=CH, Me -
4-129 |NHCO,C (CH;) ,CH=CHCHj4 Me -
4-130 |NHCO,CH,CH=CHC1 Me =
4-131 |NHCO,CH,CH=CHCF, Mo =
4-132 |NHCO,CH,CI=CI, Me =
4-133 [NHCO,(1, 1-dimethyl-2- Me -
propynyl)
4-134 [NHCO, (2-butynyl) Me -
4-135 |NHCO, (1, 1-dimethyl-2- Me -
butynyl)
4-136 |NHCO,(1, 1-dimethyl-2- Me -
pentynyl)
4-137 |NHCO, (1-propynyl) Me -
4-138 NHCOz(l, 1-dimethyl-3-Iodo— Me -
2-pentynyl)
4-139 |NHCO, (4, 4, 4-trifluoro—2- Me -
butynyl)
4-140 [NHCO,Pr—c Me -
4-141 |NHCO,Hex—c Me -
4-142 |NHCO,CH,CH,NHCO,Bu—t Me =
4-143 |NHCO,CH,CH,NHCO,Et Me =
4-144 |NHCO,CH,CH,CH,NHCOCH, Me -
4-145 |NHCO,CH,CH,CH,NHMe, Me -
4-146 |NHCO,CH,CHoN (Me) COCH,4 Me -
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EAR (FE)
4-147 |NHCO,CH,CH,NHCOPh Me -
4-148 |NHCO,CH,CH,N (Me) COPh Me -
4-149 |NHCO,CH,CH,NHPh Me -
4-150 |NHCO, (CH,) ,NH, Me -
4-151 [NHCO,CH,NHCH,Ph Me -
4-152 [NHCO,CH,N (CH,Ph) (CO,Bu-t) Me -
4-153 |NHCO,CH,C;H;—c Me -
4-154 |NHCO,CH (CH,) CsHs—c Me -
4-155 |NHCO,CH,CgH,;—c Me -
4-156 [NHCO,CH,Ph Me -
4-157 [NHCO,CH (CH,) CH,Ph “Me -
4-158 |NHCO,CH (CH,) Ph Me -
4-159 [NHCO,C (CH,) ,Ph Me -
4-160 |NHCO,CH,C¢H,CF;—4 Me -
4-161 |NHCO,CH,CgH,CN—4 Me -
4-162 |NHCO,CH,CeH,CN-3 Me -
4-163 |NHCO,CH,CeH,C1-4 Me -
4-164 |NHCO,CH,C¢H,C1-3 Me -
4-165 |NHCO,CH,CgH,OMe—3 Me -
4-166 |NHCO,CH,CeH,OMe—2 Me -
4-167 |NHCO,CH,CgH Me—4 Me -
4-168 [NHCO,CH,CeH Me—3 Me -
4-169 |NHCO,CH,CH Me—2 Me -
4-170 |NHCO,CH,CqH,SO,Me—4 Me -
4-171 |NHCO,CH,C4H,S0,Me—3 Me -
4-172 |NHCO,CH,CeH,Ph—4 Me -
4-173 |NHCO,CH,C4H,Ph-3 Me -
4-174 |NHCO,CH,Py—2 Me -
4-175 |NHCO,CH, (6-Me—2-Py) Me -
4-176 |NHCO,C (CH,) ,Py—4 Me -
4-177 |NHCO,CH, (2-thiazolyl) Me -
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4-178 |NHCO,CH, (2-benzthiazolyl) Me -
4-179 |NHCO,CH,CH,0Me Me =
4-180 |NHCO,CH,CH,0E¢ We =
4-181 |NHCO,CH,CH,0Pr—1 We =
4-182 |NHCO,CH,CH,0Bu-1 Wo -
1-183 |NHCO,CH,CH,0CH,CH,0Me Mo =
4-184 |NHCO,CH,CH,0ET i-Pr -
4-185 |NHCO,CH,CH,0C.H,C1-4 e -
4-186 [NHCOCH,0Ph Me -
4-187 |NHCOCH,0CHH,F-3 He =
4-188 |NHCOCH,0C,H,0CF,—3 e -
4-189 |NHCO,CH,CH,0CH,Ph Me -
4-190 |NHCO,CH,CH,0CH,CH,Ph Me -
4-191 |NHCO,(1, 1-dimethyl-3- Me -
phenyl-2-pentynyl)
4-192 [NHCO, (CH,) ,SMe Mo -
4-193 [NHCO, (CH,) ;SCF, Me =
4-194 |NHCO, (CH,) ,SPh Mo =
4-195 |NHCO, (CHly) ;SOMe Me -
4-196 [NHCO, (CH,) ,SOCF, Mo -
4-197 |NHCO, (CH,) ,S0Ph Mo -
4-198 |NHCO, (CH,) ,50,% Ve -
4-199 [NHCO, (CH,) ;S0,CF, Mo =
4-200 |NHCO, (CHy) ;50,Ph Mo -
4-201 |NHCO,Ph Ve -
1-202 |NHCO,C.H,0Mo—2 Mo =
4-203 |NHCONHMe Me -
4-204 [NHCONHC,H; Me -
4-205 |[NHCONHPr—n Me -
4-206 |NHCONHBu-t Me -
4-207 |INHCONHBu-s Me -
4-208 |NHCONH (Hex—n) Me —
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4-209 |H Cl —
4-210 |NH, cl -
4-211 |NHCHO Cl —
4-212 |NHCOCH,CF, cl -
4213 |NHCOC,F, Cl -
4-214 |NHCOCH,CH,F cl -
4-215 [NHCOC (CH,) ,CF, C1 -
4-216 |NHCOCH,CH,CF, Cl =
4-217 |NHCOCH,C,F; Cl =
4-218 [NHCOCH,CH=CH, Cl -
4-219 |NHCOCH,CH=CNe, Cl -
4-220 |NHCOC (CHy) ,CH=CH, Cl =
4-221 NHCOC(CH3)2CH=CHCH3 Cl -
4-222 |NHCOCH,CH=CHC1 Cl -
4-223 |NHCOCH,CH=CHCF4 Cl -
4-224 (NHCOCH,CI=CI, Cl -
4-225 |INHCO(1, 1-dimethyl-2- Cl -
propynyl)
4-226 |NHCO (2-butynyl) Cl -
4-227 |NHCO(1, 1-dimethyl-2- Cl -
butynyl)
4-228 [NHCO(1, 1-dimethyl-2- Cl -
pentynyl)
4-229 [NHCO (1-propynyl) Cl -
4-230 [NHCO(1, 1-dimethyl-3-Iodo- Cl -
2-pentynyl)
4-231 |NHCO(4, 4, 4-trifluoro—2- C1 -
butynyl)
4-232 |INHCOPr—c Cl -
4-233 [NHCOHex—c Cl —
4-234 |NHCO(CHy) ,COH cl =
4-235 |NHCOCH,CH,NHCO,Bu-t Cl -
4-236 |NHCOCH,CH,NHCO,E¢ cl -
4-237 INHCOCH,CH,CH,NHCOCH, Cl -
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4-238 |NHCOCH,CH,CH,NHMe, Cl -
4-239 |NHCOCH,CH,N (Me) COCH,4 Cl -
4-240 |NHCOCH,CH,NHCOPh Cl -
4-241 |NHCOCH,CH,N (Me) COPh Cl -
4-242 |NHCOCH,CH,NHPh Cl -
4-243 INHCO (CH,) ,NH, Cl -
4-244 |NHCOCH,NHCH,Ph Cl -
4-245 |NHCOCH,N (CH,Ph) (CO,Bu-t) Cl -
4-246 |NHCOCH,CH,0C¢H,C1-4 Cl -
4-247 |NHCOCH,0Ph Cl -
4-248 |NHCOCH,0CgHF-3 Cl -
4-249 |NHCOCH,0CgH,0CF4-3 Cl -
4-250 [NHCO(CH,) ,SMe Cl -
4-251 |NHCOCH,CH,0Et Cl -
4-252 |NHCOCH,CH,0Pr—1i Cl -
4-253 |NHCOCH,CH,0Bu—-1i Cl -
4-254 |NHCOCH,CH,0CH,CH,0Me Cl -
4-255 |NHCO,CH; Cl -
4-256 |NHCO,C,H; Cl -
4-257 |NHCO,Pr-n Cl -
4-258 |NHCO,Pr-i Cl -
4-259 |NHCO,Bu—n Cl -
4-260 |NHCO,Bu-i Cl -
4-261 [NHCO,Bu-s Cl -
4-262 |NHCO,Bu-t Cl -
4-263 |NHCO,Bu-t Br -
4-264 |NHCO,Bu-t Cl 2-C1
4-265 {NHCO,Bu-t - Cl 3-Cl
4-266 |NHCO,Bu-t Cl 4-C1
4-267 |NHCO,Bu-t Cl 2.4-Cl,
4-268 |NHCO,Bu-t Cl 3,5-Cl,

