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MERETREENR - X BBETHEENAR - WA R
WA (Cl~C4) JEE B (C2~C5) M EZ (C2~C5) £
ETAEAES A% RB NARMMA (CI1-C4) 4
% (C2-C5) REZPFE 11 2-FREZMRE - 2-2
SHZRE 3 FEE2ARE -3 ZHE 2HRE -
(P BWEREEE) ZRE - (D BHEFERLE) 2
BB (2 WA KEETEE L) ZEE - (300 & W
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ERESARE) 2REFE -
Ry RIRH CI~C3 ZREEREB K & £ 2 K £ 7

CI~C3 X BEFE# X BRBIZIRE -z HSEEB
®EZE

R;y*Re RRHW CI~C3 Y IREEBRERHE > BHRraH
ZiEMH/R CI~C3 T AEFEH - o X - BHKE - flW
FREREFE - ZHEEREFE 1 FEEEHBEFHE
CERNEEREREFE BRESKERKEFES -

Ry RonH] (C1~C3) IEBBME (C1~C3) fr&E Z (
ClI~C3) ERBRMBMEREAEH - 92X - LBZ (C1~C3
) MMEBBEE  SEBEBEE - REBEEE - (C1~C3)
ERREREERE 45X  HBEZ (C1~-C3) > Bl a0

EEEEEZHESE -
Ry~ Rz~ Ry~ Ry RARH (C1~C4) SR EHFME (C1~CS5

) EZ (CI~C4) REREBAELFER - 2% - RBZ
(CI~C4) IEME  MHERE  HREMHE - (CI~C5
) MERAREFE# - X - WEBEZ (CI1~C5) & - 4
FEREFE FEREZE  -ZEBREFHE  BERNER
EFE ZHFEREFEE HMESFERERE - H
EWMEZE -

Ry >R3> Ry Rg RRH C3~C12 Z B 50 & W R B It
BEF 1EADLELECEREN C3~Cl12 2 Ik > B F R &

ERET TS ERERRE - PIUBERRE  BTE - B
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MAESEHHERFINRE PO KRET (&K R - &
MeEBEET) B C1~C3 ZHi#E - R BESBRE - B
kE-BCoE EESBECE R BERBTE - B R
® BCoCEF EFERRTHE -

Ri >R3> Ry>" Ry RRH 3 BEE~7T ERZIMAEKEN
REBRERERS | @B~2 BEEF WMET HARTF
METCHRKE PIUREZLE - ZHERT L E - W
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HNEERF  TLURNEZENARY C1~C4 Z i FE > 7 DI R W
KRB Cl~C4 IR HEEKHE ~ C3~C6 BRI E - B EBEE
- BEE -WME--AEF

Ry Ry RRH 3 BB Z WA B WA R K
# (C1~C8) k& -3 B Bz AW MR B 4

B (C2~C8) & -3 BEH~T EBZCHNANENNRHER
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3F

B (C2~C8) REZIER~TERCINAKNENRER
EBgF | E~2 EBEERF MET HAERTEFEERT
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IRME B - IR E - WHE  SHBTE  MA=mHE -
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HMASKENARKERRERE (C2~C3) BH EES 3 28~7
BERCINAXNENANERLE (C2~C3) KKHE -3 BEBE~7

BN ARBRENRERKE (C2~C3) FH > BB LW
M Wbk 2L BAOEE ~ 2- (2-TO S Bk E ) Z & - 3-H & bk m &
2 RoBER 3 8B~ BEBCHNARIRNENRERLEE (
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e & (C2~C3) It > BB LW 2-BEZHEFH - 2-U G
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E2-(3-NeHKmE) 2EE - FAINARKINARESFT
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FHAB CI~C4 I HEEH - C3~C6 BRI E - B EB
BE - -HEE WE- -fEF -

R R TH& (C1~C3) JxHZ (CI1~C3) REBSEF
H&# -~ o2X > WEBELZ (C1~C3) ft & - & (C1~C3) K &
ZBl o TREIME R RESE -

Ri* Ry RN ARKENARKFERRE (C1~C8) f % -
MAREENAKESRE (C2~C8) B HE - WA RXENREE
H (C2~C8) RECTHMANREEENNAREFE > 1K
ZFERF TLUNMENARHNY CI~C4 ZHE > TUREZETWR
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FEE ME HEF MARNENRKEERE (C1~C8)
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REZ (C2~C8) REWEFER - X - B - fl 0%

i

-21- -
5



201216847
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[#2]

LEYmEE |y X Ar
2 COCH2CF3 S m
3 COCMe3 S ()
4 COCMe(CF3)2 S (1)
5 COCcCI3 S (m
6 CO-pheny! S (n
1 CO-4-chioropheny! S 1]
8 CO-4-methylphenyl S [¢]]
9 CO-cyclohexy! S (1t
10 CO-benzyl S [{D)]
11 CO-3—quinolinyl S (1)
12 CO-3-indolyl S (an)
13 CO-3-pyridyl S (1D
14 CO-2—-pyrazinyl S [{79)
15 CO—6~chloro-3-pyridyl) S (1)
15 CO-6-Cl-3-Py S (i)
16 CO—(5-chloro~2-pyrazinyl) S (I1)
17 CO~(2.6~dichloro-4-pyridyl) s ()
18 CO-2-pyridaziny! S (n
20 CO—(5-bromo-3-pyridyl) 8 (n
21 CO~(4-trifluoromethyl-3—pyridyl) S )
22 CO(5,6~dichloro-3-pyridy)) s (1)
23 CO~(2 6-dichloro-3-pyridyl) S an
24 C0—(2 3,45 6-pentafluorophenyl) S an
28 CONH2 S (m
29 CONHMe S [{)
32 CONHCOPh S (an
34 CONHCHMe2 S (1)
35 CO-4-morpholinyl S (1)
36 CONH-phenyl S (1)
37 CQONH-cyclohexyl S [¢D)
42 COOMe S an
43 COOC3H7-n S [{iD]
44 COOC3H7-i S ()
45 COOCH2CH2CI S [{)
46 COQCH2CH20Me S (In
47 COOCH2-pheny! S [¢1))]
48 CO0-4-chlorophanyl S (1)
49 C0O0-2-chlorophenyl s (1
51 COO-phenyl S an
51 COO-phenyl S [{1})
52 COOQ-~cyclohexy! S (n)
53 COQ0-3-naphtalens S (1)
57 COPh S ()
58 CHO S (N
59 CHO CH2 (¢1))]
61 CHO S ()
62 CHO CH2 (1)
63 CO-2-pyrazinyl CH2 (1)
64 CO—(4-triflucromethyl-3-pyridyl) CH2 (1)
65 CO-2-pyrazinyl NH un
86 CO-4-triflucromethyl-3-pyridyl NH (1))
87 COCH(CF3)2 S [{1})
70 CO-6-norborna~2-enyl S [
hi) CO-(1-adamantyl) S (1)
12 COMe S (I
13 COCH2CI S (1))
74 COCHCI2 S (1)
15 COCH2Br S n
16 COCHF2 S (I
77 COCCIF2 S un
18 COCH20Me S (1)
79 COCH2CN S @)
80 COCH20-phenyl S ()
81 CQOCH2CH20Me S (i
82 COCH2NCS S (in
83 COCH=CH2 S (i
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(&3]

LEVER |v X Ar
84 COGCI=CCI2 S (i)
85 COCH2CH=CHMe S (I
88 COCO2CH2CH3 S [{7)
89 COCH25Me S {an
90 COCH2CH2SMe S (I
93 CO-2-methylcyclopropyl S an
94 CO-1-methylcyclopropyl S (1f)
96 CO-2-furanyt S (1)
100 COCH2-3-pyridyl S (10
104 COCH2-1-imidazolyl S {13
106 CONHOMe S [
107 CONHOEt S [{0]
110 CONHCH2-2-pyridyl S (It
m COO0-4-msthoxyphenyl S a
111 CONHCH2CH20Me S [{}]
113 COOC2H5 S [¢0]
113 COOEt S (Il
114 COOCH2CH2F S [{T}
115 COOCH2CHF2 S
118 COQOCH2CF3 S
1117 COOCH2CCI3 S (Ir)
119 COOCH2CH2SMe S (1)
120 COOCH2CH2SiMe3 S (I
121 COOCH2CH20CH2CF3 S (I
122 COOCH2CH2CH2F S (1)
123 COQCH(CH2F)2 S (I
124 COOCH(Me)CF3 S (I
125 COOGH(CF3)2 S [{D)
128 CODCH2CH=CH S [{1))
127 COQCH2CCI=CCI2 S (If)
128 COO-n-buty! S (I
129 COOCH2CHMe2 S (1)
130 COOCH(Me)CH2CH3 S [{T))
131 COO-t-butyl S [{})
132 COOCH2CH2CH2CH2F S (I
133 COOCH2CH2CH2CF3 S (1)
134 COOCH2CF2CF2CF3 S [{1})
135 COOCH2CH=CMe2 S (In
139 COO-CH2~cyclopropyl S (1)
140 COOCH2-2-oxiranyl S (I
141 COO-cyclobutyl S n
142 CO0-3-oxetanyl s (1)
143 COO-cycopentyl S an
144 COOCH2-3-tetrahydrofuranyl S (1)
145 COOCH2~(2,2-dimethy!-1,3-dioxolan—4-yl) S (1)
147 COOCH2-2-tetrahydropyranyl S {n
148 COO-4-nitropheny} S (1)
149 C00-2-methoxyphenyl S (n
150 COQCH2-3-pyridyl S (1D
151 COOCH2-4-pvridyl S (1)
152 COOCH2~2~furanyl S {n
153 COCH2~3-furanyl S (1)
154 COCH2-2-thienyl S (I
155 COCH2-3-thienyl S (1)
156 GOO-3-pyridyl S [{}]
163 GCOO-phenyl S )
160 COQ-iso-propyl S ()
167 COOCHMe2 CH2 [¢18)
169 COOMe NH [{TY)
170 COOMs N-Me (1)
171 COQCH2C =CH S (11}
173 COOCH2CH2CH=CH?2 - S (1)
174 CO~(2.4,6~trimethylphenyl). 5 an
175 CO-4-biphenyl 3 an
176 COCH2tBu S {an
177 CO-(4-t-butylphenyl) S an
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(4]

femEm |y X Ar
178 CO-2-biphenyi S L)
179 CO-2-naphthyl S {n
180 CO-~3-naphthyl S (1)
181 CO-{2-nitro—3-chlorophenyl) S (m
182 CO-{(2-iodophenyl) S (1)
183 CO-3-quinolinyt $ {11)
184 COCH20Et S [(D)]
‘185 CO-4-fluorophenyl S [€1))
186 CO-cyclopentyl S (1)
187 CO-i-cyclopentenyl s (m
188 CO-3-cyclopentenyl S [{T)
189 CO(CH2)16CH3__ s ()
190 CO-CH2-1-pyrazolyl S (n
191 CO-CH2~(4-oxo~2~thioxothiazolidin—-3-yl) S (I
192 CO-CH2-rodanine S (11)
183 CO-CH2—-(3-methyl-5-oxo-1,2 4-oxadiaz o}—5(4H)-yl) S (1D
194 COO-CH2-1-cyciopentyl S ()
195 CO0~CH2-3-¢cyclopenty} S ()
196 COCH(Br)-t-Bu S {an
197 COCH2tBu S (i)
198 CO-4-t-butylphenyl S (1
198 CO-3-iodophenyl S {ID
200 CO0-4-trifluoromethylpheny S (an)
201 COCH2-cyclohexyl S (1)
202 C0-3 5~dimethylphenyl S (I
203 C0-2,3~-dimethylpheny) S (n
204 COCH(Me)-phenyl S (i
205 COCH(Me)-phenyl S am
206 COOCH2-2—tetrahydrofuranyl S (m
207 COCH2CH20Et S ()
208 COOCH2-3-tetrahydrofuranyl S i
209 CO0-3-thietanyl S (n)
210 CO0O-3-thietanyl S am
211 COO-n-pentyl S (m
212 COOCH2CH2SOO0OMe S (1)
213 CO-2,2~difluorocyclopropyl S )
214 CONMeOMe S ()
215 CONHOCH2CH=CH2 S (Ir)
218 COCH2CH2CF3 S ()
217 COCH2CH2NHCOMe S ()
218 COOCH2CH20Me S am
219 COO0-3-oxetanyl S nn
220 COOCH2C=CMe S (m
221 COC=CMe S ()
222 COCH=CHCH3 S ()
223 COCH2CH=CH2 S [§19]
224 CO0=(2 5-dioxopyrrolidin-1-yl) S ()
225 CONHCH2CO0Et S ()
226 COO0-n-hexyl S (i)
227 COOCH2t-Bu S (I
228 CO0-CH2-Crownether(18-C~6) S ()
229 COCH2-2-furanyl S (1)
230 COCH20COMe S (n
231 COCH2-4-morpholinyl S [§19)
232 COCH2-1-(1,2 4-triazolyl) S (I
233 COCH20NHCOOE S (n
234 C0O-(2-ox0—-2H-pyran-5-y!) S ()
235 COCH2-4-imidazolvyl S (m
236 COCH2~(2 4-dioxothiazolidin-3-yi) S (m)
2317 COCH2—(2 5-dioxoimidazolidin-1-yl) S ()
238 COOMe CH2 (1)
239 COCF3 NH (o)
240 COCF3 S (1)
241 COCF3 S (1
242 CONHCH2-3-pyridyt S n)
243 CONHCH2CH2SMe S )
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[3R5]

LEYER |y X Ar
244 COQ0~-3-methoxyphenyi "~ S (1)
245 COCH=CH-pheny! S (n)
246 COOCH2CH=CH-phenyl S n
247 CO~(2~acetoaminophenyi) S (1
248 CO~(2~acetoaming~3-methyiphenyl) S {an)
249 CO-3—tetrahydrofurany! S (1)
250 COCF3 NH ()
251 COOCH2CH2CH2NO?2 S ()
252 CO-4-idopheny! S ()
253 CO-C(Me)2-0-(4~chlorophenyl) S (an)
254 COOCH2CH2SiMsl _ S (I
255 COOCH2CH2morpholinyl S (1)
256 CO-2-methoxyphenyi S (m)
257 CO-4-methoxyphenyl S (1)
258 CO-3-thienyl s (I
259 CO-2-chloropheny! S (1)
260 CO-2-thienyl S (1)
261 CO-4cyslohexylpheny! S (m
262 CO-2-benzofuranyl S [{7))
263 COC=C-phenyl S (1)
264 CO-3-methoxyphenyl S (1)
265 CO-4-ethylphenyl s (D)
266 CO-4-cyanophenyl S [{1))
267 CO-3-methyiphenyl S (D))
268 CO-2-fluorophenyl S [}
269 CO-3-cyanophenyl S (D))
2170 CO-2-methyiphenyl _ s an
271 CO~(2 3~dihydro-1H-indenyl) s @
272 CO-4-methylsu|fonyl_ghenyl S ()
273 CO-3-chiorophenyl S an
274 COCH2CH(Me)2 S an
275 CO-3-nitropheny! S ()]
276 CO-4--nitrophenyl S )
217 COCH20CH(Me)2 s (an .
278 CO-{3<(12.3 4—tetrahydronaphthalenyl)] [ [{D)
279 CO-CH20-t-Bu S an
280 CO-3-fluorophenyi S (i)
281 CO-1—-phenylcyclopropyl S (n
282 CO-C(Me)2-pheny! S [{1))
283 CO(CHZCHL)—phenVI S [{1))]
284 CO-3-pyrimidinyl S [{D})]
285 COCH2NHCOO-t-Bu S (I
286 CO-2~oxirane S an
287 CO-3-bromophenyl _ S (1
288 CO-3-azetydine S (an
288 CO-2-pyridyl S (1)
290 CO-4-pyridyl S [{1))]
291 CO-5-chioro~2~thisnyl S [¢0))
292 CO-2~fluorophenyl S (1)
293 CO-phenyl NH (1)
294 CO-2-fluorophenyl NH (11}
295 CO-phenyl S 4CF3-3pyr
296 CO-2-fluoropheny S 4CF3-3pyr
297 COO-phenyil S 4CF3-3pyr
298 CO-2-trifluoromethylphenyl S [{T}
299 CO-phenyl S 4 5~-dichloro-3pyr
300 CO-phenyl S 4F-3pyr
301 CO-phenyl S 4CISF dpyr
302 CO-phenyl S 48r-3pyr
303 COOCH2CH2C=CH S [{1H]
304 COCH2CH2~-2-methoxyphenyl S [{T})
305 COCH2CH2-2-methoxypheny) S [4119)
306 COOCH2CH2CH2C=CH S [{1))
307 COOCH2CH2CH2CH2C =CH S ()
308 COCH2CH2C=CH S ()
309 COCH2CH2CH2C=CH S [§1)]
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vt |y X Ar