[#263]
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FLARK (Fex)
4-269 |NHCO,Bu—t cl 3,4.5-Cl4
4-270 |[NHCO,Bu~-t Cl 2-Me
4271 |NHCO,CH,CF, Cl =
4-272 |NHCO,C,F, Cl -
4-273 |NHCO,CH,CH,F cl -
4274 |NHCO,C (CH,) ,CF, Cl =
4-275 |NHCO,CH,CH,CF, cl -
4-276 |NHCO,CH,C,F, Cl =
4-277 |NHCO,CH,CH=CH, cl =
4-278 |NHCO,CH,CH=CMe, Cl -
4-279 |NHCO,C (CH,) ,CH=CH, Cl =
4-280 |NHCO,C (CH,) ,CH=CHCH, cl =
4-281 |NHCO,CH,CH=CHC1 Cl -
4-282 |NHCO,CH,CH=CHCF, Cl =
4-283 |NHCO,CH,CI=CI, Cl =
4-284 |NHCO,(1, 1-dimethyl-2- Cl -
propynyl)
4-285 [NHCO, (2-butynyl) Cl -
4-286 NHCOz(l,l—dimethyl—Z— Cl -
butynyl)
4-287 |NHCO, (1, 1-dimethyl-2- Cl -
pentynyl)
4-288 |NHCO, (1-propynyl) Cl -
4-289 |NHCO, (1, 1-dimethyl-3-Todo- Cl -
2-pentynyl)
4-290 |NHCO, (4, 4, 4—trifluoro—2- Cl -
butynyl)
4~291 [NHCO,Pr—c Cl -
4-292 |NHCO,Hex—c Cl -
4-293 |NHCO,CH,CH,NHCO,Bu—t cl -
4-294 [NHCO,CH,CH,NHCO,E¢ cl -
4-295 |NHCO,CH,CH,CH,NHCOCH, cl -
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4-296 [NHCO,CH,CH,CH,NMe, Cl -
4~297 [NHCO,CH,CH,N (Me) COCH, cl -
4-298 |NHCO,CH,CH,NHCOPh Cl -
4~299 |NHCO,CH,CH,N (Me) COPh Cl -
4-300 [NHCO,CH,CH,NHPh c1 -
4-301 [NHCO, (CH,) ,NH, Cl -
4-302 [NHCO,CH,NHCH,Ph Cl -
4-303 |NHCO,CH,N (CH,Ph) (CO,Bu-t) Cl -
4-304 [NHCO,CH,CsHs—c Cl -
4-305 [NHCO,CH (CH;) C;Hz—c cl -
4-306 [NHCO,CH,CeH;;—c [l -
4-307 [NHCO,CH,Ph Cl -
4-308 [NHCO,CH (CH,) CH,Ph Cl -
4-309 [NHCO,CH (CH,) Ph Cl -
4-310 [NHCO,C (CH;) ;Ph Cl -
4-311 [NHCO,CH,CeH,CF,—4 Cl -
4-312 [NHCO,CH,CqH,CN—4 Cl -
4-313 [NHCO,CH,CGH,CN-3 cl -
4-314 [NHCO,CH,CGH,C1-4 Cl -
4-315 [NHCO,CH,CH,C1-3 cl -
4-316 |[NHCO,CH,CqH,0Me—3 Cl -
4~317 [NHCO,CH,CeH,0Me—2 Cl -
4-318 [NHCO,CH,CoH Me—4 c1 -
4~319 [NHCO,CH,CeH,Me—3 cl =
4-320 [NHCO,CH,CeHMe—2 C1 -
4-321 [NHCO,CH,CqH,SO,Me—4 c1 -
4-322 [NHCO,CH,CeH,S0.Me—3 Cl -
4-323 [NHCO,CH,CgH,Ph—4 c1 -
4-324 [NHCO,CH,CeH,Ph-3 cl -
4-325 [NHCO,CH,Py—2 Cl -
4~326 [NHCO,CH, (6-Me—2-Py) Cl -

[#265]
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4-327 |NHCO,C (CH,) ,Py—4 Cl -
4-328 |NHCO,CH, (2-thiazolyl) Cl -
4-329 [NHCO,CH,(2-benzthiazolyl) Cl -
4-330 |NHCO,CH,CH,0Me Cl -
4-331 |NHCO,CH,CH,0E+ Cl -
4-332 [NHCO,CH,CH,0Pr—i Cl -
4-333 |NHCO,CH,CH,0Bu—1 cl -
4-334 [NHCO,CH,CH,0CH,CH,0Me Cl -
4-335 [NHCO,CH,CH,0CeH,C1-4 Cl -
4-336 |NHCOCH,0Ph Cl -
4-337 |NHCOCH,0CgH,F-3 Cl -
4-338 [NHCOCH,0C¢H,0CF;-3 c1 -
4-339 |NHCO,CH,CH,0CH,Ph cl -
4~340 |NHCO,(1, 1-dimethyl-3— Cl -
phenyl-2-pentynyl)
4-341 |NHCO,CH,CH,0CH,CH,Ph cl -
4-342 [NHCO, (1, 1-dimethyl-3- cl -
phenyl-2-pentynyl)
4-343 [NHCO, (CH,) ,SMe Cl -
4-344 |NHCO, (CH,) ,SCF, Cl -
4-345 |NHCO, (CH,) ,SPh Cl -
4-346 [NHCO, (CH,) ,SOMe Cl -
4-347 |NHCO, (CH,) ,SOCF,4 Cl -
4-348 |NHCO, (CH,) ,SOPh Cl -
4-349 |NHCO, (CH,) ,SO,Me c1 -
4~-350 [NHCO, (CH,) ,SO,CFs4 Cl -
4-351 |NHCO, (CH,) ,SO,Ph C1 -
4-352 [NHCO,Ph c1 -
4~353 |NHCO,CqH,0Me—4 Cl -
4-354 |NHCONHMe Cl -
4-355 [NHCONHC,H; c1 -
4-356 _|NHCONHPr—n Cl -
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4-3b67

NHCONHBu-t

4-358

NHCONHBu-s

4-359

NHCONH (Hex—n)

4-360

NHCOCH,CF,

4-361

NHCOC,F,

4-362

NHCOCH,CH,F

4-363

NHCOC (CHj) ;CF,

4-364

NHCOCH,CH,CF,

4-365

NHCOCH,C,F

4-366

NHCOCH,CH=CH,

4-367

NHCOCH,CH=CMe,

4-368

NHCOC (CH,) ,CH=CH,

4-369

NHCOC (CH,) ,CH=CHCHj

4-370

NHCOCH,CH=CHC1

4-371

NHCOCH,CH=CHCF,

4-372

NHCOCH,CI=CI,

4-373

NHCO(1, 1-dimethyl-2-
propynyl)

4-374

NHCO (2-butynyl)

4-375

NHCO(1, 1-dimethyl-2-
butynyl)

4-376

NHCO(1, 1-dimethyl-2-
pentynyl)

4-377

NHCO (1-propynyl)

4-378

NHCO(1, 1-dimethy1-3-Todo-
2-pentynyl)

4-379

NHCO (4, 4, 4—trifluoro—2-
butynyl)

4-380

NHCO (CH,) 4CO,H

4-381

NHCOCH,CH,CH,NHMe,

4-382

NHCO (CH,) ,NH,

4-383

NHCOCH,NHCH,Ph

4-384

NHCOCH,N (CH,Ph) (CO,Bu—t)

[#67]
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4-385

NHCOCH,CH,NMe,

4-386

NHCOCH,CH,NHE

4-387

NHCOCH,CH,NHPT—n1

4-388

NHCOCH,CH,0C¢H,C1-4

4-389

NHCOCH,OPh

4-390

NHCOCH,0CgH,F-3

4-391

NHCOCH,0CgH,0CF;-3

4-392

NHCOCH20CH,CN—2

4-393

NHCOCHZ20CgH,F-4

4-394

N}lCOCHz()CaHg (3, 4._
methylenedioxy)

4-395

NHCOCH,0CH, (CONH,) —2

4-396

NHCOCH,0CH; (3, 4- (0CH,) )

4-397

NHCOCHZO(6~CF3~pyrimidin-4—
y1)

4-398

NHCOCH,0 (3-Py)

4-399

NHCOCH,CH,CH,COCH,

4-400

NHCO,CH,CF,

4-401

NHCO,C,Fs

4-402

NHCO,CH,CH,F

4-403

NHCO,C (CHy) oCF

4-404

NHCO,CH,CH,CF,

4-405

NHCO,CH,C,F

4-406

NHCO,CH,CH=CH,

4-407

NHCO,CH,CH=CMe,

4-408

NHCO,C (CH,) ,CH=CH,

4-409

NHCO,C (CH,) ,CH=CHCH,

4-410

NHCO,CH,CH=CHC1

4-411

NHCO,CH,CH=CHCF,

4-412

NHC0,CH,CI=CI,
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4-413

NHCO, (1, 1-dimethy1-2-
propynyl)

4-414

NHCO, (2-butynyl)

4-415

NHCO, (1, 1-dimethy1-2-
butynyl)

4-416

NHCO, (1, 1-dimethy1-2-
pentynyl)

4-417

NHCO, (1-propynyl)

4-418

NHCO, (1, 1-dimethy1-3-Todo—
2-pentynyl)

4-419

NHCO, (4, 4, 4-trifluoro—2-
butynyl)

4-420

NHCO, (1, 1-dimethy1-3-
phenyl—-2-pentynyl)

4-421

NHCO,CH,CH,NHCO,Bu—t

4-422

NHCO,CH,CH,NHCO,Et

4-423

NHCOZCHzN (CHzph) (COZBU_t)

4-424

NHCO,CH,NCH,Ph

4-425

NHCO,CH,CH,NCH,Ph

4-426

NHCO,CH,CH,NCH,CgH,C1—4

4-427

NHCOchchzNH:Me

4-428

NHCO,CH,C (CH,) ;N (CH;) ,

4-429

NHCO,CH (CH3) CH,N (CHa) ,

4-430

NHC02CH2C3H5_C

4-431

NHCO,CH (CH,) CaHg—c

4-432

NHC020H2C6H1 17C

4-433

NHCO,CH (CH,) CH,Ph

4-434

NHCO,CH (CHj) Ph

4-435

NHCO,C (CHg) ,Ph

4-436

NHCOZCHZ CGH4CF3_4

4-437

NHC02CHZ C6H4CN_4

4-438

NHCOzCHZ CGH4CN-3

[#269]
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4-439

NHCOZCHQ C6H4C 1 _4

4-440

NHC020H2C6H4C 1 _3

4-44]

NHCO,CH,CgH,0Me—3

4-442

NHCO,CH,CH,0Me—2

4-443

NHCOZCH2C6H4MG_4

4-444

NHC020H2C6H4MG"3

4-445

NHCOZCH2C6H4M9_2

4-446

NHCOch2CGH4302Me_4

4-447

NHC02CH2CGH4SOZMG_3

4-448

NHC02CH2C5H4Ph_4

4-449

NHCOZCH2C6H4Ph_3

4-450

NHCOzCH2C6H4OCH3_4

4-451

NHCO,CH,CoH, (3, 4-
methylenedioxy)

4-452

NHCO,CH,Py—2

4453

NHCO,CH, (6-Me—2-Py)

4-454

NHCOzC (CH3) ZPY_4

4-455

NHCO,CH, (2-thiazolyl)

4-456

NHCO,CH, (2-benzthiazolyl)

4-457

NHCOchz (S_PY)

4-458

NHCO,CH, (4-Py)

4-459

NHCO,CH (CH,) (4-Py)

4-460

NHCO,CH,CH,0Me

4-461

NHCO,CH,CH,0Et

4-462

NHCO,CH,CH,O0Pr—1

4-463

NHCOchchzoBu_i

4-464

NHC02CH2CH20CH2CH20MG

4-465

NHCO,C (CH) ,CH,0CH,

4-466

NHCO,CH (CH,) CH,0CH,

4-467

NHC020H2CH2006H4C 1 —4

4-468

NHCO,CH,0Ph
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FAR BEX)
4-469 [NHCO,CH,0CeH,F-3 - -
4-470 [NHCO,CH,0CeH,0CF;-3 - -
4-471 [NHCO,CH,CH,0CH,Ph - -
4-472 |NHCO,CH,CH,0CH,CH,Ph - -
4-473 [NHCO, (CH,) ,SMe - -
4-474 [NHCO, (CH,) ,SCF, - -
4-475 [NHCO, (CH,) ,SPh - -
4-476 |NHCO, (CH,) ,SOMe - -
4-477 |NHCO, (CH,) ,SOCF, - -
4-478 |NHCO, (CH,) 4SOPh - -
4-479 |NHCO, (CH,) ,SO0,Me - -
4-480 |NHCO, (CH,) ,S0,CF, - -
4-481 |NHCO, (CH,) ,SO,Ph - -
4-482 |NHCO,Ph - =
4-483 |NHCO,CeH,0Me—4 - -

F1~AUTTRENTAE DI, — OB WD AT LT —% ("H—NMR (3
O0OMTHz, CD013))&;t%52\%c:/%%E@‘6&>50
[#71]
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BHFE
No |NMR Data

1-3  [1.24 (s, 9H), 4.01 (s, 3H), 4.37 (br-s, 2H), 5.21 (s, 2H), 6.41 (d, 1H, J
=1.1Hz), 6.63 (d, 1H, J=1.1Hz), 7.34-7.44 (m, 3H), 7.53-7.56 (m, 2H).

1-4 |[1.38 (t, 3H, J = 7.0 Hz), 3.97-4.04 (m, 2H), 4.01 (s, 3H), 4.35 (br-s,
2H), 5.16 (s, 2H), 5.88 (d, 1H, J = 2.0 Hz), 6.20 (d, 1H, J = 2.0 Hz),
7.35-7.44 (m, 3H), 7.52-7.55 (m, 2H).