310 COOCH2CH2CH2CH2CH=CH2 S [{T}]
31 CQOCH2CH2CH2CH2CH=CH2 S [§113]
317 COCH2CH2CH2CH2C =CH . S (1)
313 COCH2CH2CH2CH2C =CH S (1)
314 COOCH2CH2CH2CH=CH2 S (1)
315 COOCH2CH2CH2CH=CH2 S (nn
316 COCH2CH2CH2CH2CH=CH2 S [{1})]
317 COCH2CH2CH2CH2CH=CH2 S (1)
318 CQCH2CH2CH2CH=CH2 S )
319 COCH2CH2CH2CH=CH2 S [§11))]
320 COCH2CH2CH=CH2 S [(D)]
321 COCH2CHZCH=CH2 s (m
322 COOCHCH3CF3 S [{I1]
323 COCH=CH~-(3-thienyl) S [€)
324 COCH=CH-(4-(2—thienyl)-2-thisnyl) S (0
325 COOCH2CH=CH~{3-thieny!) S [{%)
3268 COCH2~(2-tetrahydrofuranyl) S (mn
321 COCH=CH-(2~furanyl) S (m
328 COCH2CH2-(2-thieny!) S [{)
329 COOCH2CH2-(2-tetrahydrofuranyt) S ()]
330 COOCH2CH2CH2~(2-thienyl) s (D)
331 COCH=CH-(2-thienyl) S m
332 COCH2CH2-(2~furanyl) S (m
333 (COCH2CH2CF3 S (1)
334 COCH2CH2CH20CH3 S [{)
335 COCH2~{3—tatrahydrofuranyl) S (1))
336 COCH2CH2-(2-tetrahydrofuranyl) S (m
337 COOGH2CH2CH2—(2—furanyl) s ()
338 CO OCHZCHZ-SS-‘tetrahz drofuranyl) S (n
339 COCH=CH~(3~furanyl) S [{D)
340 COO-CH2CH2CH2~«2-tetrahydrofuranyl) S [€D))
341 CO-CH2CH2-(3~furanyl) S (1)
342 COOCH2CH2CH2CF3 S (n
343 COCH2CH2-(4-methoxyphenyl) S [{D)
344 COOCH2CH2CH20CH3 S [{0)
345 COCH2CH2~(3,5-dimethoxyphenyl) s (1)
346 COOCH2CH2CH2CH20CH3 S [(D)
347 COOCH2~{3-methoxyphenyl) S [{D)
348 COOCH2CH2-(3-methoxyphenyl) S (I
349 'COOCH2CH2CH2—(3-furanyl) s m
350 COCH2CH2~(3-tetrahydrofuranyl) S ()
351 COO~-CH2CH2CH2~(3-tetrahydrofuranyl) S ()
352 COOCH2CH2-(2-thienyl) s (@
353 (COCH2CH2CH2—(2,3-dihydrobenzo[b]{1.4]dioxin-8-yl) S [(]
354 COOCH2CH2-{3-thienyl) S (mn
355 GOCH2CH2-(b_c_pzo[d][1 3]dioxol-5-y) S [(D)
356 COOCH2CH2CF3 S (1
357 'COCH2CH2-(2,3-dihydrobenzo[b}{ 1,4]dioxin-6-yI) S (1)
358 COCH2CH2-(3-methoxypheny!) S . (V)]
358 COOCH2CH2-(2-furanyl) S (m
360 COOCH2CH2—(3~furanyl) s (D)
361 COCH2Br S (n)
362 COCH21 S an
363 COCHF2 S (m
364 COCF2Ct S (11)
365 COCCI3 S (i
366 COOCH2~(2-thienyl) s (m
367 COOCH2=(3-thienyl) S [{1))
368 COCF3 NMe (1)
369 COCF3 S 3-tetrahydrofuranyl
370 COCF3 NMe [{1]
371 CO—6~Cl-3-pyridyl) S ()
372 COCH=CHCF3 S (11)
373 COOCH2CH2CN S {n
374 COCH20CH2C=CH S (n
375 COCH2CH=CH~{2-furanyi) S ()

-32-

\\



201216847

&7
LEMER |y X Ar
376 COCH2CH=CH~(2-thienyl) S m
377 COCH2CH=CH~(3~furanyl) S (1)
378 COCH2CH=CH~{(3~thienyl) S [iD)
379 COCH2CH2-{3-thisnyl) S (1)
380 COCH2CH2CH=CH-(2-furanyl) S (i)
381 COCH2CH2CH=CH~(2—thienyl) S {m)
382 COCH2CH2CH=CH~(3-furanyl) S (I
383 COGH2CH2CH=CH—(3-thienyl) S (I
384 COCH2CH2CH2~2-furanyl) s i)
385 COCH2CH2CH2-{2-methoxyphenyl) S {n
388 COCH2CH2CH2~2-tetrahydrofuranyi) S (I
387 COCH2CH2CH2(2-thienyl} S [{0))
388 COCH2CH2CH2~«(3-Furanyl) S [{D)
389 COCH2CH2CH2+{3-methoxyphenyl) S (1)
390 COCH2CH2CH2~(3—tetrahydrofuranyl) S [{17)
391 COCH2CH2CH2-(3thieny!) S (I
392 COCH2CH2CH2CF3 S 1D
393 COCH2CH2CH2CH2—~(2—furanyl) S [{11)
394 COCH2CH2CH2CH2~(2—tetrahydrofuranyl) S 1)
395 COCH2CH2CH2CH2~{2-thienyl) S )
398 COCH2CH2CH2CH2—(3~furanyl) S 1)
387 COCH2CH2CH2CH2~(3~tetrahydrofuranyl) S (1)
398 COCH2CH2CH2CH2 (3~ thieny!) S (I
399 COCH2CH2CH2CH2CF3 S (m
400 COCH2CH2CH2CH2CH20Me s (m
401 COCH2CH2CH2CH20Me s (I
402 COOCH2CH2CH=CH~(2—furany1) S [0
403 COOCH2CH2CH=CH-{2-thienyl) s an
404 COOCH2CH2CH=CH—(3—~furanyl) s (m
405 COOCH2CH2CH=CH-(3-thisnyl) S ()
406 COOCH2CH2CH2-(3—thienyl) S (m
407 COOCH2CH2CH2CH=CH~(2furanyl) S (I
408 COOCH2CH2CH2CH=CH—{2-thisnyl) s ()
409 COOCH2CH2CH2CH=CH~ 3~furanyl) S (m
410 COOCHZCH2CH2CH=CH~(3-thienyl) S ()
411 COOCH2CH2CH2CH2-(2-furanyl) S [(0)
412 COOCH2CH2CH2CH2-(2-tetrahydrofuranyl) S ()
413 COOCH2CH2CH2CH2~(2—thienyl) S (i
414 COOCH2CH2CH2CH2-(G~furanyl) S (In
415 COOCH2CH2CH2CH2-(3~tetrahydrofuranyl) S (In)
416 COOCH2CH2CH2CH2—(3-thienyl) S (m)
417 COOCH2CH2CH2CH2CF3 S (m
418 COOCH2CH2CH2CH2CH2~(2~furanyl) S ()
419 COOCH2CH2CH2CH2CH2~(2~tetrahydrofuranyl) S il
420 COOCH2CH2CH2CH2CH2—{2—thienyl) S [13
421 COOCH2CH2CH2CH2CH2~3~furanyl) S i)
422 COOCH2CH2CH2CH2CH2~(3~telrahydrofuranyl) S (m
423 COOCH2CH2CH2CH2CH2~(3~thienyl) S (I
424 COOCH2CH2CH2CH2CH2CF3 S ()
425 COOCH2CH2CH2CH2CH2CH20Me S ()
26 COOCH2CH2CH2CH2CH20Me S (I
27 COCH20CH2CH2CF3 S (m)
28 COCH20CH2CH2C =CH S (m
429 COCH20CH2CH2CH2CF3 S ()
430 COCH20CH2~(2-furanyl) S (m)
431 COCH20CH2~(3~furanyl) S (m)
432 C O~(4-ethynylphenyl) S ()
433 CO-CH20CH2CH2CH=CH2 S (m
434 CO-CH20CH2CH=CH2 S (I
435 COOCH2CH2CH2-(2-methoxyphenyl) S (m
436 CO-CH20CH2~(2~tetrahydrofuranyl) S [410)
437 CO-CH20CH2~(3-tetrahydrofuranyl) S (I
438 CO-CHZOCHZ-(Zﬂhiggyl) S (]}
439 CO-CH20CH2-(3-thienyl) S [iD)
440 CO-CH2QCH2-phenyl S (n
441 CO-CH20CH2-(2-fluarophenyl) S [())

-33-



201216847

[5%8]
HEVER |Y X Ar
442 CO-CH20CH2-(3-fluorophenyl) S (1)
443 CO-CH20CH2-(2-methoxypheny!) S (I
444 CO-CH20CH2-(3~-methoxyphenyl) S (In)
445 CO-CH20CH2-(2~triflueromethoxyphenyl) S (m
448 CO-CH2CH2-(2-fluorophenyt S (1)
447 CO-CH2CH2-(3-fluorophenyl S (m

X (la) BB ROETHOATMANMAEE (C2~C4
) BEMMAREFE WEEERTF - UL E RN A W
Cl-Ca Z il % » TLHMEMMAA CI~C4 f % & 3 - C3~C6
TEREE FEMBE FAE ME RED > HE
MmN ARET —#£B-0-(CH2)n-0- (£t n £ 1
% 2) - MENREHE DEEETF - TLEEDR®
Cl-C4 Zf % » WL EEMAM Cl-C4 5 & & % 5 2 M
MR BEMBBEN AN MAET —£S-0-(CH2)n-0- (
E B 1 W 2) - FESEEE &R B K
BT — # B -0-(CH2)n-0- (ZE kb n B 1 3 2)

TE AR RIERE 3 BE~7 RBZ TR R %A
B (C2~C3) MEMNNARKEFE  WHXETF - 7 LU
MEDMNAE Cl-Ce 2% TLREMME Cl~Cs & &
GH - C3-Co v HMMME  FEMBE  FEE - WL -
T

TMAR RUEFROMAREMAERE (C2-C3) K
UMM AREFT  WEERT  TUEEDAREG Cl~Ca
TEE . THUEEMMAE CI~C4 HEHL - C3-C6 2 B
B PEBEBE FAE BE RES

TR R RE R DR KM A (CI~C4) It & &
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FENNAETH  UEKXERETF > C3~C6 2BMRRE - X
HE -J3RB-TERMHEERRE DNRARNENRERS » &
ERNRET 3BB~TEBMERKE HBSE ¥ H
HHENRRT > TURMEWNAN CI~C4 ZkE > TUK
AWK Cl1~C4 te B & % - C3~C6 ZBMRME - B ERB
M- F&EE - -BE SKREFNAR - HEMEBENRNHI
REA-BFB-0-(CH2)n-0- (£ n B 1 H 2) - % Bk
EHEgRNA - X RETHESRNR -

AR RORRHE A RERAREE (C2~C4) ki
ENMAESTEH UREFERTF  TURERNRH Cl1~C4
ZHE S TLUREFRNARY Cl~C4 I HEH - C3~C6 ¥ B
Mt  FEHEBEE FEE ME 2% HESE
REF > TURNFRARNY CI1~C4 T & » 7 UK E WA
H Cl~C4 i EHE - HEHEEBERRNARAWRNRET — £ 8 -
O-(CH2)n-O0- ( fF It n £ 1 8 2)

AR RORTRE 3 BE~7 BB Z WA K E WA #®
R E (C2~C3) REMWMAREFE > WEERF - T U
MR Cl~C4 Ze £ > AURENAREY Cl~C4 &
A&  C~COENRKIKE HEBER FEE BE-
AEFE -

AR RIPERRAWMAKENARER (C2~C3) k
ENBMAESTH  URERF  TURERRHB Cl~C4
ZhEE S ATLURFWMABL C1~C4 frHHHE - C3~C6 T B
M E - FEBHBEE HFEE  BE SEF% -
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X (la) IRrZHEWERELAESHN T E > AR R
(1) RAKX (1) FIRZHERE  XBRETFT YR
COR;’ >~ 8 COzRy’ =

Y COR/’ZH & » RVBEIARFHE (C2~-C4) k&
3 ER~T EEWENNRERKE (C2~C3) KE - ENMA

=i
BB (C2~C3) ft&E - MAKXEDMMAR (C1-C4) ft & E H
2=

Y'H CORe’Z H & " RV BB AKEDMARKEERE (
C2~C4) & -3 BER~7T BEEMWENNRNERIIKE (C2-C3
) IRE - ERAER (C2~C3) K & -

X (la) iRcZtkEWTEEESO T E >

Ar B (I1) X (1) IR HERE > XBHK
F r Y’ COR,’ - & CO;Ry’ «

Y B COR/'ZBE "RI'BFEEZE (MR - FER
#I~2BEZCFEEDNARE  HEEFERNAONKET —
B -0-(CH2)n-0- (£ n B 1 8 2) ) ~ W&EKME (
C2~C3) ft & -~ Bkm & (C2~C3) & - ®mlp E ( C2~C3
) EE K EERESEFE - RF (Cl-4) K&K
2= B E

Y'B COR’Z H{ & » R’ B 8 MR FH (
C2~C4) i & (W FAWNACWMAETH  AERE
F oAU ENARY CI1~C4 ZhEzE > TURNZEDNARY
Cl~C4 IEEHE > BEEHEBBENARANINARET —ERE-0-
(CH2)n-0- (# k n B 1 8 2) ) -3 BEE~7 BER N EN
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RERKE (C2~C3) fTHE - ENARERE (C2~C3) &

ABHULAEHELYBRABENLER (1) Frz
& T E AR 2010-001922 A% ( H A LM 3)
WA

HAA BRI ASEY S RB DY EERERFE
M (PIMEWES  BEG RS - BN EE - %
UES - ERAE - EWHE  FRODS  WEME - E
foIft b - E BRI - % AR EBE ® ( xodes nipponensis)
M EE  EHAFEES  2BEE  EREE - A
FREE - FHAEE  BERER ) - WAGE (6
MW M) c EESE (PAMEES BEES)
CBEE (ANEEHB)  FAE (BIUSES BHE
) EFHE (FImBEFRE) c HEAEE REYEE
(BIan g Hm - FERDE) - SHE (P A0 EH - 4
BEWH)  BEE (FNBE - AE) BFE (HOM
A BED) BREE (AUERE HE BE Ea B
) CBE (FIWAE BAS)  EHE RASE - #&
B AN RAN FEANE RTIAFRS  BEBSBHY
EEMOBBEE BB FLEADVUSALABOBE - EA
ARPLAHELYBRANELEES  TRRES BB
tA HEARES REZXEASE > OKE (Hl0H
B MEER) - WEHE (BBRE - KMEE
B c FSE (PR - EBE (BMEE -
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W - B E - R BRE)  WE EBEEH E#HEBER
#H(PIMBAXSER KBEBEH TERREREERHE
) ERENEHERDY (FAUBRKRE  w®EE - € H&)
+YWERS (PINMBEFRHZL) - FREEMEZHY (HW
RENMH - WEN - BREE)  HHKRBENEHEZH® (FlUE
HERk)  WBAERA (WP TH)  BRBEERDH
m(plamEka)  =2REHEH (FIABEAEIE) - BEA
BEE&H (FIUNERE) HaAaBEBRK (HAUER - XK -
ARE  HRE KF - rEsS JHEHZ BEHH A
HmRERXY BPEEREHR (FIUERE - KBHEH) - RBRIBHE
-HBEERS (flXxe®k - HRBRo&k  RHALE®E)
MEHB (flAIMBRA) F -
ABHACEELEYEERERAKLERX (1) FRZ2kSE
M P REMFERKAR -
ABEHZEELEYHRABRAKEZERX (1) FARZEE
Mo FAERHEEBERAENEERAR -
AEAMERE TR orEHE  EHRZKE K&
ME e FAEHEEE  28E - EA4KRBABDESE -
EREE TB2AO0KHLIE(FIER®ELE  PEL-
Bt BEBLE) AREEELALY  WH WE - H
By (DWEKE - A%x WM~ Bk - REHS - K
EEAUWE) EMBRIENRY - Eip - 2L - R
CBRELZBERREY REEFHESFSORREY B
mEkswaEY (AHAH  BHE BREN BREHEBDF)
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mEmEE TEAOUEE (FE Z2E EFE K
LB -WAZIE “WN-E =ZA_EBE BWHw%)  ®WE
(WEH - BEZEWME) - FERRE (FEB - % - H
AZHRE-ZEFE - -BEEE)  BHERE (RER
I on-Ch ROk B BHE)  BRE(ZZZE
HZER “_Z-_EBEERER —_ERNER 28 -
Tk NEKME)  BE (RBERNE 282 E -
LBTE ZEETERYTE WOABERE W_BIZIE