1-5 [2.19 (s, 3H), 3.96 (s, 3H), 4.29 (br-s, 2H), 5.27 (s, 2H), 6.42 (d, 1H, J
= 8.2 Hz), 7.23-7.26 (m, 1H), 7.34-7.46 (m, 3H), 7.51-7.54 (m, 2H).

1-6  [3.77 (s, 3H), 4.00 (s, 3H), 4.40 (br-s, 2H), 5.16 (s, 2H), 5.89 (s, 1H),
6.21 (s, 1H), 7.34-7.54 (m, 5H)

1-7  |1.19 (¢, 3H), 2.52 (q, 2H), 4.00 (s, 3H), 4.45 (br-s, 2H), 5.19 (s, 2H),
6.29 (s, 1H), 6.47 (s, 1H), 7.34-7.55 (m, 5H)

1-17 [1.33 (s, 9H), 3.85 (s, 3H), 3.99 (s, 3H), 5.20 (s, 2H), 6.54 (d, 1H, J =
2.1 Hz), 7.34-7.53 (m, 5H), 7.82 (d, 1H, J =2.1 Hz), 7.95 (br-s, 1H).

1-71 [1.52 (s, 9H), 2.33 (s, 3H), 3.97 (s, 3H), 5.21 (s, 2H), 6.75 (s, 1H), 7.13
(br-s, 1H), 7.34-7.54 (m, 5H), 7.71 (s, 1H).

1-73 |[1.53 (s, 9H), 3.98 (s, 3H), 5.24 (s, 2H), 5.48 (d, 1M, J = 11.1 Hz), 5.99
(d, 1H, J = 17.7 Hz), 6.65 (dd, 1H, J = 17.7, 11.1 Hz), 6.95 (s, 1H), 7.20
(br-s, 1H), 7.35-7.53 (m, 5H), 7.88 (s, 1IH).

1-76 [1.22 (t, 8H, J = 7.0 Hz), 1.51 (s, 9H), 3.58 (g, 2H, J = 7.0 Hz), 3.78 (4,

: 2H, J = 4.7 Hz), 3.98 (s, 3H), 4.18 (t, 2H, J = 4.7 Hz), 5.17 (s, 2H),
6.52 (d, 1H, J = 2.2 Hz), 7.25 (br—s, 1H), 7.34-7.53 (m, 6H).

1-77 [1.31 (d, 6H, J = 7.8 Hz), 1.51 (s, 9H), 3.98 (s, 3H), 4.66 (hept, 1H, J =
7.8 Hz), 5.17 (s, 2H), 6.42 (d, 1H, J = 1.8 Hz), 7.22 (br-s, 1H), 7.34-
7.53 (m, 6H).

1-78 10.96 (t, 3H, J = 7.2 Hz), 1.41-1.48 (m, 2H), 1.52 (s, 9H), 1.71-1.80 (m,
oH), 3.98 (s, 3H), 4.03 (t, 2H, J = 6.6 Hz), 5.19 (s, 2H), 6.47 (d, 1H, J
= 1,8 Hz), 7.34-7.62 (m, 7H).

1-82 |1.51(s, 9H), 3.00(s, 6H), 3.98(s, 3H), 5.16(s, 2H), 6.15(d, 1H), 7.02(brs,
1H), 7.11(d, 1W), 7.37-7.44(m, 3H), 7.52-7.556(m, 2H)

1-83 |1.49 (s, 9H), 1.52 (s, 9H), 3.30 (s, 3H), 4.01 (s, 3H), 5.21 (s, 2H), 7.12
(d, 1H, J = 1.9 Hz), 7.14 (br-s, 1H), 7.35-7.556 (m, 5H), 7.80 (d, 1H, J =
1.9 Hz).

1-86 |1.51 (s, OH), 3.31 (t, 4H, J = 4.9 Hz), 3.81 (t, 4H, J = 4.9 Hz), 3.99 (s,
3H), 5.17 (s, 2H), 6.30 (d, 14, J = 2.2 Hz), 7.16 (br-s, 1H), 7.32-7.65
(m, 6H).

1-89 [1.53 (s, 9H), 3.87 (s, 3H), 4.03 (s, 3H), 5.70 (s, 2H), 7.34-7.55 (m, 5H),
7.77 (br-s, 1H), 7.93 (d, 1H), 8.21 (d, 1H).

1-90 |1.54 (s, 9H), 3.99 (s, 3H), 5.28 (s, 2H), 7.15 (s, 1H), 7.35-7.51 (m, 6H),
8.18 (s, 1H).
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1-131

0. 95(t, 3H, J=7. 3Hz), 1. 37-1. 44 (m, 2H), 1. 60~

1.70(m, 2H), 3. 99(s, 3H), 4. 16(t, 2H, J=6. THz), 4. 25 (br—

s, 2H), 5. 14 (s, 2H), 6. 18(d, 1H, J=2. OHz), 7. 16(d, 1H, J=2. OHz), 7. 35—
7.47(m, 3H), 7. 51-7. 54 (m, 2H)

1-132

0.95(t, 3H, J=7. 4Hz), 1. 41(tq, 2H, J=7. 6, 7. 4Hz), 1. 51 or
1.55(s, 9H), 1. 66 (tt, 2H, J=7. 6, 6. THz), 4. 03 (s, 3H), 4. 18 (t, 2H, J=6. THz), 5. 20 (s, 2H
), 6. 72(br-s, 1H), 7. 20 (br-s, 1H), 7. 35-7. 54 (m, 5H), 7. 78 (d, 1H, J=1. 8Hz)

1-197

1.23 (t, 3H), 1.24 (d, 6H), 2.90 (septet, 1H), 3.55 {q, 2H), 3.69(t, 2H),
3.99 (s, 3H), 4.34 (t, 2H), 5.23 (s, 2H), 6.82 (s, 1H), 7.35-7.54 (m, 6H),
7.79 (s, 1H).

1-275

1.52(s, 9H), 3. 99(s, 3H), 5. 20(s, 2H), 6. 94(d, 1H, J=1. 6Hz), 7. 20 (br-s, 1H), 7. 35—
7.52(m, 5H), 7. 96 (d, 1H, J=1. 5Hz)

1-278

1.53 (s, 9H), 3.99 (s, 3H), 5.19 (s, 2H), 7.09 (s, 1H), 7.15 (br-s, 1H),
7.36-7.51 (m, B5H), 8.13 (s, 1H)

1-377

4.00 (s, 3H), 5.31 (s, 2H), 7.15 (d, 1H), 7.36-7.51 (m, 6H), 7.80 {(dd,
1H), 8.12 (d, 1H), 8.65 (br—s, 1H).

1-398

in CD;0D 1.34-1.70 (m, 6H), 2.37 (t, 2H), 2.84 (t, 2H), 3.92 (s, 3H), 4.59

(br-s, 2H), 5.21 (s, 2H), 7.02 (d, 1H), 7.29-7.67 (m, 6H), 7.70 (t, 1H),
7.93 (d, 1H)

1-399

2.13 (br-s, 1H), 3.45 (s, 2H), 3.87 (s, 2H), 3.97 (s, 3H), 5.30 (s, 2H),
7.02 (d, 1H), 7.23-7.54 (m, 10H), 7.70 (t, 1H), 8.17 (d, 1H), 9.69 (br-s,
1)

1-400

1.47 (s, 9H), 3.98 (s, 3H), 4.52 (d, 2H), 4.58 (s, 2H), 5.27 (s, 2H), 7.02
(d, 1H), 7.26-7.52 (m, 11H), 7.71 (t, 1H), 8.14 (d, 1H)

1-405

3.95 (s, 3H), 4.64 (s, 3H), 5.30 (s, 3H), 7.01 (d, 1H), 7.02-7.08 (m, 2H),
7.32-7.53 (m, 8H), 7.74 (t, 1H), 8.22 (d, 1H), 8.87 (br-s, 1H).

1-411

4.03 (s, 3H), 4.75 (s, 2H), 5.31 (s, 2H), 7.01 (d, 1H), 7.07 (d, 1H), 7.16
(t, 1H), 7.37-7.67 (m, 7H), 7.34 (t, 1H), 8.17 (d, 1H), 8.86 (s, 1H).

1-415

3.99 (s, 3H), 4.58 (q, 2H, JC-F = 8.3 Hz), 5.72 (s, 2H), 7.01 (d, 1H, J =
7.7 Hz), 7.35-7.52 (m, 6H), 7.72 (dd, 1H, J =8.1, 7.7 Hz), 7.86 (d, 1H, J
= 8.1 Hz).

1-418

1.76 (s, 6H), 3.98 (s, 3H), 5.26 (s, 2H), 6.97 (d, 1H), 7.34-7.52 (m, 6H),
7.68 (t, 1H), 7.80 (d, 1H)

1-420

3.99 (s, 3H), 4.66 (t, 2H), 5.27 (s, 2H), 7.01 (d, 1H), 7.33-3.54 (m, 6H),
7.73 (dd, 1H), 7.86 (d, 1H).

1-421

3.98 (s, 3H), 4.69 (d, 2H, J = 5.7 Hz), 5.26 (s, 2H), 5.27 (d, 1H, J =
10.8 Hz), 5.37 (d, 1H, J = 17.3 Hz), 5.97 (ddt, 1H, 17.3, 10.8, 5.7 Hz),
6.96 (d, 1H, J =17.5Hz), 7.31-7.52 (m, 6H), 7.68 (dd, 1H, J =8.2, 7.5
Hz), 7.89 (d, 1H, 8.2 Hz).
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HOR (BLx)

1-422

1.75 (s, 3H), 1.78 (s, 3H), 3.98 (s, 3H), 4.68 (d, 2H, J = 7.4 Hz), 5.25
(s, 2H), 5.40 (tdd, 1H, J = 7.4, 1.4, 1.3 Hz), 6.95 (d, 1H, J = 7.6 Hz),
7.24 (br, 1H), 7.34-7.53 (m, 5H), 7.67 (dd, 1H, J = 8.4, 7.6 Hz), 7.90 (d,
1H, 8.4 Hz).

1-423

1.59 (s, 6H), 3.97 (s, 3H), 5.13 (d, 1H), 5.23 (d, 1H), 5.25 (s, 2H), 6.15
(dd, 1H), 6.93 (d, 1H), 7.34-7.52 (m, 6H), 7.64 (t, 1H), 7.86 (d, 1H)

1-424

1.33 (d, 3H), 1.74 (d, 6H), 3.97 (s, 3H), 5.18-5.31 (m, 1H), 5.24 (s, 2H),
5.58-5.63 (m, 1H), 6.93 (d, 1H), 7.19 (br-s, 1H), 7.35-7.55 (m, 5H), 7.66
(t,1H), 7.89 (d, 1H)

1-428

1.75 (s, 6H), 2.59 (s, 1H), 3.97 (s, 3H), 5.25 (s, 2H), 6.95 (d, 1H),
7.34~7.52 (m, 6H), 7.64 (t, 1), 7.93 (d, 1H).

1-430

1.71 (s, 6H), 1.86 (s, 3H), 3.97 (s, 3H), 5.25 (s, 2H), 6.94 (d, 1H),
7.34-7.52 (m, 6H), 7.66 (t, 1H), 7.92 (d, 1H)

1-431

1.13 (t, 30), 1.72 (s, 6H), 2.23 (q, 2H), 4.00 (s, 3H), 5.24 (s, 2H), 6.93
(d, 1), 7.21 (br-s, 1H), 7.34 (m, 5H), 7.66 (t, 1H), 7.92 (d, 1H)

1-435

1.84 (s, 6H), 3.97 (s, 3H), 5.25 (s, 2H), 6.94 (d, 1H, J = 7.8 Hz), 7.24-
7.52 (m, 11H), 7.66 (dd, 1H, J=8.1, 7.8 Hz), 7.92 (d, 1H, J = 8.1 Hz).

1-437

1.15 (t, 3H), 2.22 (q, 2H), 3.59 (g, 2H), 3.98 (s, 3H), 4.30 (t, 2H), 5.26
(s, 2H), 5.96 (br-s, 1H), 6.98 (d, 1H), 7.35-7.52 (m, 6H), 7.69 (t, 1H),
7.87 (d, 1H).

1-443

1.10 (s, 6H), 2.32 (s, 6H), 3.98 (s, 3H), 4.10 (s, 2H), 5.25 (s, 2H), 6.95
(d, 1H), 7.34-7.53 (m, 6H), 7.68 (t, 1H), 7.89 (d, 1H)

1-444

1.30 (d, 3H), 2.29 (s, 6H), 2.60 (dd, 1H), 3.98 (s, 3H), 5.05 (tq, 1H),
5.256 (s, 2H), 6.94 (d, 1H), 7.34-7.52 (m, 6H), 7.66 (t, 1H), 7.88 (d, 1H)

1-445

0.30-0.35 (m, 2H), 0.57-0.63 (m, 2H), 1.14-1.24 (m, 1H), 3.98 (s, 3H),
4.02 (d, 2H, J =7.3 Hz), 5.26 (s, 2H), 6.96 (d, 1H, J = 7.1 Hz), 7.28
(br, 1H), 7.35-7.53 (m, 5H), 7.68 (dd, 1H, J = 8.2, 7.1 Hz), 7.89 (d, 1H,
J = 8.2 Hz).

1-446

0.27-0,32 (m, 1H), 0.43-0.59 (m, 3H), 1.01-1,04 (m, 1H), 1.36 (d, 3H),
.98 (s, 3H), 4.33 (g, 1H), 5.26 (s, 2H), 6.94 (d, 1H), 7.32-7.52 (m, 6H),
.67 (¢, 1H), 7.88 (d, 1H)

1-448

30 (d, 3H), 2.82 (dd, 1H), 2.30 (dd, 1H), 3.97 (s, 3H), 5.13 (q, 1H),
25 (s, 2H), 6.94 (d, 1H), 7.21-7.52 (m, 11H), 7.66 (t, 1H), 7.86 (d, 1H)

1-449

.61 (d, 3H), 3.97 (s, 3H), 5.24 (s, 2H), 5.89 (g, 1H), 6.94 (d, 1H),
.31-7.52 (m, 11H), 7.65 (t, 1H), 7.87 (d, 1H)

XIS [ B

1-450

2.04 (s, 6H), 3.97 (s, 3H), 5.25 (s, 2H), 6.91 (d, 1H), 7.23-7.52 (m,
11H), 7.58 (¢, 1H), 7.77 (d, 1H)

1-451

3.97 (s, 3W), 5.25 (s, 2H), 5.27 (s, 2H), 6,97 (d, 1), 7.34-7.71 (m,
11H), 7.88 (d, 1H)

[(3274]
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BOR (Bt)

1-456 [3.81 (s, 3H), 3.97 (s, 3H) , 5.19 (s, 2H), 5.24 (s, 2H), 6.86-6.98 (m,
4H), 7.35-7.52 (m, 7H), 7.68 (m, 1H), 7.90 (d, 1H, J = 8.1 Hz).

1-457 [3.86 (s, 3H), 3.97 (s, 3H) , 5.24 (s, 2H), 5.28 (s, 2H), 6.89-6.98 (m,
3H), 7.30-7.52 (m, 8H), 7.67 (m, 1H), 7.92 (d, 1H, J = 8.4 Hz).