EBES)  HE(ZERE EETES) HrBEKE (
HREFERKR —"—HFEZEEKE N-FEREBEFAE) - K%
CtRE(ZE&PKR Z82ZKE NELBEE) - KT W -
MEMFBEYHE  —_FEDSHR WEH SBREHER
- HEEER - KE -

REREE  WHEGM LPG ZFHK - & - HEEKE -
“HERSE -

BRTAL 28 BESZIAGEEE - S8BT
BRUNRERBREE KE (FE) BBBEE - RE&E4LH
eERE (FE) BRE - TEBEE AEXERBBE -

ET RN ERBE MR BB > WG %R R RS
X M BE RZ2-E HEBRBZS -

L FAEEER - SHE  RBHBERELE
NEEEBEXEAER -

ABHCHEELEYE RBE T UA®A ~ k&8 - LA -

|l

-39.-



201216847

BB - BRI KB - WA EE (spot-on Bl - pour-on Bl )
B HR  ERME  RWEE - EB - BEAA - AR
BB BEB - MR - EHE  EM  AEE - %%
Bl MM ISR MEE - BEB S5 LR LRE K

EBACEELMERBEH YT &SR 0GR
B o LUV B - SLB - WA (spot-on Bl - pour-on Bl )
O HE C BRNE - REBE - A - ERH - EH
BB BER - BER - EHBE - ER - AWE - %%
Moo HE WM BEW  BEBSBSE - WH - K
f ¥ B (spot-on Bl - pour-on Bl ) ¥ 3 & -

EHB D E—SAAEE —RLLE - AME R
S8 BEE - BELE  FELE  RESR - HHEEZ
WEEBHES £— 5 FIBE—HR2EBRAE - @
Rt Al BRESHATEERE  THAMEE - K
Gl ERE (FE) BRE RELHZEREIARE
RE RECHZEEDGE SHEE FEFEBE®
B HHE TEANMES - BE - SHE - AHEE
GhEw BE ARAEMHEBATE-BE - BEA T
BEMHE  RZ-ES - BELE TBHAOBES
AR REREBEE FRHABES RTLH o T84
MM R E A (BHT - BHA ) - BAMELE (=%
%) HRBAREGLES  GFEH > 086 M8%E
PHMEE SETMIE SEFTRAE SEPMTE®
% PMBGE REEESE - AMBE - REHMEELE
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T HEHEBRNMEAAGER - EMATSEEFN OB Z
AR EEEVERBA AP ERRSZ & B BB B
BER I-TSEE % -

WAk % Bl ( spot-on B - pour-on Bl ) B T K 2
ARERIRABRMREIBRBES  PIABEE - WEER
FREVERE WIBZEFBRESREE HHEYwmE-
KEBMR BB A CEELERNMBKKRESR - &
B~ REFRIERHAB -

SR - BERE - HEAB - MHE - BER - BERTE
HEABAZCERRSBEBE >R /IS > BRY - LES
MERES  HNELEMABHEERFASE  FMEHBEB -
REREBERSHE M  HFhERE BESEBR E
FER B ETIT & - KRB - EBH - BH  BERBEKAE -
ARRACHEETLEYBRBEFTHNERRSDZ A EEE U
0.1~50 E E %R &8 -

HEEHBHAER TH FTEUREEARWAY
EREFFASERERMYE  PIONEXAREMNBRSE R
AR BEERTERE  TWEFAORBSFE > 0 H®HE -
ZEEBYE AEIREABRA_EBEZELBST4E Y
FZBE O N-HEMBKER HHOHBEFEREBRER - £5
RCEEEYVIRBAFTHNERRSIZEREE T HBEE U
0.01-10 EE %R & & -

HHEILBAEMERCESE TR WEESMERE (
NBRBEEE)  Sh¥FERE EREFE - BV E
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BB mwE - WEG - k% E—% 0 LB - ERB
CHELE BN BB EABRREBSRELETS
HOEBNMAS A - LB o T2 A0S B B L B R R AT
CRELMZERER BEFRREALHZES - A% Y
CHELEYHRAGTHERRS CEBELE B EE U
0.5- 70 E E %E & 3& -

ANMERACRE  TE2ANEACZIBERRESY
CREETHRES  CERSEHN RELETHRME=F
BMESE CoMEE BEERSTER - - AXEHIES
AEHR S B U RE - R MmER ST R
BoEMATEERERYE  RESSBREURDYAEE
B RAGATEE -

BEEBACRE TRANRY BHUEANEFEIY
B(NER IABDSED ITARD  EHEBDER
B RS EEE BESHEE H®B BEEEH 4
MENSALZEN EHY  ADSHUNEDEX SEBEH
Z) 5 - ABACEELEYNRBCEARRIZSRES
B BB H LL 0.0001-90 E BE %l & & -

ABHEEEMB R B TERE O KT H K HEHE A
BYLEA REAEBUIBENZERSS  HEE
BWHEBBA T4 BHEFETESEUHR -

ARPCHEEYBRBBETEEER  EERTE
K- R B WERER GEE & #ATEeH
iR R RS |
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(&M 7G5 R ]
[& 1 B ]

UDTR2HEKEAFARHAEBRYE > BEABFHITENI
FXZHEBH -

(& B 6]
SHB 1 LB WIESE 345

{1t 7]
™\ o~
N S
D
Cl N N o/
0]

#% LI Journal of Medicinal Chemistry 42 ( 12) ,2227,
(1999) MM A EE KB 3- (2-8-5-Mhog & F &) -2-
o EEMIE 114mg ( 0.50mmol) ~ 1-Z F -3- (3-Z B &
M E W E ) B — B 5 B @ B % ( EDC-HC!) 96mg (
0.50mmol ) ~ 4-— BB % f % W g ( DMAP ) 65mg (
0.53mmol) HRE K ZEHELK 3ml- IA 3-(3,5-Z F &
EXHE) AE 105mg ( 0.50mmol) - 7 % & # T — B 8 &
- KEZRER FEREBRUL_SFEHRE > KFL 1%
NaOH aq. -~ 1% HCI aq.%t 8 % - L& /K Bi BR 836 17 & &
BEER  WHEUSBAEBENK (0.5Smm iR 2 K - T
e r ZBRZE=1:1 217 2 REM) EABEmMEBIEN
oo WE 134mg (XK 63%)
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BB 2 LEYMRH 309

[1k8]
[\
cI N NM
o)

B S5-CRE 15mg ( 0.13mmol) & R Kk Z & F f
3ml RFEHM 3- (2-&-5-Mb g & B & ) -2-51 i 2 B W
30mg ( 0.13mmol ) +~ EDC-HCl 29mg ( 0.15mmol )
DMAP 20mg ( 0.16mmol) - FEZW|WETT 1 /IHRHE K
ExRE% EREBU_E@FRHER > KFLL 1% NaOH
aq.~ 1% HCl aq. 3t B % » UE KR BREETLER  #EH
Bl - MELDLSBAEBENIR (0.5mm iR 1 -~ Z8& Z B
100%(¢fTRE) ETHEMEBEENY - KE 16mg (I

R 40%)

BB 3 LA WREB 340

[{e9]
N NYS o
I I
(0]

W3- (UEKEm-2-%) AE-1-B 104mg ( 0.80mmol
) BREKXKZEHF K 1oml KFHM=ZZEFK 13241

96mg,0.96mmol) ~ B HE 4-FBE XE 190mg ( 0.80mmol
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) EEREFT 1IIEER REZE#% FRE®RLL-
RHE MR Ll 1% HCl aq .28 % » DB KRB ESHE -
ETHEBRSE DAV BBERBRE (Shk ' 28
ZHEE=1:4) ETHNBEE 4-WMEFXEHE 3-(0E&-KMH-2-
HE) REWBE S4mg ( WK 34%)

Sk 3-(2-&-5-MbmE & B &) -2-T BF 5 g
28mg (0.12mmol) BWHN MK Z B "ml - & F i A ATt
HWAEBEY 4-BEFEE 3- (HEK®-2-%) "&£ BB
BE 36mg ( 0.12mmol) - B E $F 20mg ( 0.14mmol) - 7
60CETT 6 NHHEH® KETER FEIBAYWUWELE
THHBRERMEBE  FRRBREBEEBER  BPRZBZEB
Bl 1% NaOH aq.,1% HCI aq. ¥ ¥ - Ll £ K W B 8 & 12
BRBMBRERE LS BMH TLCHK (0.5mml fF - T @ Z B
ZE=1:3 ETRMA)) ETRENMBIENY - K&
l6mg ( W & 35%)

BRI 4 LB YR 346

[{t10])
Is
oy
ol N7 N\ﬂ/ o~
o)

# 4-FE ET H-1-8 92mg ( 0.88mmol) & I & /k =
B H K 1.0ml> IDA=ZHER 12241 (89mg,0.88mmol)

E 0OCETT 30 s EER - ﬁ’\\,ﬁéEP R FER 4-HERE
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B 161mg ( 0.80mmol) MR EAKZ&K B K 2ml BRMA > &
EHRET | BE®R  XEXTER HEXEBEAK 25ml
 LLRMBGETT 3 REW - EEBBELUERM/NEFIT KET 2
R-LDBEMAEBEKET 1 REPR > LLEKGERKEZ B
MEBBMBE 4-FERETE 4-HEFEWBKBKRE 188mg
(B 79%)

FEHIN 4-FERETE 4 WEEXEHKRKE 148mg (
0.50mmol) WHNEKZEME "Tml > KFMA 3-(2-&-5-
Mo £ A E ) -2-FFE R E M YWHE 114mg ( 0.50mmol) -~ B
B #f 80mg ( 0.58mmol) - £ SOC#ETT 14 K - EE R
ET IO SNKER  NEZTER SFRE®BREA 30ml K -
L ZBZEET 2 REWN - RZBERZEBLUK  BME
BAkE 1 REPR  UEBEKXKKERMEZHR  BREBEBRHERS Z
oY 222mg - #H Ut l163mg Do B AHABERERE MK (
0.25mm g 2 F ~Cf : ZBZBEE=1:1ETREK) B Y
BEEHMNY 102mg ( W R 78%)

BB S fbE W 257

(11 1]
N/—_\S oM
e
J X
Cl N N
(0]

B 3-(2-8B]-5-WhwEHEHFHE) -2-THFEEBIE 100mg
(0.44mmol) AR EKZERE 10ml KFHMNM=2 &K
-46 -
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87 1 1 ( 61lmg,0.57mmol ) ~ 4-HF E E X HF B E K LY
82mg ( 0.48mmol) » EFE B ET — KB - L ERE %
CHZBBEREREE O MAFBAULRFH - BI&&
DREERXT>GRHKE FZRMEIHNENY - WE 112mg (K
K T71%)

BB 6 kEWHE;E 215

[{k1 2]
/_\ 4
O s
Cl i N\n/ oN\F
(0]

B 3-(C2-®&-5-WhnE P E) -2-GFRE®EMBIE 486mg
(2.0mmol) BMMNZEERE 15ml> MA=ZZEE 260mg (
2.5mmol) - AP M 4-WEEXE 406mg (2.0mmol) ¥
RZEBEH Sml BEKGSTHET > ET 10 N0 BEFRK

REXE®  HEZEBEBREME > MA 1% HCI aq. 8 Z
MZB BRHNBINES  WRMEFL 1% HCI aq. ~ K -
AR /NERITAK ~ K% > UEAEBSEERGEZB Z 5K
BE > MABRBASGSAL  BEHRNEEMAENERE— > M

2 (Z) 4-WBEFE 3-( (6-8WE-3-%) B &) B
e -2-E B R FERE - WE 624mg (X 82%)

UM FERSEN (Z) -4-BEFE 3-( (6-
ML oE-3-%F ) HE) BEME-2-GHHEKEHABE 395mg (
Immol) 8 Z B 8 164mg ( 2.0mmol) BN Z B 20ml -

-47 -
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BEKS THEHBREHE O-FMRNEREBRERBUZEREB
RERET o BT 3/ARMBAER - KEXTE®K > EEFH R
BEE HREBEANRZIZBZIERI 1% HCl aq. ~ Kk ~ 8
INERFT K ~ KEB®R > UEKTERSERR  BEBRBRS
T BZWEE - W& 203mg ( LK 65%)

AERE 7 LS W 230

[1t1 3]
/_\
Y 0
cl \H/\QJ\

F 3-(2-&-S-MEeEHFE) -2-if lgEHEMWIE 400mg
(1.76mmol) MR MEKZEHE 20ml > DA =Z £ & 2904
1 (211lmmol » 2.11mg) » HKH TMARZBERALY
152 41 (1.76mmol ~ 354mg) » EEZRET —HRBH - K
EET2E2% ERERBEEBRME BHRBEERZ_&G&F Kk U
1% NaOH aq. 1% HCl aq.3t B & - DL /KBl B & # 17T %
B-RBE U_&EWBEEHRBRNAE (Ot ' 28 2
=2:3) HBB\HE (Z2) -2-®-N-(3-(C (6-8WmE-3-%)
RE) BWE-2- 5 &) Z8K - E 321mg ( KR 53%
)

HLUART R FEBE® (Z2) -2-38-N-(3-( (6-81M
iE-3-%) FE) BERE-2-GH ) 28K 66mg (0.19mmol

) BINBEAKZER 2ml JI AZBE#H 20mg (0.22mmol)
-48 -
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T EEBRAMAY 32mg (0.10mmol) ¥ 17 13 /B i % E
- REXTE®  HABREBEEEMERL - MARKE
MEEREY  MEBEHENY - BHBEBRL KK BER Lil
MARBRBERZR - ETHBBE MACKS S LB EN
g BN ERE— - WE 43mg (& 66%)

Ak GRE 2~ 8 2 hEaYW - -HERBREHY
EE—ffRENRE 9~19-

-49 -
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(9]

’ -4
HEDRER | R FURR2 =p4] NMR(CDCl, 8. ppm) IR (KB, v, cm M or
(e - . .70 (GH. m). 322 (2H.1). 367 (2H. t). 484
4 HOOC~C(MeXCF312 o2 chloco-Spyridnyimetiy™ | 12 li2H.) 2.35 (1. d). 165 (M dd) 833 (1. 1640, 1542
4
0 T 320 (2K, V), 3.63 (ZM. ). 4.97 (2K 3), 7.32
7 (4 chiorophenyl} COCI 3-12-chioro- ¥ piridinylmethy)- S [(TH, b 7.38 (2H, d). 7.69 (TH. dd), 8.1 (2K, |m2- 366 (M+H}
d3. B39 (1K, @) .
(9 | . 241 (3H, 53, 318 (2H, 1), 360 (2H, t), 4.97
8 HOOC~d-mathylohenyl} 3 - chiora-S-myridingmottnt- 12 K2M.6) 7.22 2H. o), 731 (TH ), 272 (1N, |m2=343 (M1}
: & 8.15 2H dd). 839 (1H, )
o i 323 (2H, 1), 367 (2K, 1), 4 96 {24 <), 731
15 HOOC(6-chlara-Spyricyl) |3 2-chiore~ T puridinylmelit) 12 [(1H, ), 7.38 (1H, o). 767 (1H. o), 8.40 (2H, |1628 (C=0)
e soncine m), 9.22 (1H, dY
e ) 327 (2H, 1), 371 (2H, 1), 500 (2H, 5), 7.35
18 (2-ovridaziny)-COOH g;‘fh::c""::; S pyridinyimethyl) 12 [(1H.d) 767 (1M, dd). 8.13 (1H, &), 38 |m/z=238 (M1H)
. (1H, d). 8.38 (1H. dd), 9.87 {1H. &}
. _ . 3.24 (2H, t), 3.67 {2H, t), 4.98 (2H, x). 7.34
20 (3-bromo - 5-pyridyl)-COGI S oot & pvridnytmelhyly- S J(IH g). 7.67 (1H, dd), 8.38 (1H, s}, 859 (1H {1624 (C=0)
3). 8.78 (1H,5). 8.35(1H s}
e 3.17 (20, 1), 343 (3H, &) 355 (2H. 1), 368
48 CICODCH2CH20Me {2 chlore-3-pyriemethl)- 5 2H 0432 (2H 1) 484 (2H 2. 732 (1H. |1657 {C=0)
i d), 7.68 {14, dd). 8.30 (1H_ d)
o ‘ 9.23 (ZH, 1), 3.74 (2. 1), 4 80 (2H, =), 7.30
53 HO-3-nephthalena 3 2-chloro: &-pyridinyimethyl) 34 [(1H,4), .35 (1H, m). 748 (2H, m). 761 (1M, [1664, 1546
! m), 1.69 (1H, m}, 1.88 (3H, m), 837 (1H, &)
_ . ~ 3.48 (ZH. 1. 3.78 (2H. 1), 4.73 (2H, 3). 7.32
65 (2-pyrazinyl-COGI :j:‘.:c"'.’,:;.fom;’""""""“’ 5 (1H, ). 7.72 (14, ), 838 {1H, »), B.64 (IH, |1628. 1606
), 8 70 (1H, d), 8.91 (1H, 5). 952 (1H )
oo , 318(7H, 1), 762 (2H, 1), 4.22 (2H, s). 482
] CICH2C0C! g_f:‘::"‘:z fn‘d‘i‘::‘”"""‘"“‘“" 5 (2H, ). 7.33 1H. d). 769 (1H, dd). 835 (1H, [m/2=308 (M1H)
@
. B 318 (2H, v), 3.62 (2M, v}, 4.02 (2H, 5). 4.83
{2 chloro-5- \ 2 ;
75 BrGOCH2Br o ;:W‘:‘::’mi Dyridinyimethly- 5 N2 s). 7.35 Q1R d), .72 (1K, dd), 8.8 (M, |1540. 1532
d)
_(a-. . 3.23 (2H t). 3.88 (2H. 1), .87 (24, 3). 5.94
% CHFZCOOH 3ia-chlore-$ prridinytmati)- 12 UM 0. 734 (1K & 270 (M, ), 836 (1H  |1564 1548
)
3.15 (2H 0, 3.48 (3K.5), 3.57 (24, L, 4.17
3~(2-chloro-5-pynidinytmethyl)- N 7 a0 1 .
78 MoOCH2COOH o . " 12 (21, 5), 480 (2H, s}, 7.32 (IH, d). 2.64 (TH, [m72=300 (M4H)
2=iminothis2olidine ad). 8.34 (1H, d)
(2~ chiore~5-our 3.17 (ZH, 1. 3.60 (ZH, 1), 4.68 (2H. o). 4.78
108 [BrCOCHZBr, imidazole iz chiore- Spwridinmethv | 7 KeM.e6.98(1M. o) 708 (1M, 0, 752 (1H. |1729. 1636. 1636
). 7.42 (1H, dd). 7.59 [1H. 5), .28 (1H, )
N 109 (M-, 3.37 (2. 1), 3.67 (4H, m), 3.50
m MeOGH2CH2NH2 gjfi:;"‘::;:l;‘?::*"m'“""' 6 (2H, ), 6,71 (2H,5), 231 (11, ¢). 76210 {1607. 1578, 1531
. dd), 8.31 (IH. &)
3-(2-chioro-5-pyridinyimethyl- 1,36 (3H, 1), 3,18 (ZH, 1), 3.63 (2H, 11, 4 24
m Et0CoC 2 iminothiazolidine 5 k2K o). 486 2H, 53, 746 (1K, ¥) 1664, 1552. 1520
_rae " . 3.21 (2H, 1), 3.63 (2H. 1), 4 84 (2K, 3). 465
17 CCI3CH20COC e pmidimethyll- §  2M.8).730(1H. d: 767 (1M, dd) 833 1 [1668 1538
. 9
] . ) 1.45, 1.46 {3H. 4). 3.18 (2H, 0. 301 (2H 1),
124 HO-CH(MelCF3 32 chloro' & pyeidin/mathyl 34 [4810IH 4} 405 (1H, ) 5.31 (1H.m), 133 |1666. 1543
iminothiazolid:ne (1H, d). 7.66 (1H, 8, 832 {IH )
. 0.96 (3H ¢). 1.44 (ZH. m), 1.72 (2H. m). 2.17
\ 3~(2~chioro-5-pyridinylmethyl)- tobt & ot
128 CH3(CHZ)3CCCI 9-iminoihiszoliding 5 (::16 8 iﬂﬁ; {2H, t). 4.19 (2H. V). 4.86 (2H, 5).|1661. 1550, 1528
e e o ] 0.96 (6M, d}, 2.04 (1H, m), 3.15 {2H, C. 3.56
128 HO-CH2CHMe2 g:fz.“:":f” 5b d'f"’"“""'""""’" 34 - (2H,0). 395 {2H, 9). 482 (2H,5), 73200 |1658 1550
iminothisLaiicine ). 766 {1H. dd). 8.32 (1H.
- N s 1.52 (9K, ¢}, 3.12 (2H. 1), 3.51 (2H, 1). 4.8)
131 t-BuOH :j‘fii::‘,';;zo;‘;::""“’"“""‘* 34 [z, s} 7.32H. <, 763 (1M, od). 838 (1H, |1653, 1560
&)
e 321 (2H, 1), 386 (2H, 1), ¢ 68 (2H. m). 482
124 HO-CH2CF2CF2CF3 32-chioro-Spyridnyimetvll™ | 34 |2M 5%, 733(1M, ). 767 {IH. ) 833 (1M, {1681, 1552
I a0l0:ne K)
. . 0.32 (2H, m;. 0.58 {2H, m), 1.24 (1H, 3. 3 18
139 HO- CH2- cyclopropyl 3~2-chlora-5- pyridinyimethyl}- 34 [iZH 0, 356 2H ) 400:2H D, 481 (2. 1662, 1550
2 -iminothiatolidi
nothiatolidine »). 732 (IH. d} 7.65 (1M, &), BAZ (1H )

§

=
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[%£10]

Al -1
AR | EE [FE12 BB NMR (CDC, 8. ppm) IR (KBr. v. om™") or
2o o 268 {11, dd). 284 (1H, da). 3.18 (21, 1),
ot 3-(2-chloro-5-pyridnylmathyl)- 330 (1H m). 361 2H, 1), 4 1 {1H, &d) 4.97
140 HO-CH2-2-oxiranyl 2-iminothiszolidina 84 11 b 481 2K 3). 233 (1, 7 77 10y |16, 1550
dd). 8.32 (1H. o)
1.61 {H, m), 1.80 (1H, m), 2.19 {2H. m), 2.39
- 3-{2-chloro~5-pyridinytmethyl}~ (2H, m), 315 (2H, 1), 356 (2H. t), 4.82 (ZH,
141 HO-cyclobutyl 2-iminothiazolidine 88 10 502 H m), 732 (1, &), 769 (1M, 4y, |1664. 1548
532 1K, o
- 151 1.97 (BH, m, 3.14 {2H. 1), 3.54 (2H, 0,
3~(2-chioro~5-pyridinylmethyl)- P
143 CICO0-cyeopentyl ~{2-chlor 5 [4812H 5 S15TIH m), 1.32H, 33, 783 1650, 1546
2-iminathiarolidine (1K, dd), (8.32 (1M, d)
R 1.65 (1H. m), 2,08 (1K, m), 2.69 )(m m, 347
e 3-2- chlora- S-pyridinylmethy (2, 1), 358 (2H, O, 361 (1H, m), 376 (1K,
144 HO-CH2-3-tetrahydrofuranyl 1) ol 34 |m. 408 (1M, m) 417 (. m). 733 (1M, oy |'555: 1550
7.64 {14 dd). 8.32 (14, a*
y " 1.30-1.92 (GH, m, 3.15 (28, 0, 344 (11 &),
g i 3-(2-chloro-5-pyridinyimethyD - 355 (2K 0. 360 (1H, m), 3.95 (1M, m), .23
147 HO-CH2-2-tetrahydropyranyt |, Lo e 3 |2M. ), 482 (2M, 2). 735 (1M, o). 766 (14, {1981 1543
). 8.30 {1H, )
e , 3.16 (2K, 1), 257 (2H, U, 4.79 (2H, 53, 5.07
153 HOOC-CH2-3-fruanyl 3{2-chloro > prridinymethyl) 34 [(2H ) 6.50 (1R, 5). 2.30(1H, ). 7.98 (10, |1857, 1557
inothiazolidin d). 752 (1H, &), 783 (1M, dd). 8.30 (1H, &
- - 3.1 (2H 1), 355 (2H, 1), .98 (2H, <3, 478
154 HOOC-CH2~-2-tnianyl g_g_"::;""sl prridinyimethyll- 12 [(2H #), 693 (ZH. m). 7 17 (4 od), .28 (1H, {m/2=352 (M+H)
. nothiazolidin m), 7.53 (1H, dd). 8.28 (1M, o)
N _ 311 (2H, 43, 354 (2H, 1). 381 (2H, o1, 475
155 HOOG-CH2-3thienys o1z chlore § prridinyimethyl) 12 [2H.5), 707 (1M, d), 7.23 {1H o). 3.25 (2, |m.'2=352 (Mo}
iminotiva ne m), 747 (14, dd), 8.27 (1H, J)
-2 - 323 (2H, 0. 387 (2. 1), 484 (24, 3], 790
156 13- pyridyD-OH M z::":‘.“"j”‘.’:"“”"”“"‘m‘ 34 [13702H m). 758 (1, dd). 287 (1, db. {1682, 1540
macthiszolidine .34 (1H, ), 8.45 (1H, dd). 8.53 {1H, &)
3-(2-chloro-5-thiazolylmethyl)- 1.33 (BH, d). 3168 (2H 1), 3.62 (2M, £}, 487
160 CHMe)20c0C! 2~ iminothiazolidina 8 i2M.5). 503 (1H, sept) 745 (IH, 39 1867, 1550. 1530
3~(2-chloro~5-this2olylmethyl)- 321 (2H 13, 360 (2H. 1), 4.89 (2H. 8), 7,19
163 PrOCOCH 2-iminothiszolidine s 7.47 (8H, o)
o 131 (8H. d). 208 (2M, m), 3.10 (2H, 1), 3.92
167 HO-CHMe2 ::1(:1 o dimyimerty)- 34 [i7H 0L 469 (2H . 494 (M, sept) 730 |1671, 1587
inopyrroliding (1H. ). 7.62 (1K, d). 830 (1M, a}
i I 247(1H, 1, 3.18 (2. 1. 381 (2H. . 4.5
17 HO-CH2CZCH 52 chloro-5-pyridinyimethyi}- 34 [(2H,d), 481 (24, 0), 733 (1H. o), 7.07 {1H, 1668, 1550
iminothiazolidire 9d). 8.31 (1H, &)
. 227 (4K, ) 3.18 (2H, 1). 3 58 (21, t), 481
. 3~(2-chloro-3-pyridinyimethyl)- .
174 (24 6-timethylphenyll-COGI |3 (2-chlaro-5- 5 [(2M o) 6.83 (2H. »). 728 (1H. ), 759 (1H,
’ 2-iminothiazolidine 4d). 8.28 (IH, &)
. 3.1 (2H, 1), 3.3 (2H, 1), 4.99 (2H <), 7,30
. 3-(2-chlora-§- pyridinyimethyl}~ ¢ 1620, 1528. 1407,
175 4-diphenyl-COCI . N . g 5 7.50 (44, m), 7.85 (dH, m), 1.73 (1K, dd),
2-irminothiazotidine 832 (2H, d). 840 (1K, d) 1279
. 1.05 (GH. 5) 240 (2H, a). 3.1 (2H. ), 357
178 hBuCH2COC! 3o 2 chloro~S-puridinyimethyi)- S [2K0.4B0@H 23,030 (iH. 9, T4 (1w [1625. 1518, 1458,
iminothiazolidine w). au (IH. d)
' L 1.36 (9H, 1), 317 (2H, 1), 3.61 (ZH, O 4.90
177 [HOOGHa-t-butylphenyd 3~ {2-chloro~5-pyridinyimethyly 12 @0 330 0N, ) 745 @ &) 272w, (1821, 1529, 1404,
'minathiazolidine ad). 8,19 (2H. d). 8.40 (1H. &)
s 3-(2~chloro~5-pyridinylmathyl)- 5,04 (2H, 3, 338 (2H. 1), 413 (2H. 8), 2.17-
18 HOOC-2-dihanyl 2-iminothiazolidie 12 50(10K m3, 195 (I, &) 8.08 (1H, o) |'021. 1528. 1404
) 325 (2,0, 376 (28, 453 Q. o) 52
_ 3-(2-chloro-§-pyridinylmethyl)~ (4H, m). 7.8 (1H, dd), 7.95 (IM, dd), 8.05 -
179 HOOC-1-naphthyl 2 iminothiazoliding 12 1H, ), B27 (1M, d) 843 (1H, o). 889 (1H | 1925. 14021238
m
321 (2R, ), 364 (2H, U, 5.04 (2H, =), 7.33
3 (2-chloro-S-pyridinylmethyl)- (1H, d). .51 (1K, dcy, 7.8 (IH, dd), 7.78 (1H,
180 HOOG-2-naphthyl 2- iminothiazolidine Y2 |0, 787 (2H, d). 296 (1M, db, 8.30 (1M, dyy, |18 1526, 1402
844 (1H. o). .82 (1. 5)
o 328 (2H, 0, 374 (2H, U, 4.90 GH, ¢}, 745
181 (2-nitro~3-chlorcphenyl}~COOH gjz.d“:.m. 5[ pyndinyimettyl} 12 (1M, d), 7.66 (iH, 1d), 7 77 (184, &, 7 B1 (1M, :25: 1545, 1524,
iminothiazolidine 4. 8.07 {iH. d). 841 {IH. 5) ‘
3.15 (2H, 1, 5.62 (2H, 0. 490 (ZH. 51, 7.07
, 4 - 3~(2-chloro-§-pyndinyimethyi>- (1H, dd}. 7.32 (1H. o), 7.36 (1H. dd), 7.67
182 (2-iodophenyl)-COOH 2-iminothiazolidine 12 11 dd) 789 (1M o) 7.95 (1M, ) 836 (in, | 1520, 1523. 1404
d)
326 (2H, . .81 (ZH, U, 5.08 (2H, 5). 749
183 [(3-quingliny>-COOM S-2-chloro-S-oyridinvirethyll- | |, (1H,q). 760 (IH.ad) 285 (1, o, 790 |1626, 1614, 1588,
2-iminothiazofiding . (1H dd), 323 11K 5}, 851 (1H, 2}, 9.04 (14 (1523, 1456, 1399
) 953 OH, o)
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“y
et | Bk [FOR2 =174 NMR (CDCl;. 5. ppm [R(K8r. v. em™} or
; . \ 127 (3H, 1), 3.15 (2H, ). .58 (ZH, 0, 3.63
3={2-chloro~-§~pyndinyimsthyl}~ . N
184 HOOC-CH20Et Sl 4 12 (ZH. q), 4.21 (24, 5). 4.80(2H, v;, 732('H, |1648, 1587
2-imincthiazolidina o 185 (1H dd), 834 (14, o)
et N 3.18 (2H 1), 362 (2H.1)_ 498 (211 <7, 7.07-
185 HOOG-a-fluorophenyl g_l‘:“::":::n’d‘f’:;‘d"‘“’“""v“ 12 [12742M m) 23314 o1 770 (W, o). 8221622, 152
(ZH. m), 8.40 (1M d)
s (2-ctore-5 st 1.0 @4 171 QR 182154 (R
. -{2-chloro-5-pyridinylmathyi}~ m). 2 80 (1H, m), 312 (2H, 1), 3.55 {2H, ),
180 HOOC-cyclopentyl 2-iminothiazolidine 2 144 (M ). 732 (K, d). 768 (11, dd), 8.2 | 1520, 1368
(1H &)
9. - " " 197 QH, ©, 252 (2H, mh, 2.64 (zH. m), 3.12
187 HOOC-1-cyclopenteny! 3 2-chloro i.'d‘.""""‘""‘"""'" 12 }2H 1. 353 (2H,). 484 12H, €. 6.0 /1M, m).|1633. 1600, 1632
tminethiszoiidine 7.31 (OH, &), 7.67 (1K, dd), 8.37 {1H,
e 2.61-2.77 (4M, m), 3.12 (2H,1), 3.28 {1H, m),
188 HOOC-3-cyclopentenyl 342 chioro~5-pyridinyimethyl)- 12 [356(2H 0. 4B1 (2H. 3) 567 (@H. m), 731 [1632, 1527
ne KiH 2, 7.66 (1H, dd). B.35 (1H o)
] : 87 (30, 1.24 (28R m). 168 (2H, 0,
3~(2-¢hioro-5-pyrdinylmethyl 247 (2H U, 310 (2H 1,350 (2H. 1) 480 2918, 2849, 1529,
189 CH3(CH2116C00 2-iminothiazolidine 5 (21, ), 731 (¥H. d), 765 (1M, dd), 8.33 (1K, [1399
n
) " 3.14 (2H 0, 357 (2H, 0, 468 (2H, ). 5,03
190 [BrcOCH2Br, pyrazolo 32 chioror & pyridinyimetiyl)- 1 fensemtn o 130 aH 9 7252 aH, (1647, 1534
imenoiniazolicine m), 8.25 (1H, d)
o .18 (21, 0, 3.62 (2, G. 3.98 (218 5). 495
SRTY BrCOCH2Br, rodarine 32 chlora- & ovridinyimethyt)- 7 @M ) 482 2H. 92, 7.38 (1H. @ T.681K
N a2chdne dd). 833 (‘ H, d)
— 3.18 (2H 1), 3.63 (2H,v), .98 (2H, ¥), 4.95
192 BrCOCH28r. rodanine 52 chioro-& “pymidinylimethyl 7 J2H, 53, 482 (2, ), .36 (1M, ), 7.68 (1M :;:3 1706. 1628,
minothiatolidine ). B33 (1H, ) 2
_ P 2.20 (31 5), 3.21 22H. t). 265 (2H, 1), 4 39
193 rarcqc» 128r, 3-methyl-1.24 (o 2-chiora™5-ouridinyimethyi) T oM ) 476 (20 9,735 (i, 159 (W, [1772, 1641, 1545
9~on s3 2= imir “). 8.20 (IH o
(3 e 1.91 (2H 1) 234 (2H. m), 317 (2H, 1). IS8
194 HO-CH2-1-cyclopentyl oz chioro-S-owridinvimets) | 54 l(aM. 0, 473 (K. ) 482 (2H. 2) 821 (K, [1546
imurothiazofidno m). .32 (14, d), 7.6 {IH, dd. 8.32 (1H, o)
‘ 2.15 (2H, ). 253 (2H, m), 273 (I1H, m), 3.18
_ _ 3-(2-chloro=5-pyridinyimathyl)- (21, t). 3.57 (2H, ), 4.08 2R, J), 4.85 (2H.
195 HO-CHZ-3-cyclopenty) 2-iminothiazofidine 38 151 865 2K, m), 193 (14 &), 785 (11, gay, | 1654 1550
832 (14, @
) 1,20 (5H, 5). 3.16 (ZH. 1d), 3.61 (2H. 0. 4.54
3-(2-chloro-5~pyridinyimethyl)- ,
196 tBuCH(Br)COC! Inthubrehdin 5 (TH. x). 470 (1H. d), 480 (1H. d). 732 (1H. [1627, 1526. 1408
2-iminothiazalidine ). 7.3 (1K, dd), 8.35 (1H, &)
3-(2-chioro-5-thiazotyimethyl)- 1,08 (8M, 51 244 (2H. ), .12 (2K €. 258 {1627, 1513, 1399,
197 tBuCH2GOC! 2-iminothiazolidine 5 l2H. 1. 083 (2K o), 747 (1, ) 1231
I 134 (9H, 52, 3.18 {2H. 1), 2.60 (2H, O, 4.99
198 [(4-t-butvichenyl)-COOH o iorr S niarolmatmll | 12 [@H. 4, 147 (1M, ) 749 (2. 8.26 (2H. {1618, 1520, 1408
: B
3.19 (2H, 1), 9.63 (2H,1), 499 (2H =), .17
. g 3-(2-chioro-5-pyridinylmethyl) (1, dd), 733 (1. d), 768 (14, dd), 762 |2360. 1818, 1527,
199 (3-iodophenyl}-COOH 2-imincthiarolidine '.2 (1H. 6. 8.20 [1i. 63, 8.39 11, +). 0.58 (\H. |1417
d)
0.00-1.31 (4, m). 1.80-1.78 (&H, m, 1,50
3-(2-chloro~5-pyridinylmethyl}- (1H, m), 2.38 (2H. &), 3.12 (2M, ) 3,51 (2H, 2623, 1632. 1526,
201 cvelohexyl-CH2COGH 2-iminothiazolidine 5 1), 480 (2H. 5), 730 (1H, d), 7.64 (1K, dd). 1460, 1403
8.34 (1R, d)
) 2.30 (6H o). 3.18 {2H, 1), 3.59 (2H. 1), .96
202 (05-dimethylohery-CoOH  [3-(Zechibra=S o ridinyimethyl)- 12 |@H 6) 214414, ¢, 730 (1K, ), .70 C1H. [1526, 1430
iminothiazolidne drd), 786 (2H. 53, 838 {1H d)
232 (3H, £). 2.56 (3H, <), 3.17 (2H, V7, 359 26 105
" _ 3 {2-chloro-5-pyridinylmethyl)- (2H, ©), 4.89 12H, s}, 7.1 CIH, dd}, 723 (1K, [1623, 1524, 1457,
203 (2.3-dimethylphenyl}-COOH 2-iminothiazoligine 12 d). 7.30 (1H. d). 785 (1M, dd), 770 (14, 4).  |1457, 1401
8.35 (1H, d)
e 156 (3H. ). 3.08 [2H. m), 3.49 (2H. m), 3.85 5
204 phenyl-CHiMe)-COCI 3o 2-chioro=S-piridinyimethvi)- 5 1M, @, 451 (1H. G, 482 (T 0l 708 o, (51, 1530. 1437,
‘mirothazolidine ). 7.20-7.38 (8H. v, 8.20 *1H, )
. 164 (3H. o). 3.08 (ZH, m). 343 (2H, m). 3.85
. . 3-(2-chlor o-5-thiszotylmethyl)- : N A 1634, 1530, 1458,
205 phenyl -GH{Me)-COCI 2 -imirrothineolidiee 5 SH. g, 451 (1H, d}, 482 (1H. d), 745 {1H, 1401
1,05 {1H. m). 1.65-2.05 (3. . 3..18 (2H 1)
-CH2-9- . 3-(2-chloru=§-pyridinylmethyl) 357 {2H, U, 3.78 (1M, gd). 3.89 (1H. dd).
208 HO-CH2-2-tetrahydrofremyl | o0 orhiazoldine 39 1410-423 (3H, m, 430 QH. 51, 732 {14, o), | 1657 1549
1.68 (1H, dd), 8.30 (1H, d)