1-465 |3.81 (s, 3H), 3.96 (s, 3H), 5.15 (s, 2H), 5.24 (s, 2H), 6.90 (m, 2H),
6.94 (d, 1H, J = 7.2 Hz), 7.32-7.51 (m, 8H) , 7.67 (m, 1H), 7.90 (d, 2H,
J =8.1Hz).

1-466 [3.97 (s, 3H), 5.11 (s, 2H), 5.24 (s, 2H), 5.97 (s, 2H), 6.78-6.96 (m, 4H),
7.34-7.52(m, 6H), 7.68 (t, 1H), 7.90 (d, 1H)

1-467 [3.98 (s, 3H), 5.26 (s, 2H), 5.34 (s, 2H), 6.97 (d, 1H), 7.23-7.75 (m,
10H), 7.91 (d, 1H), 8.61 (d, 1)

1-470 [3.98 (s, 3H), 5.26 (s, 2H), 5.52 (s, 2H), 6.99 (d, 1H), 7.34-7.52 (m, 7H),
7.70 (¢, 1H), 7.82 (br-s, 1H), 7.92 (d, 1H)

1-471 3.99 (s, 3H), 5.27 (s, 2H), 5.61 (s, 2H), 6.99 (d, 1H), 7.34-7.68 (m, 9H),
7.74 (dd, 1H), 7.91-7.93 (m, 1H), 8.05 (d, 1H).

1-474 [1.60 (d, 3H), 3.98 (s, 3H), 5.26 (s, 2H), 6.97 (d, 1H), 7.28-7.51 (m, &H),
7.67 (t, 1H), 7.84 (d, 1H), 8.60 {(d, 2H)

1-477 11.19 (d, 6H, J = 5.9 Hz), 3.59-3.69 (m, 3H), 3.98 (s, 3H), 4.32 (t, 2H, T

4,8 Hz), 5.26 (s, 2H), 6.96 (d, 1H, J = 7.6 Hz), 7.34-7.53 (m, 6H), 7.68
(dd, 1H, 7 =8.1, 7.6 Hz), 7.89 (d, 1H, J = 8.1 Hz).

1-480 11.52 (s, 6H), 3.41 (s, 3H), 3.56 (s, 2H), 3.97 (s, 3H), 5.25 (s, 2H), 6.93
(d, 1H), 7.35-7.53 (m, 6H), 7.65 (t, 1H), 7.85 (d, 1H).

1-481 [1.31 (d, 3H), 3.39 (s, 3H), 3.47 (d, 2H), 3.98 (s, 3H), 5.09 (tq, 1H),
5.25 (s, 2H), 6.95 (d, 1H), 7.34-7.52 (m, 6H), 7.67 (t, 1H), 7.89 (d, 1H)
1-482 {3.98 (s, 3H), 4.19 (t, 2H, J = 4.7 Hz), 4.53 (t, 2H, J = 4.7 Hz), 5.25 (s,
2H), 6.85 (d, 24, J = 9.0 Hz), 6.97 (d, 1H, J=7.5Hz), 7.24 (d, 2H, J =
9.0 Hz), 7.34-7.52 (m, 6H), 7.69 (dd, 1H, J =8.6, 7.5 Hz), 7.88 (d, 1H,
8.6 Hz).

1-486 [3.73 (t, 2H, J = 4.8 Hz), 3.98 (s, 3H), 4.37 (t, 2H, J = 4.8 Hz), 4.58 (s,
oH), 5.25 (s, 2H), 6.96 (d, 1H, J = 7.5 Hz), 7.29-7.53 (m, 11H), 7.68 (dd,
1H, J = 8.6, 7.5 Hz), 7.88 (d, 1H, J = 8.6 Hz).

1-488 |1.65-1.85 (m, 4H), 2.11 (s, 3H), 2.54 (t, 2H, J = 7.0 Hz), 3.98 (s, 3H),
4,21 (t, 24, J = 6.3 Hz), 5.26 (s, 2H), 6.96 (d, 1H, J = 7.5 Hz), 7.28 (s,
1H), 7.34-7.53 (m, 5H), 7.68 (dd, 1H, J =8.2, 7.5 Hz), 7.89 (d, 1H, J =
8.2 Hz).

1-491 [1.82-1.98 (m, 4H), 2.59 (s, 3H), 2.67-2.83 (m, 2H), 3.98 (s, 3H), 4.24 (t,
24, J =5.8 Hz), 5.26 (s, 2H), 6.96 (d, 1H, J = 7.5 Hz), 7.35-7.53 (m,
6H), 7.69 (dd, 1M, J = 8.4, 7.5 Hz), 7.88 (d, 1H, J = 8.4 Hz).

2-68 [1.53 (s, 6H), 2.42 (s, 3H), 3.89 (s, 3H), 5.18 (s, 2H), 7.33-7.51 (m, 5H),
8.26 (br-s, 1H)

[#75]
FEHE (b))

2-82 [1.55 (s, 9H), 3.97 (s, 3H), 5.32 (s, 2H), 7.35-7.52 (m, 5H), 8.69 (brs,
1H) .

2-94 [1.55 (s, 9H), 3.89 (s, 3H), 5.29 (s, 2H), 7.33-7.49 (m, 10H), 8.67 (br-s,
1H).

2-399 (2.00 (tt, 2H), 2.16 (s, 3H), 2.49 (t, 2H), 2.59 (t, 2H), 3.95 (s, 3H),
5.26 (s, 2H), 6.91 (s, 1H), 7.34-7.52 (m, 5H), 9.25 (br—s, 1H)

[0038] (1) TEINDITIIV AIVAFL LFHERTFOE (LLF., TR &Y &

W) )R RFEPHOFAO SRR EE L B2 L, IREEE (Oomycetes) . F09 (38) B
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A (Ascomycetes) . NE R EH (Deuteromycetes) . ¥ (Basidiomycete
SR T DEIIKT BN R N1E2 A T2, 16> T, AU E A s
DRENE, AESE, 2 B2 B T R REEY OBIFITER LA D8 4 D H
ORGERT, FlALBE, Zhec, HEEE ] SO 3K i e S S K0 45288 T
ED.
[0039]  BxIE,
T A #BBE (Cercospora beticola)
B9 (Aphanomyces cochlioides )
Tt A BB (Mycosphaerella arachidis)
H9R (Mycosphaerella berkeleyi)
Fa)  HEAZIE (Sphaerotheca fuliginea)
25859 (Mycosphaerella melonis)
B %99 (Sclerotinia sclerotiorum)
JK A7 OV (Botrytis cinerea)
HEY5 (Cladosporium cucumerinum)
~ LY (Pseudoperonospora cubensis)
F=h IR 30N (Botrytis cinerea)
TEYOYR (Cladosporium  fulvum)
IR (Phythium aphanidermatum)
¥295% (Phytophthora infestans)
FA IR0 (Botrytis cinerea)
HibJH (Corynespora melongenae)
& A9 (Erysiphe cichoracearum)
AUV SR (Pythium ultimum)
AT IR0 (Botrytis cinerea)
9& A9/ (Sphaerotheca aphanis)
Z=2X  REEWOR (Botrytis  allii)
JK A7 OV (Botrytis cinerea)
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[0040]

A7 B (Sclerotinia sclerotiorum)
JK A7 0% (Botrytis cinerea)

Y.l 9E A2 (Podosphaera leucotricha)
HEYN (Venturia inaequalis)
=174 (Monilinia mali)

ik & A2 (Phyllactinia kakicola)
JRF97 (Gloeosporium  kaki)
£ BE% 35955 (Cercospora kaki)

FE AR KB (Monilinia fructicola)