-52-



201216847

(%12]

KBRS |EE FE2 EEHl NMR (COCl, & ppr IR (KB v. cm™) or
e 119 (3H 0,278 (2M, 1), 3.12 (2K, 1), 3.5
207 [HOOC-CH2CH2OE 2 chore S Dyridmylmethy - 12 [(4H,m), 378 (2H, ¥, 481 {2H 1, 7 31 {111
" d), 786 (1R, 0¢%, 8.3 (1H, o)
e 2-nes N 171 w707 GH m 271 TR 318
- -{2-chiora=5-thiazolylmothyl 2H, 0. 364 (2H, 0. 3.78 (1K, m), 3 89 {2H,
08 HO-CHZ-3-tetrahydrotranyl |, rotding 38 m) 410 (1H 660 420 (1, de 438 (2, ), |16 1549, 1527
7.48 (1H., ¢)
N 3.17 2 v). 334 2H, m), 359 (4K, m). 3.64
) ~(2-chlorg~5-pyridiny! . . .
209 HO-3-thistanyl ;‘_f:‘::::z prid:mylmath) 34 [N mh 73951 4 789 (M. 0k 832 UK
. 3-(2~chioro-5- thistolyimethyl)- 319 (2H 1) 336 (2H, 1} 3.65 (4H, m), 4,86
210 HO-Xthistanyl 2-iminothiazolidina 33 oM 615 64 1H m), 748 (11, &)
. . 0.80 (3H, 0. 1.36 (4H, m), 1.73 (2H, m), 3.15
19 chtoro—5-
211 CICO0-n-pentyl - Zrohiore - pyridimyimatin) 5 2H, 1), 356 (2H. 1) 4.16 (2H, 1), 481 (2H, s}.| 1660, 1561
731 (OH d), 7.65 (1H, dd}, 8 31 {IH, d)
. T .01 (3H, 5), 3.20 (2H, O, 9.39 (2H. 0, 3.61
212 HO-GH2CH2S00Me i&fﬂﬁ;ﬂﬁ; Pyridinyimethyl)- 34 JzM 0.4562H v, 478 (M <. 737 m,
. 762 (1H, e, 831 (1K, )
i L 1.68 (1H. m), 2,13 (1H. m). 264 (1K, m). 3.15
213 HOOC-22-dfuorocyclopropyl [ t2-chiara~S-pyridinylmathi)- 12 [2H 0,361 (2.0, 4.74 (1H, d), 491 (i,
. .35 (1H, ), 7.70 (1H, dd). 8.34 {1H.
) I 3.14 (2H, ), 328 B, 5), 357 (2H, 0, 373
214 (CH3ONHCH3)-HC) :_(m:'h";ji d‘i”"‘“””"“w‘") 3 131, 5), 477 (2H, %), 733 (1M o), 7.66 (1H,
‘ ne dd). 8,33 (UK.
(3 chorom 3.14 (2H, 1), 354 (2H, 1). 443 (7H ), 471
215 (HINOCH2GH=GH2)+ HCI :-.3::3;':;. yridinyimsthyl)- 3 2H ), 5.28 (1N, d). 5,34 (14, d), 5.99 (TH,
g m), 731 (1M, 0}, 7.81 (16, dd, 8.30 (1H, o)
. R . . 249 (ZH. m), 2.72 (2M, m), 3.15 (2H. m), 3.62
216 HODC-CH2CHZCF3 :_?:_T:;‘t'm; y-idinylmatint) 12 2H, m), .84 (2, +), 732 (1H ), 767 (N,
: i dd). 8.33 (14 d)
: s i _ £.94 (3H.5). 2.7 (2M, 1), 316 (2R, 1). 354
217 HOOC-CH2CHZNHCOCHS 3 2ohoraS pyridinyimety) 12 [(2H 0,356 2H . 481 (2, 53, 530 1M, br
s). 7.33 (1H o). 7.63 (1H. da). 8 33 {1H, d)
~ 3-2-chioro-S-thiazolylmeLhyl)- 280 (2, 1), 3.43 (2H, t) 3.38 (3H, =), 2.62
218 HO-CH2GH20Me 2 mirothiszoliding 34 K2H 1,377 (2K . 485 (2H 5. 746 (14, <)
" " 3.28 (2H, 1), .76 (2H, 0. 4.85 2H_m), 490
218 HO-3-oxstanyl oo 2 chioro & thiazalyimetin)- 3 f3K 0504 Tk ml 522000 m) 230 (1K
».
L 1.85 (3H ) 2.17 (24 1). 358 (2H v, 4.73
D -
220 HO-CHZC=CMe L chora s -pvrdinyimotny)- 34 [2H 0,481 2K o). 7.31 (1K, ). 7.88 (11,
), 831 (1H. o)
B L 2.00 (3H, ), 3.18 (2H, 1 261 (2H, 1), 4.85
221 HOOC-C= C-CH3 g_‘:;r‘j"t';"“‘; yridinpimethyl)- 12 lzH 8 72.3971K. &) 7.68 (1H dd), 8.38 (11K,
il 01 zoliding ) N
P 1.89 (34, d), 3.12 (2H, 1), 3.5 (2H, 1), 484
222 |HoOC-CH=CH-CHa o2 chioro S pyridingimeth) 12 {2H.x).613 (1K m). 706 (IH. m) 731 (1M,
° d). 2.66 (1H, dd), B35 11H, o)
. . 1.89 (2H. dd). 3.12 (2M. ) 3.26 (IH, m), 358
223 HOOC-CH2CH=CH2 ;_f:;‘:l‘;{: > d?’"""‘"""’""'" 12 l(2M ¥, 456 (2H c}, 6.08 (1M, m), 7.07 (1H
imirctniazolidine m), 736 (1M, d}, 7.71 (1M, dd}, 838 (IH, d)
T 278 (4H, 5), 3.35 (2H, 1), 362 (2H, 1), 4,81
224 HO=1-pyrrolidigl~2.5-dione (3" (2; hioro-S~pyridnyimetint)- 34 f2H o) 2.5241R.9). 279 O, 43, 8.30 0K, |$731. 1552
mirothiazolidine 'O DMSO-d6
- L 1.23 (3H. ). 3.08 (2H, m). 357 (2M, m}, 3.82
225 EACCOCHZNGO e & oyridinytmet)- e l2H 61 4.10 2K, m). 474 @M. ), 237 (1K, {aqz- 1610.1578,
mirothiazolidine mothods |y 37 (1H. wy. D&Y (1M, )
83 (3H, 1), 1.31 (8, m), 140 G, o 171
. 3~{2-chioro- §-pyridimylmethil) (21, . 3,15 i2M, 1. 356 12H, &5, 4.16 (214,
226 HO-(GH2)5CH3 2-iminothiazolidine 3 10.48112H 9. 731 (M 9, 765 TH, g, 1724 1657, 1552
831 (1H. )
o - ! 0.98 (9H. 5). 3.15 2H, 11, 3.56 (2H. 1) 390
221 HO-CHZ1Bu o ororo--pyridinyimethA)- 34 [(2M5) 682 (2K ) 732 (1M, ), 766 (1M, |1661. 1548
iNnolmazolidine “). e'sz (l'{ d)
e . 316 (2H. 11, .57 (2H_ ©). 3,70 (22, m), 3.5
228 HO-CH2-Crownother(18~C~g) |32 chioro-bepyridinimoth)- | 50 [’ 0 g oo om g 73 |16863. 1550
e ! 2 ° (1H. 4), 765 {1H, ddj, 8.31 {1H, d)
o F— g 3.12 {21, 1), 356 (2H. 0. 383 (2M. 3). 473
229 [HOOG-CHz-2-furany! ey trdnmath)= | 4 K22, 020 G, 0 635 e 1 337 st
d). 7.34 (1H d). 7.55 (1M, dd, B.28 (1H. d)
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ﬂ:{%%ﬁgﬁ Eﬁ.] Jﬁﬁz %ﬁmj NMR(CDGY,. 3. ppm) IR (KB, v, em™ ) &
~ . ] 217 (3H. 5), 8,18 (ZH. 1), 357 (ZH, 9. 476
230 BrCOCH2Br. CH3COOK 3-i2-chloro-5-pyridinyimethyl) 7 JaH ) 479(2H.5) 733 (1. &), 763 (K, [1744 1660, 1537,
2~iminothiaze'idine 4d), 8.23 (1H, d) 1417
. - 262 (4H. m), .14 (2H. 0. 3.37 (2H, o), 3.58 ~
231 BrGOGH2Br, morpholi 3 (2 chloro:§ pyridinyimetil) T aH 037760 400 @R 9 T3 (. |1730. 16461531
< ). 7.64 (1H. &d). 8.34 (1H, d) 1460. 1409
I I 3.18 (2H. 1), 3 80 (2H, 1), 4 68 {2H s), 5.07
232 BrCOCHZBr, 1.24~triazale ;:sz"‘g.” E‘.‘V"""V"“""” T @M. 9, 2.32 (1M, o, 750 {14, dd). 7.95 (14, 1632, 1534
fminothiazelcine 6), 8.21 {IH, d) 8.27 (1H. d)
e 1.26 (3K, 1) 319 (2H, 1), 3.60 2H_t), 420
233 BrCOCH2Br. HONHCOOEY 3 {2-chloro-5 pyridiindmethyl}- 7 j2M ), 450 (BH..). 480 T2H, =), 733 (1M, | 1733 1707. 1647,
2-iminothiazolidine d). 7.61 (1H. dd). B.32 (1M, d) 1586. 1534
L i 322 (2H, 0. 3.64 (2H 0, 489 (2H. 3), 6.92
234 HOOG-5-(2H-pyranyl-2-one) [~ Z-chloro-E-pyridinyimethyi) 12 [(IH, &, 2.34 (1H, ¢). 7.6 (IH. . 802 (1H. |1730. 1638, 1528
fmimothiszoldine ), 8.36 {tH. ), 8.51 (1H, )
o 312 (2H. V), 356 (2H, . 3,89 (ZH, ), 4.7
35 BrCOCHZBr . imidazola-HGY  [3-{2-chloro-S-puridinyimett)- ? (2H, 3). 6,02 (aH. ¢}, 730 (1H. m). 757{2H 1621, 1530
iminothiazolidine ' 8.28 (1H. d)
o N 5,18 (2H, 1), 359 (2H_ 1), 4.00 (ZH. 5, 447
238 BrCOCHZEr, thiszolidinedions |- Chioro-5-pyridinytmethyi)- 7 [2H 8) 479(2M £, 736 (M. 0), 2.63 (1w, |1748. 1083, 1644,
2-iminothiazofidine od), 8.32 (1M, d) 1537
. . 9 a. - " . _ 3.18 (2H. t). 388 (2H, t), 398 (2H, 3}, 4 1Y
237 BrOOOH?Br. imdazolidine-2.4 oo pyridinyimethyl 7 [(ZHs) A7B(2H, ) 752 (1H. ). 780 W, |1713, 1520
lone inothatolidine dd). 8.09 (IH. 5), 8 40 (1H, d) DMSO-d8
R ] 311(ZH 1), 361 (ZH. 0, 452 (2H, &), 470
. 3-(2 chioro-5-pyridinyimethyl}- (2H, ). 7.19-7.31 (3H, m, 7.60 {14, dd).
242 H2N-CH2~(3-pyridyl) 2-iminothiazolidine 8 770 (1M, o), 8.1 (1H. ), 6.50 {IH, o), .56 |1626. 1524
(1H, 3}
- » _ 2.13 (3H, o7, 2,68 {2H, 1. 3 10 (2. 1), 349
243 HZN-CH2CH2SMe 3-{2~chioro-6-pyridinyimethyl} 8 [(4H.m) 476(2H. ¢) 561 (v 5) T30 (1H, |1605.1577,1521,
2-iminothis2ofidine 4L 7.61 (1H, dd), B.31 (1. & 1507
- 3,14 (ZH W) 358 (2H 0, 490 (2H o, 613
. 3-(2- chloro ‘5 pyridinylmethyl)- ;
245 HOOG-CH=CH~phenyl 32 chlere & oy 12 0K 9 155 UK. m. S8 2. mh 770 4, {1697, 1593, 1529
o - 3907 (2K 1, 357 (2H 0, 481 (ZH =), 484
246 HO-CH2CH=CH-pheny! g_.u.“"::."" & oyridienimothy)- 34 |(2H ). B.30(1H.m), 678 (M, ), 720-7.41 |1669, 1654, 1546
iminothiazolicne (8H, m), 7.66 (1H dd). 8.31 (IH. &)
226 (3H, »), 3 22 (2H, U, 3.65 .2H, 1, 4.98
247 1H: benzold][1,3)oxazin-4(ZH)-  |3-(2-chioro-5-pyridinylmethyl)~ another  [(2H. 8), 7.08 (1H. m). 7.32 (1H, d. 7.49 (14, |1682. 1592, 1517,
one 2-iminothiazoligine methods  [td}, 7.69 {1H, dd), 8.38 (1H, d), 8.43 (tH, dd), 1460, 1396
8.70 (1H, o)
2.22 (3K, 35), 2.34 (3H, 3), .19 (2, t), 3.62
8-mothyl-1H- 3-(2-chloro-5-pyridinyimethyi)- another €91 (M &0 7 N
248 benzo{d)[1.3)oxazin-4(2H)-one  [2-iminothiazobidie methoda }f;*,%a gm‘ﬁz}f;ﬁoé '(3;5' ’;i,’:.":}?:u% 1582. 1460, 1407
214 C1HL m), 2 78 (1K, m), 3 1B (211, 13, 325
" 3-(2-chloro-5-pyridinyimethyl)- (TH m), 3.58 (2H, 1), 3.80-4.05 (4H, m). 4,82
249 |HOOO-3teUshydrohuanyl  fy ;i cthissoligie 2 lizH d%2), 233 1K, 0. 7.68 (M, dd). 8.3¢ | 1028 1529, 1411
(14, d)
S ) 242 (ZH. m), 3.18 (2H, ), 350 (2W, V), 4.28
251 HO-CH2CH2CH2NO2 3-(2-chloro-5-pyridinyimethyl 34 [(2H 0, 454 (2H ), 480 12H, 5), .35 (10,
2-imingthiszolidino d), 7.65 (1H, d6). 831 (1K, )
I ) .18 (2H, 1), 361 (2H, 0, 494 (2H, <}, 7.31
252 (4-idophenyl>-COCI 3-(2-chloro- S-pyridinylmothy) 5 UK d) T.66(1H. &d), 7.75 (24, ). 7.9 (2H, {1530, 1405, 1278
2-irmnothiazolidine ). 837 (1M, @)
259 [(-chorephem-0-ClMelz-  |a-G-chloro-S-oyridinvimethyl | |, [L07ORALEILEN L3S N6 48 | yga5 4530 1459,
COOH 2-iminothisaolidine . e iy O POR M AL T GH 463 1402
e 0,05 (9H 3. 109 (2H_ 1), 313 (2. 4. 354
254 HO-CH2CH2SiMe3 3-G-chloro-b-awidinyimethi) | 34 fi2h 1L 424 (K 8) 670 2H.2) T30 (14 [2051, 1665, 1541
2-iminothiazolidine ), 7,64 (1H, do), 8.30 (1M, &)
. 2.85 (4H m), 2.78 (2H, ©), 3.18 (2K, 1), 388
255 HO-GH2GH2morpholinyt 3-(R-chlor oS onignylmethyl 34 [12H, 0, 374 (4K, m), 4.28 12H, 0, 478 (2H, [1705, 1550, 1459
2-iminothiazalidine 2). 228 (1K, d). 7.62 (iH. &b, 831 (1. d)
~ o .18 (2H, 0, 3.58 (2H 0, 351 (3H ), 4.1
256 (2-methoxy pheayl)-COOH 3 ‘27""':.""5} d‘?’""'""""”“’" 12 (2, 57, 8.97 12H, m). 7.31 (1H, d), 742 (IH, [m/2=362 (MtH)
2-iminothiazolidine . 7.72 (SH. da). B.00 (1M, dd). 8.38 (1H o)
. T 2.17 (2H, . 2,60 (2. 1), 266 (3H. 5}, .96
257 (4-nrethosyphennyl)-COC! 32 chioro-§-gyridinymathyl)- 5 JaM 6 6.91 2H. 0. 7.31 1M 6, 771 (IH, |m/2=362 (MeH)
2-imincthiazolidine dd), 8.22 (2H, d), BAO(IH, 6)
- T .17 (2H. d), 3.60 (ZH. ), 492 (2H, o), 7.27
258 HOOC- 3thieny! :23-:2 -Shioro- 8- pyridinylmetnyl)- 12 [(0H m). 733 (1H ). T84 (1M, ). .70 11H, |m/22328 (MeH)
minothiozolidine dd). 8.21 (1H. d). 838 t1H o)
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3 ¢ ty
HEYRS | FoRH 82 ERRE NMR (CDCl, 6. ppm) IR KB, v. cm '} or
. 321 (2H, 1), 3.62 (24, 1) 491 12H, 5. 7.2 -
259 (2-chlorophenyl-COCI g:g::":l';‘;l pwridimimetio)- 5 1.36 (3H, m). 742 (14, ) .88 (1H. dd). 798| m2=156 M)
(1M, dd), 836 (1H. @)
) 4 5,18 (2H, 1), 3.83 (2H 1), 490 (2K, &), 7.10
] 2 chinra. 5 -
260 2-thismyt-GOCI o 2 chioro® prridmimatinty: S [(tH m), 731 (1K, &), 749 (1M, m). 7,58 (1M, [m'2-366 M+
: dc), 788 {1H. dd). 845 (1M, )
} 120-1.32 (1K, ), 1 36- 148 (4R, m). .75
) o " (IH. m). 183 189 (84, m}. 256 (1H. m),
261 HOOC~4-cyclohexy[Ph :j:::!':;j “Byrdimfmothyi 12 [3170H 0,360 210 497 (@ 5). 725 |m/2=338 M)
: (2H. d). 731 (1H. d) 7.72 (1K, ddb. 8 18 (2H,
). 839 (1M, &)
o 322 (2H,1). 365 (2H. 1), 497 (2H, 5), 7.2
262 HOOGC- 2-benzofurany! g:‘kf‘?;‘t’;':ji pwridimimathy)- 12 [(2M. d). 234 (M. d). 741 (IH, ), 7.60 (1M, (m/z=414 (M=)
n m). 7.86 (1H. d). 2.77 (1H, dd). 8.34 (1H, d)
- , 3.1 (2H, 1), 3681 (2H 0. 4.50 (2. o), 732-
263 HDOG C=C Ph g'_'f::&'::j d‘{"""d'""’""‘h‘“)' 12 [P42(4H. m) T80 M m), 772 (1 d),  |m/2=356 (MeH)
! zolicine 836 (1H, d)
5 N (3-'9 (?H. . ?52 fz?)l ). 385 (3K, s), 4.97
3-(2-chloro~5-pyridinyimethyi)- 2H, 5) 7.08 (11, dd), 7.26-7 35 (2K, m) I
264 HOOG (3 methoxyphery) Z-iminothiazalidine Y2 [133.(1K. dd). 783 (1. m), 7.89 (1H 0}, g.39|™ 25362 (MeH:
(IH, &
_ o 1.26 (2H, 13,2 70 (2H, . 3.18 (2ZH, 1), 360
265 HOOC-{4-eLyiphury:) ;’:‘i:" ety et 12 [2H 1), 497 (2H 3. 1.25 (2K o), 732 (1M, fm/r=360 iMH)
! d). 718 {1H. dd). .18 (2H. @), 8.40 (1. d)
, e 323 (2H, ). 365 (2H 4. 498 (2H, 5), 7.34
268 HOOG4-cyanaphanyl) M Shioro-S-pyridinylmethyl)- 12 [ d), 766 (1, &e). 7.72 (2M, o), 833 (2, |mz=357 MA1E)
“iminathiazoli ), 8.40 (1H. )
o ; K 240 (3H, €), 3,18 (M, 0, 3.61 (2K, 0\ 498
287 HOOG—3-methylphenyl) g‘fz.::t';r:l nm:‘ rymethy() 12 [(2H 5], 732 (34, m}, 702 (14, ¢d). 507 (2H. |mez=366 (M}
trminotn 4 m), 8.40 (1M, d)
 chorombemvridimimethe 1 319 (2H, 0. 3.62 {ZH 1. 452 (2H, o), 7.11
268 HOOC2-fuorophenyt) g_’fz.“‘t:i';o":i _rridinymathyi} 12 JOH dd) 707 (10, o), 731 (1H, Q). 745 (1 |mv2- 350 (M+H)
mino m). 2.73 (1M, dd), 8 10 (14, 1), 839 (1H, d)
b o s ) 7.23 (2, 1), 7,66 (2H. 0, 5.00 (2H ), 735
268 HOOG 73 cyanaphenyl) ::f?‘"';"" Sroyridinyimeth) 12 (K d). 756 (1K, 1), 1.67 (1. dd), 2.77 (14, |m2=357 (6oH)
mnothiazeiidin d). B39 [1H, ), 845 (1H, ), 8.58 (1H. s)
ot e _ 287 (3H, 3), 3,18 (H. 0, .59 (2H, ), 492
270 (2-methylphenyl) COCH o 2-chloro S-pyridinyimoty) 5 [@Rs) 7.22 (2H, m), .33 (2H, m), 7.68 1M |m/z=346 (MeH)
minoliazolidine dd). 817 (1H, d). 8.37 (1H. d)
A 312 (21 1), 3.23 (24, 900, 3.92 (1, a0,
n HOOGC~(2.3-dihydro- IH-inderyl) {312, chiore-5-pyridinyimethyl- 12 [348QH, rv)d 3-57((2& 0.4.77 ‘ﬂﬁdv e my 22372 (M+H)
2-iminothiazolidine (2H, m). 7.19 (2H, m). 727 (14, d), 753 {1H,
(20 m. 19 2t
e 323 QM 1), 367 (2H.0. 493 2R 2, 734 | -
272 HOOGC-4-502Mo-phenyh ;;‘:“::":’“ > pyridimymethyl)- 12 [(IH dd). 767 (1. o). 8OO (2H, 4d), .41  |m/2=410 (M+H)
‘ezolidine (2H, dd). 843 (1H. d)
o 320 (2H, 1), 3,63 (2H, 0. 4.98 (2H, ), 738
273 HOOG~(3-chiorophenyl) omi2-chloro- & pyridinyimethy) 12 |@H 0,748 (M. ddh 270 (1M, 0. 8.91  {m+2=366 (M+H)
trmnothiazoliding (1H, dd), 8.23 (1H, t), 6.40 (1H, d)
" o . 0.95 (6M, d) 220 (1H, m). 2.33 (2H, d), 3,41
274 HOOCCHZCHMo)2 ;.‘ﬂ:"::? ‘;id“?’""‘"""""-""’ 12 [2H, 0,953 (2H. 0,480 (2R 5). 131 (14,  |mve=312 (MeH)
mincthiazolidine ). 7.63 (1H 4d). 838 (1H. )
et e in \ 324 (2M, 1), 3.60 (2H ©, 5,01 (2, 3), 7.35
275 HOOGC (3 nitrophenyl) 2 .‘2."“';3" f;id‘;:"“""'"""'"" 12 [(IH &), 7.02 (K, m). 7.74 (1H. dd). 838 {1H. [m7z: 377 tMH)
Timinotiazolidine dd). 8.41 (1K, d), 8,55 (1H, d). 8.08 (1H, &)
N A 324 (2H, 1), 3.67 (2H 0. 5.00 (2H, 5}, 7.4
276 (4-ntropkeny’)- 0GOC 3'52.“'2."7 > pyridinyimethyl)- 5 [0 aL 208 (i, da} 8.26 (2H. o). 8.39  |m-2-377 (MeH)
—trmunothiazoadine (JH. ’“)
L 3.5 (2H, 1), 357 (2, ©), 3.74 (114, sept),
2 HOOC-CH20CH(Me)2 512 chlara-S-pyricinyimet - 12 (422 2H 8) 481 (2H 55 133 (1H, ), 765 |m/7=328 A1k
Timinothiazaiidine (14, dd), 8.34 (1H. o)
) N 181 (TH, m, 224 (114 m), 288 (1. m), 308
HOOC-3-(1.2.3.4- 3-(2-chloro-5-pyridinyimothyl (2H, m), 3.1 (2H, 1), 3.55 (2K, 1), 4.81 (2H,
a8 Lol ahydronaphihatanyl}] 2-imingthiszolidine 1210, 7.00 14, m), 730 (1M, ) 7,59 (1H, do), |™2386 (MeH)
933 (1K, d)
o . 126 (9H. 5. 3.13 (2H. 0. 3.85 (2H. 1), 4.17
218 |HOOC-CH20:8u - ox-chioru-Epyidinvimetini 12 [(2H 6),4.76 (2H. ). 732 OH 6. 767 (IH. |m/27362 (MeH)
inothiazatidine dd). 8,34 (1K, 0)
P 3.20 (2H, 1), 363 (2H,1), 4.97 (2H, <. 7 20
80 |HOOC-3-Muoropheny’} 2 onyora-G-pyridingtmethyl)- 12 [(IH td). 738 1K, d). 7.40 (11, m). 7.70 (1K, Jm+2=350 (hoH)
‘minothazalicine dd). 7.83 (1H. da), B.04 (1H dd). 840 (1H, @)
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L& VIRRER | BURH 2 BRI NMR (COCY, 8 ppm IR (KB, v. cm '} or
[=] Ny ppm; ¢
p E \E
T 1.20{2H, 1), 1.68 (2H. 0, 3208 (2L &) 352
281 [HOOC-Cleyclopropyl)-Ph B chioro-SovidmAmotl | 13 KoM, 0,447 (0H 8 707 [3H m). 7 12-778 fmve372 114
(4H, m), 744921 m). 8.1 (1H. &)
o 1.2 (6H, 5), 3.08 (2H, 0. 3.50 (2H, 1) 4 57
282 [HOOC-G(Me)2 Ph e S pyidmimethyir |y, (24,200 K. ) 219-7.7 (b ) 812 =74 ot
™, &
T i 282 (2K, 1,302 2H. 4. 301 (2, 1), 352
283 [HOOC-CH2CH2-Ph - 2echlora~S- byridinyimathyl) 12 [(2H 0,478 (2H ), 1.16-72.32(SH m3 757 |im/2360 MeH)
" (1M, dd). 8.32 (1H o)
- 3.25 (2. 1), 369 (2H 1), 498 (2H, x), 7.38
. 3-(2-chloro-5-pyriginvimethy!)- . A N
284 HOQC-3-pynmidinyl {2-chlore-5-p 1.2 1H, d), 7.67 (1. do), 8.38 (1H, &), 831 (1K, {m 2=334 TM+H.
“pynmiciny 2-iminothiazolidine E!,‘ 9.48 (1H, :0 4 mz=334
- o 1.45 (9K, 5), 3,16 (2H, 1), 9.58 (2H. 0, 406
285 HOOG-CHZNHCOOMBY 32 chioro-3- pyridinylmathy)- 12 |(1H.d). 681 (2H.5), 132 OH 4), 765 (10, |m/2=385 (M-H)
immathiazolidine d, 8.31 (1H, d
~ I 2.93 (14, dd), A00(1H &d), 317 (2H, D 3 58
286 HOOC-2-oxrane 312 chloro-S pyricinyimathyl)- 12 [(1H. dd). 360 (2H 0, 481 (1H, d), 486 CIH, |m/2=298 (M+H)
minothiazoliding ). 734 (H. o). 7.67 {1H dd), 8.34 (1H, &)
o 3920 (2K 1), 363 (2H 0. 437 ZH ). 1.2~
267 (3-bromophenyl)-COCI 3oz chioru- & pyidimyroatind)- 5 |735(2M m) 783 (1H. od) 788 (M. da). | m/2=410 (M-H)
iminothiszolicine 8.18 (IH, d). 8.38 (2H, m)
e 314 (2H.1). 343 (1. m) 358 (2H ¢), 3.4
288 HOOC-3-026tydine 32 chlora-5-pyricinylmathyl- 12 JoH m) 297 (2H m), 481 (2H ), .31 (1H, [m 22311 (M+H;
iminothiazohdine &% 7.83 (1H. dd), 8.33 (1H @)
" 321(2H, 1), 33.64 (2H 1), .00 (2H, ¢). 7.32
L . 3-(2-chloro~5-pyridinylmethyl)- ' X N ‘