7 Rv IR0 (Botrytis cinerea)

9 /297 (Uncinula necator)
g 9% (Glomerella cingulata)
~LYF (Plasmopara viticola)

T R (Venturia nashicola)

R EIR (Gymnosporangium asiaticum)
B9 (Alternaria kikuchiana)

T ¥ fEBEdps (Pestalotia theae)

X9 (Colletotrichum theae—sinensis)

B%Y  Z9039 (Elsinoe fawcetti)
22U (Penicillium  italicum)
FEOYR (Penicillium  digitatum)

JK A7 0% (Botrytis cinerea)

A A LE HE AT (Erysiphe graminis f. sp. hordei)
BRLEFESN (Ustilago nuda)

aLF IRHNOVH (Gibberella zeae)

REOYR (Puccinia recondita)
B 5% (Cochliobolus  sativus)

St (Leptosphaeria nodorum)
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HR409% (Pseudocercosporella herpotrichoides)
& A2 (Erysiphe graminis f. sp. tritici)
AL FE IR (Micronectriella nivalis)
180 F R (Pythium iwayamai)
[0041] A% Wi BY5 (Pyricularia oryzae)
#hb9 (Rhizoctonia solani)
JEHEH 9% (Gibberella fujikuroi)
T F iR (Cochliobolus niyabeanus)
AR (Pythiyvm  graminicolum) .
HARX EEBE (Cercospora  kikuchii)
~_ LY (Peronospora manshurica)
229 (Phytophthora sojae).
Ty A% P2 (Phytophthora infestans)
77T RMEMIR = 5595 (Plasmodiophora brassicae)
Z 33 1% (Sclerotinia sclerotiorum)
& A9 (Erysiphe cichoracearum)
Fa2—Uw7 JKEAOYA (Botrytis cinerea)
NN TR BB RLEEZN (Sclerotinia borealis)
PREERS (Pythium aphanidermatum) |
A —F ¥ —R7FA HE 29 (Erysiphe graminis) .
HOBBRICBE AT L2037 TED,
[0042] Tz, AFREL 2 DIFIFEIZB N T, 7 == 7w AR R A AR E LY R
AR T DR FEEEL | ZENDHDIEANON A RZ LT TEY, MEEICH
AR IEANPEENTND, AFEBADLAEWIE, ZISEEAN e LISz o9
DHIRET RIS EN TR E N R E A T DA TH D,
[0043]  BIAIT AZTHFRIIATIEZ RS Vv A - = hOFR (Phytophthora infe
stans) . ¥ XEJ (Pseudoperonospora cubensis) . 7 R 195 (Plasmop
ara viticola) IZxF L ThIESME R & [FIERICAR T LA XA 2 TH D,
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[0044]

[0045]

[0046]

[0047]

[0048]

SHIT, AREE Y RER WA (B 21T, 7V YF T LAT L T VAR )
(I 7R 3% ) R 25 (Pseudoperonospora  cubensis) , 7 K795 (Plas
mopara viticola) {25 L ThES B E RIS EMITA R TH D,

WP ELVREEL T, 7R 2Eh#H (Plasmopara viticola) , VUEHD
~ LI (Pseudoperonospora  cubensis) , /LA T aeh< O # (Phytop
hthora infestans), & ®E WA (Pythium aphanidermatumfth) , 724
B4R B (Aphanomyces cochlloides) %23 LT DINEHN SS9 2 H
DIREFERFTHND,

AFEPUCA WL, KB DRI, DK P& T 20% 1k
HIZHOPGAIEL T AT TES,

AR AE DO PG O P ITTRBETEEEZ R TH0Ob 55,

EOITE AFEIUCA W EBREHOMHE ST IR ASEHZE T, BELIRE, HDHUV
[T IRDOBLBE | BiAI S LT 92288 TED,

2) WA B BR A
AT DO 2L, AR EME AR E L TE AR T DR E L FRATH D

AFEH DOREWIR FBIBRA &L T R 70 2 I 72 WASE B L S W O 2
ThoThEWL, —AKDEIEDEVIGDIERE, RIS | AKFnAlL KAl By, #LAL 7K
TRFA, BRI, 7T TV EORETh o Th I,

AFEAOFEYIR FEBFRAN IV T, BRAZ H RS9 D56 121, B &
O/ SURIREL T, KEW, NE ORI R, Eilet XA, 129, 4
WG RUNTAR, AT 4T TV AFEOGNVERI AR | 2B R —5 | IR
# . CHEOAEN OB EME DI LR TED,

o RO E HETD58100E, rri v F UL RO LS
DM oy, ranFe s LraaF i ) AT VAL LT IR AT LA
IWIRFUR Tova—b T NIV mF L AT IIVAY T TR S
L R, KEERRAIE L THWAZENRTED,

ES1T, AFEHIOMYIREDRANZ B TE, ZHDOANZB W TE —2 0%
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[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

BT REZEHTDIT, HEISU TRIEEEAIZ BT 5285 TED,

WD RETEEAE LT, B, BVAF =T L BN A F L7 2
=T )b RIA R T LB IIL T VR =T R R T L
NIz G = AT L RV AF T F L SMHINLT2 Y Ve 2 o kBB
e AT v RVAFL T LA IILTE N ATFIN T 2= b 2= T L ED AT
R TR AL, RVAF =T LML T VR LT 2 =L e — T L DR
TRT IV TR A B VIR il V3 — LV DR ATV T
WX F T HV L RVIR RS IRV VIR R, V7 = AV R TV L
T IV RV DRV LT VT ERFE G AV T T L — WK< LA RO
WHARERZFETOND,

RIFIR DA BT RRCBRE SRS, W . HL CRIAD SRl L <
0. 5~95H % THY | I ELIF2~T0H % THD,

AFE B ORI F B RA DS AR, LA, 717 7 AAITTHLIGATIE, K TH
EOPR LA TRRBIR D OWITHBIRE L T 952803 TE D, E72, Al -
FIAICH O EIIE, EOEEMMITHATT 57 ETHEHTZLR3TES,

AFEIE W SATATE A DR IR FEBRAN LM TH 0 AR THLZEIEED
ETHARVDN, BFRORL AR - B =AU T 01 F 2R IR
AL THATHZELHEKS,

AFEI S SATATE I ORI FBIBRAN &G L TR TE DR A, B2
Al B =7, i R AR E A O RGBT LR T,

T A
A A S AR | AR P B
WA, FUFL RS v RS wrat s UTA, SRERT R — R A—
ME,

RINOT NF LT A Ty T H | Ty DIV T IV T =R
AHEFEA yansn=L 7 AR%,

A AL IBP, EDDP, NZRAATF )V BTV RA AT /L%,

NRURAIZ = NVA T AT 7 R b AT b XU AR B F TR
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[0055]

[0056]

LB

CHNRFVAINAL AT A Ta IR B rn ) TVA VAR
FIVIRF L TINAN, A HVRF T AT Rz TV TV FIRT AT A b
VIFIR, R rm it

TINT T H A TR AKX TTTR VR,

ARaE NI RA TRV ANRE Y JL YRV AAT L BT /aARaE S NTR
FUAIRE Y BURCAILT | T rEFFR | T TIN U,

TN IENIVUAN TR AR E Y A B AT L Uy L
SBIA; NUT AR NUT R ) —)L B )LE ) —)L a7 Z=)L ~FHa)
S—)b uarta i —u N7 — L a5k )
— )V BV T = 7R NIRYY | TN T )b AT ) TR N —
L TIIA RN =) TNV T T 2 Roahy —u mahy —u A=Y
I NITFENT T a7 TFAR—k mRFv Y — L Ahaty
—/b, TaFtaty— AX I T AF IR BT T LT
PUEMWER RIAFL | TIRNAV S, HAF AL NI (| Hiilk
VERBAR T A