209 (2 pyrioyl) COCH ~{(2-chloro-5-p 5 (1K &), 240 (1. m), 7.79 ZH. m), B.28 (1M, |m/2:333 (M+H]
2- immothiazolidine &5, 842 (1H. 8), 8.77 (14, d)
) 323 (2H . 366 (2H 1), 498 2H, 3, 132
3~(2~chloro-3- pyridinyimethyl)~ - \
290 HOOC-4-pyridyl -2 - 12 [(1H, m) 767 (1R dd). BID(2H, m). 840 |m/2=203 (Meh)
2-iminothlazolidine (1K, d). .74 (2H. m)
o 3.21 (2. 1), 3.63 (2H, V). 4.87 (2H, 5). 6.93
201 HOOC~{5-chiaro-2-th.nyl) ;’j’.“":"’ & pyridnfimelimd) 12 [(IH.0.735 0K ddb, 764 O m3, 773 UK,
iminothiazoidine Py OQOHN d)
] e 321 (24, 0, .08 (2H 1) 4.99 (2H. 5} 7.13
292 (2-Auerophenyl-COOH 3 2chboro-S-thinzolytmetint)- 127 (1M, dd. 7.21 (IH, m), 248 (1M, m), 150
"minothiaLoficine (1M, 5. 8.17 (1H, td}
341 (2K, 0, 271 (ZH 1. 4.71 (24, 3% 731
3-(2- chloro- § -pyridinylmethyl)- (1H, d). 7.60 (ZH, m}, 746 (M, m). 273 (1K, | . .
293 PhCOCH 2-iminoimidazolidine 5 4;1) 8.24 (2, m), .98 (1H, d), 8.89 (1H. br | 3=15 (MeH)
8,
. 34T G 0. 371 G t).)“ss (z(n, 705
~ 3~(2-chloro=-5-pyridinylmethyl)- ) 7.18 (2H, m}, 7.32 (1K d), 7.39 {IH. m), 7.73
204 (2-Auoropheny!)-COOH 2-iminolmidazolidine T2 K, dd), 8.01 (1H, 1), 8.37 (1H, d). 8,83 (1M,
be 3)
3~2-trifluoromethyl-5- 920 i2H, ), 3,63 (2H, 0. 5.08 (2H, s), 742
295 PhCOCH oyridimylmethyl)-2- 5 (2H, m), 7,51 (V. m), 7.87 {1H. d). 7.80 (1H. [m2=368 (M+H)
iminathiazoldi ), 8.25 (2, d), B.74 (IH, 8)
i i} 321 (2H, 0. 3.66 (2R V. 5,00 (21, o1 710
296 - Buow ophrnefl-COOH 3;(:dir"’;|'::“:l':y"l‘)';‘;‘_"'5 12 M TIOH M IS R ML TE
pheny .‘:nl thiazofich - (1H. d). 7.84 (1H. d). 8.08 (1. td). 8.74 (K. [™*
imin 20liding &)
3~(2-trifluoromethyl~5- 3,21 (2H, ). 3.85 (2H, ), 493 (2H ). 7.18
297 PhOCOCH ovridinvimethyi)»-2- 5 (3M, m). 7.37 (2R, m). 7.68 (IH. d). 7.85 (1H, [m/7=382 (M1 1)
iminothiazohdine dd), 8.68 (1M, d)
) - 265 (3H, 5. 4.58 (2H, ). 1.33 (IH, d), 7.43
298 (2-trifluoromethylphenyl)- COCI ;’f’.""':.’"‘sm‘;n"‘““"’“”"’" 5 (2H, m), 750 (1H, m), 765 (1H, dd). 823 |m/2=400 (MH)
—iminothiazolidine (2H, m). 8.38 (1H, d}
3-(5.6-dichloro-3- 3.29 (2H, O, 3.63 (2K 1% 4 96 2H, ), 743
290 PhCOGI pyridinylmethyl)-2- 5 (ZH, m), 7.51 (1H, m). 1.82 (1K, d). .24 (2H. [m/Z=366 (M:H)
iminathiazolidine m), 8.31 (1H, d)
o ) 3.17 (2H, 1, 3.81 (2H, 0, 408 (24, ), 8,93
300 PhCOC B-{Rucro-3-pyridinyimethy’ 2 5 {UIH.66). 743 (2H m), 250 UM, m). 188 [in/z=316 (MH)
jminetinazolicing (1K, 1), 0.22 (1H, &), 0.26 (2H. o}
3~(8-chloro~5-fluoro-3- . P .
% [pncoc oyridinylmethyi}-2~ S [320iL U, 383ITH0. 982N R 1AV o riz350 (M)
iminothiazolidine i o ks
3~(6- bromo~3-pyndinytmethyl) 315(2H 1), 359 (2K.1). 493 (2H. 5), 2.642- | , _ '
302 PhCOC! 2~iminothazelidne § 762 (SH. m), 824 (24, m) B.38 M. d) m/2=376 (MH]
I . 2.00 (1H ). 2.63 (74, to), 3 18 (2H 1), 358
203 HO' CHIGH2C S CH oo S-pyridinyimethyil- 34 [(2R 0.428(2H, 15 883 (2H. 5), 232 11H. |m/2=324 (MH)
othiazoli d), 7.65 (1M, dd), 831 {IH &)
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EYESR (e B2 AR NMR (CDC,. §. ppro) R OB v om™ or
280(tH.m). S00(1Hm), 3.11GHm).
104 HOOC CH2CH2- (2~ 3~(2-chloro-5-pyridinyimethy!~ 12 3.81(3H,), 4.12(2H.3), 6.852H.m), =390
methoxyphenyl) 2-iminthiazolidina . 1AT2Hm), 7.30(1HA). 7,62 1H.om) m/22380 (M+H)
833 tHz)
HOOG-CH2CH2-{2~ -(2 chloro 5-pyridi - 2.85(1HL), 3.04(1M.m). 3.14L1H.0), J60(1K LS,
ST o Sl  inioro & pridinyimothy( 12 363A3Ha) 413(1H.Q), 4.83{2He) B8K1Hd)|m/2=398 (M-H)
B.89(1H.d). 7.2D(2H.m), 7.45{1H.¢)
- o N 196 (3H, m). 2.33 (2H 14, .16 (21,1}, 3 57
308 |HO-CHZCHZCH2C=CH - 2-chloro--ovmdinyimothy 38 M 0.427H 0, 485 QH 03, 732 (1M, |m22338 (MG
i d). 2.64 {IH. dd}, 6 31 (14, d)
( 1.84 (2N, m}. 184 (ZH m), 1.64 (1M, 01, 2.23
: - 9-(2-chloro~5-pyridinylmethyl)}- (2H, td) 3.16 {2H, ), 3.58 {2H, 1), 4.19 2H, !
307 HO-CHZCH2OHACHICSCH [ o e oticing 34 10,480,073 (1M, ) 764 (1H, o, |™/ 352 (M
892 (1H, d)
. S S 1.96 (3H. m). 256 (ZH. td), 2 73 (2H.1). 313
308 HOOC-CH2CH2C =CH :fm;’“;;‘:ji;’f""""“"""” 12 [(2H 10,356 (2H t5. 482 (2H 1. 7.32 (1K ) |m/ 22308 (MH)
of i 7.67 (1H. dd), 834 (IH. &)
) - N 1.82 (3H m), 227 (2H_1). 261 (2H_ 1), .12
08 HOOG-CH2CH2CHIC=CH g:fi,:m;’h Deididmati- 12 {(2H 0,353 (2M 1, AB0H 9), 731 (1.  |m/2=327 (WM}
o). 7.65 (14, el 8.31 (11, 0)
" N 150 (ZH, m). 1.75 (2, m). 209 (2R, o1, 3.18
" - 3-(2-chloro-5-pyndinytmethy (2H. ©), 356 (2H, 1), 4.17 (2H, V), 4.81 (2H, 5). -
310 HO-CHICHICK2CHICH=CH2 |, L areliding 38 liss (14, m). 5,020, m), 5,81 (11, m), 7.20 |72 = 354 (MeH)
1H, ). 7.64 (14, dd), B.31 (1H, d)
- N 151 (2H, m). 1.78 (2H, m), 2.13 (2H, m}, 317
3t HO-GH2GHZUH2CHZCH=CH2 :f:\;;‘:;’:j' vazolybmethyl)- 34 JoH. D, 363 (2H 0,421 (2H, 0. 4988 01H  |myz = 360 (M+H)
m). 5.04 (1K, m), 5.80 (1H, m), 7.45 (1H, )
@ R 1.60 2H m). 1.77 (2H. m). 194 (IH, 1), 2.22
- 3-(2~chiora~6-pyridinyimethyl}- K2H_ td), 2.50 (2H,0), 2.13 (2H. 1), 53 2H. |, _ '
a2 HOOC-CH2CHICKICHICECH 1) e rotidine 12 . 4.80 (2M, 5), 731 (1H, ). 765 (10 dgy, ™ £ = 336 (M+H)
833 (1H. d)
(- S 1,60 (2H, m). 1.84 (2K, m). 195 (1M, ), 225
M3 |wooc-checHzcHzonzoson TR S hottmetd |y Gl TS G b 304 O 360 o e = 342 (et
), 4.83 (2H, c). .45 (1H, 0
12-chiora-5-pyrdnytmatt 1.83 (2H. m). 2.17 (2H, em), 3.1 (2H 11, 358
314 HO-CH2CH2CH2CH-CH2 LS Shore S pyridh a 34 2H, ©). 4.18 (2H t), 4 98 (1, % 5.04 (1 |11y = 340 (Ma)
2-iminothiozolidina m). 5.83 (1H, m), .33 (tH, o), 7.65 (1M, da), |~ 340 (hasty
. 3.83 (i
e , 1.84 (2H m). 217 (2H.m) 317 (2H 1), 263
315 HO-CH2CH2CHZCH=CH2 g_;:,::::ﬁ;‘::”"'“‘“’""‘ 34 J2H 0. 420 2K 1), 485 2H 8. 499 (1H. | myz = 346 (W)
tezo% m). 5.08 (14, m). 5.85 (1H, m), 745 (1H, a)
B 144 @HL ), 1,90 (2 m) 20T72H w249
" = 3-{2-chloro-8-pyridinylmethyl)- (2H 0.3.11 (2K 1), 353 (2H, 0, 480 ZH s} | , _ )
318 HOOC-CHZCHZCH2CH2CH:CHy [y (2 chlorerS-pyri T2 L0011 ). 500110 o on et < m sy = 338 (MiH)
(14, d), 7.84 (IH, dd). 8.34 (1M, d)
( VA0 (2H m), 1,74 (2H, m), 210 (21 m), 254
_ _ 3-(2- chloro~5-thiazolyimethy~ (2H, 1), 313 (24, 1), 359 {21 1), 483 2H, o), P
37 HOOC-CH2CHICHZCHZCH:CHz [5~ 2 chloro-5-thi 12 L8 (1M m) 503 (151 0§51t na s a2 |mez = 344 (M)
1H, s}
1.78 (ZH_ ). Z 11 (ZH. m) 250 ZHL D), 311
~ 3-(2-chloro~5- pyridinyimathyl}~ (2H, 1), 3,63 (2H. v, 4.80 (2H, ), 4.96 (IH, -
s HOOC-CHICHICHZOH=CHZ 1 . rolidine 12 ), 503 (1. m). 582 (1M. m), 733 (4, | ™7 = 324 (MeH)
[7.64 (1H, da). 8.34 (1K, d)
™ A 1.02 (2H, m). 2.14 (2H, m). 254 (2H 0, 313
319 HOOC~CH2CH2CH2CH=CH2 :_fih":":;",‘ﬁ;ﬂ"’"“""’ by 12 [2H 0 359 (2H t), 484 2H, ) 497(1H, |m/z = 330 (MeH)
rohdine m), 5.05 (1H. m), 5.85 (1H. m), 745 (M, 5)
o 2-chore-5- syttt 743 (ZH. m). 258 (2H, m). 312 (2R, 1) 3.54
- - (&= chlora=5-pyndiny " ZH, O, 4B (2H s), 487 (1H, m). 508 (1H fr =
320 HOOC-CHZCHICH=CH2 2-iminothiazolidine "2 e 588 (1M m). 140 (11 &) 165 (10, gy, |2 = 310 (M-H)
. .80
" , 247 (21, ). 263 (2H, m), 3.18 (210 1, 360
321 HOOG-CH2CH2CH=CH2 :_f_“:"":,’ ‘;'ﬁ;‘:‘l"“'”"“"""" 12 2H 1) 4 B4 (2H, 3), 409 (IH. m). 507 (10 |m/z = 316 (M 11)
minothiszoldine: m). 692 (1H. m). 748 (1H. o)
- 3-{2-chloro-5~thiazolimethyl)- 148 (3K d), 3.20(2H 1). 368 2M. 1. 488 | . _
22 HO-CHCHICF3 2-iminothiszolidine 34 on 5). 532 (1M, m), 748 (1H, ) Mz M (MeH)
e .14 (2H, 0, 3 57 @H, ¥, 4.89 (2H, 5, 658
23 HOOC-CH=CH- (3-thisnyl) ;_.(fl;""}‘"!"_ S syridinvimothyi)- 12 1M o) 7.32 (3K, m), TA6 (1M ) 2.0 (IH, |m/z = 364 (M+H)
‘mmnothiazolding dd). 7.77 (1H. d). 8.37 (1H. d)
HOOC-CH-CH- (4-2—thiemb-2- |t R \ 315 (2H. 1), 357 (2H, U, 489 (2H, <), 053
~CH-CH- (4 ienyl - 13-(2-¢hloro- —~pyridinyimethyl}~ TH, m). .10 (1K, dd). 2.13 (1N, dd), 722 - .
324 thisnyl) 2-iminothiazolidine "2 M ), 727 (1M, @), 735 OH a) 769 (1K |TVZ = M6 (o)
dd’, 7.81 (1K, d). 8.37 (3H d)
3.17 (214, ©). 357 (2H, 0, 462 1214, dd), 4.04
. CH2CHS k! 3~4(2~chloro-8-pyridinyimethyl)- (2H s). 6.23 (11, dv), 6.87 (IH. d), 7.22 (1H,
325 HO: CH2CH=CH—3~(h: ., N ‘g . \
¢ thienyl) 2-imingthinzolidine 4 dd). 726 (1H. m). 7.32 LIM. d), 7.6€ (IH dd),
€31(14, d)
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IR (KBr. v. cm ) or