T mTGARRARABIR  RUTAETR, IVAET A BT 2%,

T REN AT E B, AT E T SRV RV T
T,

PNV RADANENT  TNENT AT NI PNT R TFTRIVPNT v
A=Ya s

FOM XTIV VTV T IR TIANT AL, TANEIIVT  TIVT T A
L RE LT R 2R L LAY ARV RIR 7 LT IR
ANTT 2 Ak Uy R R AVE Y v AZ ARV T T =T
AT AT AT T2V TG = FTV gL TR TS
AF N AT T = Bukay TEITAR, NI — v BT IR T/
Fo L U AN, TINT T A T A R =L B a— L=k BREse

A FFT =L TNV T IR VBN T 2 VT RN AR ZILIR T
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[0057]

[0058]

[0059]

[0060]

WT TGV FRIAT AT =TT T IRT Iar s xR =y
NN | NES YV e RN SN

iRy S & ey b

BN OB — A= FRIEWBA, T 2o T A TembuaTdo BAT I 7
WLEYRA ESP, NINFF L, Vo bm—bh VA= IVETFF L TV
IR [ FAAN IRAAY I PUTIVIRA, TR T = — R, EPBP, AF L
INGFTF o AL VAN AT BT VT VT RA AT
EVE T2 T A Ry AT E T A AVTRRA T T 2 B TRA
TRIIONEVIRA DATNERA, TRINRA AT 2 RA, T LT F AR
LRI )IRA EGIURAFE ) IANRA TR AATF IV TIVF A HIVT A
SIV, T AT HIVIRT T HIVIRANT L R TTHIVT 75T A v
7' 7RF AL BPMC, MTMC, MIPC, Z/L UL EUISh—T  =F AT =
YHNT T2 )X IINT I,

L ARARBR A, ~ILAR Y UL AN Y FIOLF AR T 2 S
T TN EVRY TV RIS TR ARY Y VAARN AR TR
AV E VAN s = )N DAV E Sl NV VI 4 N VO =1 S g g )
E Sl NS E VA= VT 4= =1 ) NN =54 NG ) o s N =
VIRIA T IVFRY A,

AU ANTL T RFEDMOFERF] TR Ry a7 )T Rl ~NFH
A N= NN oy VN = N NSNS S = N S ooy /87 S= NN UV A= /57 S = AN
TIuT7ey B)Tak e AN L RV I U Ve TF a7
VCIITVIR AZ ISR =TT L T AV T T AT T
RUANE T R T | QT ) AIT VTR R AT TR VT
IR, AE R B BT R BRI AL A E O 3K

PR BA 7 =T IRA TRAT TP —

=R 7R — b TV T el —h YL TN A BPPS, X
A= ANFTF T IA T 2 T HAR R F T F I ATF A F—, C

PCBS., ThIVRy | TN RATF o VARG F o 7ad 2TV o nF T
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[0061]

[0062]

[0063]
[0064]

[0065]
[0066]

[0067]

VI BENENR TxvaX v A= T EIR BV T T ST A
T Yx o TIVT IV Y L,
R A e R ER A

RV Bl ZILTRVYAS, URVU AL, URVUAT)  TAA, NAASE
T i3]

WA, FERaBIZ T TARIEN 2 SOITFEIC T2, L, AT TIN5
IGRESNDEDTIHRYY,

(HRd 1 5 it f31))
(L)

A—rmaa—2, 6—EIUT VIR EY T 2. 94g(11. 4mmol) E=F )
—/b 20mLOEAWESS CITMEL . 2O ~KEE(LT MDA 0. 27g(6. 8
mmol) 7K 50mL LV FHHRLL 72 K VAR A SRERIZNT T R L72, i R T 1% 1RERIHE
PRL, SHITER T TR A0S L7z, WUE T ORI 2 U7 % Rl a K/l
TF LTI U7z, A2 KUEL 724 KE 2508, KE~IREREZ N2 p
H2. 5&L7z, ZOKIEZNR T /L ThIL , fafn ik Cotidis . oKt~
TR LTHIRU -, WE T THREEZEEL 4—/mm—2, 6 VPP ALR
ViEE 2T 1. 42¢(6. 2mmol, JHEE4%) 21577,

(LHE2)

FE . 4—7un—2, 6 -V VLR VEEE /2T 1. 42g(6. 2mmol)
EWKRT TR T T 12mLERIZT LTI 0. 69g(6. 8mmol) DIRA Y~
VT 2z JURARILT VR 1. 87g(6. 8mmol) 2%, 60°CIZANEL 1RFRH
L7z,

ORISR E ~—7F /—) 0. 93g(12. 6mmol) Z %, 60°CT18HRERH]E
BITHLFE LT, ZO RIS ZATINA Wil =T /LTI U7z, A HE 2 i fn fe i
KTUEHH , BEAKBLR~ 7 R0 L THERL  BE T THREEEZRE AL, bl
Wz VTN AT b0~ N 57 — (BB n—~FH /=T /L =5
S1v,//v)) THRIL, 2— (t—7 My HbR=L) 73 ) —4— 7o al) o fRrs
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[0068]
[0069]

[0070]

[0071]

Jb 1. 00g (8. 3mmol, UINZ54%) 2157,
(LFE3)

2— (t— PRI IINAR=N) T —A—raar’al) gL 1. 00g(3. 3mm
ol) LHE/KTH J—/b 20mLOEAWIT, KFEMAVHZT IV L 0. 38g(10. Om
mol) ZINZ, I N CLTRERIBIER L7, 2O SIS~ ilig %z Nz pH2L Lot
A EE AREMA P, W P ey ) — L B LT % BEfiE TV Tl
L. HEK AR~ 27 30 LTHAR LT, TUE T CHREZ B AL, SNk zs )
AT NHT TN TT ¢ — (RBAE  n—~FH 2 /B L=3,/1(v/v
) THRIL, 2— t— 7 M HNVR=L) T —4— /e —6—ERRF T AF LY
Yy 0. 75g(2. 9mmol, JHES87%) 447z,

2— (=TT ANAR=ZN) T — A=/ —6—bRaF I AF ALY 0.7
4g (2. 9mmol) k¥ 7mmAZ L 20mLOESWIT, EVY - 0. 29g(3. 7mmol)
A, SHITHEALTF A=/ 0. 41g(3. bmmol) Z 4., kL T T3. bIRFfEHEE
U7z, BOSEZE AN %, fafn s K E Nz TpHBEL , ZrmdsL A CHIHL, A
P 2 BRI ~ 7 RS0 TR U T2t IR T Tl B LT, Bo ik
Wa VAT NAT L0757 4— (BB n— % g F =9,/
1(v/v)) THHRIL 2— (t— T FFL BRI T —4— 70 —6— 7R AF
VBV 0. 56g(2. Ommol, JUHET1%) 24572,

(T5)

RN, N— VAT LAV AT IR 5mLE(Z) —(1—AF NV —1H—FT Y —/L—
B—AN) T2V AR ) AHT A 0. 12g(0. 6mmol) DIREWZE KB THHAIL .,
O A~KFETIIT L 0. 03g(60%ik, 0. 75mmol) Z A7z, ZODRK
WAL=, 2— (=7 MU HVR=L) T ) —4—/nn—6—7
AT AT 0. 19g (0. 69mmol) EN, N— U AF LRV AT IR 5mLG
POV A N Z . =BIR T SRR L 72,

PSRRI L 7 = DK 2 7214 | e =T LTI L7, A
e 2 MK B~ 27 % L CHEBR L | JBUE T ORI A B 25 Ui, S o ikiliao )
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