m/z = 340 (M+H)

m/z = 347 (M+H)

msz = 366 (MeH)

m/z = 370 (M+H)

m/2 = 396 (MeH)

m/z = 364 (M+H)

m/z = 350 (M+H)

m/z = 352 (M+H)

m/z = 328 (M*H)

m'z 8 J40 (M+H)

m/z = 354 (M+H)

m/1 = 380 (M+H)

m/z = 370 (M+H)

m/z = 348 (M+H)

m/z = 384 (M+H)

on/'z = 350 (M+H1)

m/2 = 370 (M+H)

m/z = 344 (M+H)

LA YIRRSE | B0 k2 =154 NMR (CDCI; &. pom)
1.57 (1H, n), 1.8 (2H. m), 208 1H, m} 262
P (TH, dd), 280 (11, dd), 3.1 (2H, V), 353 (2H,
326 HOOC-CH2~2-tetrahwdrofuranyl) |32 Chioro™S-pyridinyimeth)- 12 0.3 730K m), 388 (1M, m), 436 41H, i),
: g 4.81 (2H, ), 7.31 {1H, d), 767 (4. ud) B33
(1H &
I . o 314 (2, U 357 (2H.1), 489 (2H, +), 6.48
327 HOOC-CH=CH~{2~furanyl) ;‘_:g::‘;::;ﬁ‘?"";’d""’m““w 12 (1K, dd), 658 (1h, 6). 6.63 (1H, d). 7.2 1H,
’ d). 747 (YH. d), 789 (1M, dd), B 37 (1K, d)
( 288 (2H, . 3.12 (2H. 1. .24 12, 1), 354
~ B 3 (2 chiora-5~yridinylmethyll- 12H, 0, 4.80 (2M, 5). 6.82 (M. ) 690 (1K
328 HOOC-CHCHZ (2~ theny) 2 imirothiazofidine 12 dd), 7.10 {1H, dd). .30 (1M, d). 7.60 (TH. dd),
B32 (1h &)
150 (1H. m), 1.82 (7H. 1) 3.15 2H. 1), 3.56
~ i 1[3-(2-ehiora-8-pyridinytmathyl)- (7H.1).3.72 (1H, m), 388 (1H, d), 395 (1H
ze HO~CHZCHZH2etrahydrofranyil|y -0 viazalidine 3% lad\ 4.26 72H, m), 481 (2H, dx 2), 7.31 IH,
d), 7.64 (11 0}, 8.31 (IH. @)
y ) 2.10 (24 m), 2.88 (2H, ), 3.(6 (2H, v), 3.57
S 3-(2-chloro-5- pyridinyimethyl! {2H. t). 4.23{2H, v), 4.82 (2K, ), 8.81 (IH,
30 HO-CH2CH2CH2-(2-thionyl) 2-iminothiazolidina 3% 14691 (1 ad). 711 (14, dd) 7.32 (14, 0)
M 7.65 (1M, dd), 832 (1H. d)
" — i 3.15 (2H, 1), 357 (2H, ©) 490 (ZH, <), 6.54
331 HOOC-CH=CH~(2-thicnyi) i i ora-S-pyridnyimathy} 12 [(TH &), 7.04 (IH, &d). 723 (1H, d), 7.34 (1M,
imnothiazolidine dad). .70 (1H, &d), 7.88 (IH, ), 8.37 (1M, &)
s o ) 284 (2H, 0, 301 (2N, 0, 3.12 (2H, V). 3.54
en -(2-chloro-8~pyridinyimethyl)= (2K 1), 480 (2H, 5). .00 (1H, d), 6.20 (1H,
2 HOOC-CH2CH2-{2-furanyl) 2-iminothiszaliding V2 Lo 729 (1 d) .31 (14, o), 7.60 1M, dd),
831 (1K d).
o ) 252 (2H. m), 275 (ZH. m). 8.14 (20, 0, 357
333 HOOC-CH2CH2CFS 332 chloro-S-pyridinyimethi) 12 Ji2H 1), 481 (2H s}, 733 OH, ), 162 (iH,
nothiazol dd). 8.33 (1H. &)
N o - 1.85 (2H. m) 256 (2H. €, 312 (2H. 1), 33
334 HOOC CHZCHZCHZOCH3 s, riere - pvekdiyiatini) 12 [(3H 5), 3.43 (2K, ). 0.52 (2H, 0, 9.80 (2H,
srrnofinacolidine 63, 7.31 (1H. ), 7.84 (1H. dd). 8.33 (IH, &)
1.38 (1H, m), 2.13 (1H, m), 2,60 (ZR =, 271
_ _ (1H. m), 313 (2M, 1), 345 (1H. m), 3.52 (2H,
335 HOOGC-CHZ~3~tetrahydrofuranyl) g;‘:“:o";{:z‘i Drridmyimothyt- 12 [0.377 (W, Q). 385 (1K, m), 390 (11, m),
ofdm 4.80 (2H, 3), 7.32 (14, d). 7.61 (1H. dd), 833
(1H, d)
149 (i1, m), 1.60-208 (5H, m). 2.61 (2H,
28 HOOC-CH2CH2-(2- 3-(2-ehtoro: 5+ pyridinylmethyl)- 12 A 311(2H.0.353 (ZH O 371 1K, m,
tetrahydrofuranyl) 2 iminothiazoldine ' 384 (2R, m), 4.84 (2H. 8). 7.33 (1R, d), 765
(1H, dd). 833 (14, 4)
, 206 2K, ) 216 (ZRL 0,310 2K 1,355
~ _ 9(2-¢hloro~5-pyridinylmethyl)- 2H, 1), 421 (2H ). 4 81 (2H, 3), 601 (1H,
7 HO-CHZCHICHZ-(Zfuranyl) 1 40 i nothiszolidine 34 146, 627 (1H. dd). 130 (1M, ). 7.33 (1K, d).
7.84 (IH_do). 831 (1H_d)
1.58 (14, m). ‘.83 (2K m), 2.08 (1 H, m), 2.32
_ . (31, m). 3.17 (2H. 1), 3.40 (1H. de), 3.58 (2H,
28 HO-CH2CHZ~ 3-tetrahydrofuranmy 312 <10r” S-Byridinyimethy- 34 9,396 (1H, m), 3.86 (1H. m}, 3.84 (1H, m),
fminothiszolidme 4.20 (2H. m). 4.80 (2H, s). .31 (1H, d), 7.64
{(1H, dd). 8.31 (1H, &)
- e _ 3.14 (2K, 1), 3.56 {2H. t), 4.89 (2H. 5), 6.48
39 HOOC-CH=CHA 3-furanyl) 3-2-chloro-5- pridinyimethy) 12 [(IH o 6.64 (M. 8). 7.32 (1M, o), 742 (1K,
iminothiazolidine s}, 7.63 (1H, 5, 2.69 {2H. m), 8.32 {IN, d)
1.40-2.01 (BH m) 3 18 (2H, 1), 8.5 (21, ),
240 HO--CHZCHZCHZ-(2- 32~ chlaro=5-gyridimylmethyt: g4 [AT1(1H.10). 384 (2H. 0. 420 2H m), 481
telrahydrofuranyl) 2-iminothiazolidine ; (24, 8). 7.33 (1H, d). 7.64 (1M, do). 8.30 (1H.
%
2.78 (2H, m), 202 (2H, w3, 3.01 @GH, 0. 955
_ " 3-(2-chiloro-6-pyrid.nylmethyi)>- (2H, 1). 4.80 (ZH ). 6.29 (1H. 0). 724 (1H.
M HOQC-CHICH2-(3~urany) 2-iminothiazaliding Y215 7320IH. ), 734 (1H d). 760 (IH dd),
8.92 (IH, d)
) 2.00 (2H, m). 224 (2H, m, 3.17 (2H, 1), 3.58)
. -5 pyrids - A ;
302 HO-CH2CH2CHZCF3 o oniaro-S pyrideyimathy! 34 |2h, 0. 423 (2K 0, 482 (2, 5), 7.84 (TH. d},
tminothiazolidine 7.65 (1M, dd), 832 (11 o
2.78 (2H. 0. 2,06 (2H D, 3.11 (21, 13, 3.52
13 HONC: CH2CH2-(4- 3~2-chloro-5-pyridinylmethyl}~ 12 {2H, t). 3.78 (3H, 5}, 4.78 {2H. 5). 6.81 (2H.
methoxyphenyt) 2-iminothiazolidine : d), 7.14 {2H d), 7.29 (1H, d), 7.56 (1H. dd),
8.31 (1H, d) :
. N 1.99 (2K, m). 318 (2H. 1). 334 (3H. 8), 3.48
344 HO-CH2CHZCHZOCHI ;:sz"‘:.""?.‘d'?V""'""‘"""“’" 34 K2H. 2. 356 (2H 1), 4.26 (2H. €. 4.82 H, 5).
‘minothiazo:icine 7.33 (1H, d), 2.64 (1H, dd), 8.32 (1K, ¢}
B 2.61 (2H, 1), 2.98 {2H_ ). 3.14 (2H, U, 351
345 HOOC-CH2CH2~(35~ 3~(2- chlora-5-pyridinyimethyl)- 12 2H t1 3.75 [6H. s), .79 2H. 5, 8.29 (1K,
|dimethoxypheryl) 2-iminothiazolidine d), 639 ¢2H, ), 7.30 {1H ). 7.60 (1K, du.
8,32 (14, 5)
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[£R18]

HEUES | FE K2 BB NMR (CDC;. & pam) IR {KBr.v em™ or
2o X 166 (2H, m), 1.78 (2H. m). 3.16 ZH 0.3 33
_ 3 (2" chloro 5 -pyriginylmethyl)- (3H, 6). 3.41 (2. 1), 3.58 (2H, v), 4 20 2H, ). _
348 HO~CH2CH2CH2CH20CHS 2 iminothiazolidine 34 480 (2H, 5). 134 (1M, ) 7.65 (1M dd) .34 |72 = 358 (M+H)
§ (18, d)
316 (2H, 1), 358 (20, 1), 3.81 (31, o), £.80
_ o \ 3~(2-chloro-5~pyridinylmathyiy- (2H, 3). £.19 (2M. 8}, 6.84 (1H. m), 7 00 (2H, -
347 HO-CH23-methoryoheny!) 2-iminothiazolfidine 34 I 7.24 (M. m). 7.32 (1, 8. 764 CaH, o), |77 =392 (M H)
831 (1H, d)
P 3.02 (2H, 1), 3.17 42K, 0. 367 2H 1), 380
. 3emathormhan | 3-(2-chIOr0=5-pyidinylmethyl)- (3K, <), 4.37 (2H, 0. 480 (24, 0, 68O M, | _ )
348 HO-CHICH2-3 yoheny) | iminothiszolidi 34w 222 (1 m), 732 (1M, . 768 (1M dar, |2 = 408 (MeH)
832 (1H, d)
. 198 (R m}.( 2‘54:')2& 0. (:;.ls (?n 0, (155
_ —ta 3-(2-chloro-5-pyridinyimethyl) (2K, ), 4.21 (2H. 1), 4.81 (2H, 5), 8.28 (1K, N
349 HO-CHIGHZCHZ-(-huraryd | ol 3 0723 (H d), 733 (M 0) 138 (1 6), | ™2 * 380 (MeH)
7.64 (1H, dd}, 831 (1M, d)
135 (1A m), 1,78 (3, m), 2.0 (TR, m), 223
HOOG-CH2GH2-(3- 3 (2-chioro-5-pyridinylniethyi)- (1H. m). 250 24w, 242 (ZHL 3G (M, |,
350 tetrahydrafuranyl} 2 iminothiazolidine 12 t). .54 (2H, ©) 3.75 (IH. q), 365 (2H, m),  [M'2 = 384 (M+H)
4.80 (ZH, 51, 731 (1H, ). 862 (1H. dd), 8.94
1.48-1.74 (5H_ m), 200 (1H, m), 220 (1F,
351 HO-CHZCH2CH2 (3- 3-(2-chloro-S-pyridinylmatiyl)- a4 [RIIOCHOISIMmM IR @D |
tetrahydroturanyt) 2-iminothiaznfdine ! 3.75-3.92 (3H, m). 4.17 (2H 2), 481 (2H, 5), ™ /
7.33 (1HL d}. 7.64 (IH, dd), 8.32 (1M, d)
317 2R, v, 325 (2K, £ 357 K 1 439
. 05 bt g 3-(2-chioro-S-pyridinyimethyl)- 2H, t), 4.82 (2H. s). 6,89 (1H, dd), 5.94 (1M, .
352 HO- CHZGH2Z-2 thienyl; 2-iminothiazoliding 34 10 7.1 (1 od) 793 (1M, ). 767 (IH, ach ™7 = 382 (M+H)
8.32 (11, o)
1.88 (2H, m), 248 (2K, 0, 2.58 (2H, 1), 2.12
23 HOOG CH2CHZCH2~2.3- 3-(2- chlora-S-pyridinyimethyl)- 12 2H ), 3.52 (2H. 1). 4.21 {41, g, 4.76 (2H,
) dihydrobenzo[b][1.4)dioxin-6-y1)  [2-iminothiazolidine ~ 6). 8,68 (JH. do), 6.70 {1H. d). 6.77 (1M, o)
131 (1H, d). 7.64 (1H, dd), 8.33 {1h, )
} 317(2H 1), 317 (2W. €. 357 2R, ¢, 437
- 3-(2-chloro-5-pyridinyimothyl)- (ZH, 0, 4.80 (2H, 3). 7.00 (1H, o0, 7.0 {11, ;
354 HO CHZCHZ3-thienyl) 2-iminotklazolidine 34 Lsa), 7.26 (1. 00), 7.32 {1H, d) 7.65 (1M, oa, ™/ = 362 (M<H)
8.32 (1H, o)
297 (2H, 1), 294 (2H, 0. .12 (2K, & 359
355 HODC-CH2CHZ- 3~{2-chloro~5-pyridinylmethyi)- 12 H 1), 4 79 (2H. 5), 5.91 (ZH, 3), 6 68 (1H,
(benzo[d][1.3]dioxol-5—yi) 2-iminothiazolidine - dd), 6.71 (1K, 63, 6.73 (1. o), 7 30 (1H, e,
7,58 (1H, dd), 8.32 (1K, d) i
e ] 267 (2H. m). 3.18 (2H. 1), 3 60 (2 1), 4.38
356 HO CHZCH2CF3 o k-chloro > owidinyimethyl 34 JOH 0,481 (2H 1. 734 (1L o, 7,68 (1N, |m/z = 368 (MeH)
iminothiazolidine &), 8.33 (1M, &}
277 (2H.v), 252 (2R, 0. 3.12 2H, %, 353
357 HOOG CH2CHZ- (23~ 3-{2-chloro~5-pyridinylimethyij~ 12 (2H t), 422 (4H. ¢), 4.79 (2H, 5}, 6.68 (1N, /2 = 418 (M+H)
diydrobonzolb]{1.4]doxin-6-41)  |2- imincthiazolidine ). 6.73 K, ). B.76 (1H. ), 7.92 (1H, o) |2
7.62 (1H, dd), 8.32 {IH, d)
284 (2H, 1), 200 @GN, V. 353 (2H, 1), 3.78
HOOC- CH2CH? 13 3~(2~chloro-5-gyridinyimethy)- (3H, 5, 478 (2H, ©). 6,73 (1H. &), 878 (1N, | . _
358 methoxypheny) 2- iminothiszolidine "2 10685 (1H ), .18, 0, 130 (1, ), | ™2 = 390 (MeH)
7.58 (1H. dd), 8.32 (1H, J)
3.07 (24 ). 3.18 (2H, 1), 357 (2. 1), 4)
. . 3-{2-chloro~§-gyridinyimethyi)- (ZH, 1), 4.80 (2H, 3). 8,10 (1H, d), 6.29 [IH, = .
359 HO-CH2CH2 (2 Furanyl; 2-iminothiazoliding 34 10,730 (1H 6} 733 (1M, ), 7.63 (1, da) ™2 = 368 (M+H)
830 (1H, )
285 (2H © 318 (2H, ), 357 (2H, .49
) g . 3~(2-chloro~5-yridinylmethyl}- (2H 1), 481 (20, 5), 6.33 (IH. 8L 190 (W, |, _
360 HO-CH2CH2~3-furanyl) 2-imincthiszolidine 381,733 (1M o), 7.36 (1M, o), 7.64 (1, o), |™2 = 366 (MHD)
831 (11 &)
N 3.14 (2H . 353 (2H, 0, 4.77 (2, 3) 5.34
366 HO-CH2~(2-thienyl; 3 2-chlora-S-pwridinyimethyi)- 34 f(2H 55 685 (1H. dd), 7.13 (1M, o). 7.30
‘menothiazolidine (1H, d7, 7.62 (14, dd), 8.23 (1H, d)
] ) 3.15 (2H. U 355 (2K, L 4.78 (2H, s) 5.20
o 3~{2-chlaro-5-pyridinyimethy?) p 1650, 1546, 1460,
387 HO-CH2~3-thienyl) 12-ehlaro-5-p 34 [(2H, aL 718 (1H. d), 727-735 (3. m), 784 .
2-:mincthiszoliding (1K, 40, B.30 (1M, d) 1440, 1415
. ) ) 3,48 (2H ). 383 (2H, 1), 486 (2M, 5), .72
an HOOG-CH=CHCFa 3 2 chiero S ppridingtrethyiy- 12 [(1H.6 6.80 O, m), .34 (1M, o). 7.64 (1H :;’,; 1632. 1618,
‘minathiazolidme dd). 8 34 (1H. o)
" 2.79 (2H. ©) 220 (2H U, 361 (214, 1), 4 37
" 3-(2-chloro-~5-pyridinvimothyi)- 5 p 1671, 1549, 1457,
3713 HO-CH2CH2CN - ot 34 gzdn ;)é:fll H(z:;. D 7330H. 767 41H 1971
e - 2.44 (1H ). 316 (2H_1). 358 (2, 13, 4 33
174 ggSCHZBr. HOOC-CH20CH2C g—TZ'cP»‘I:.ro E; eyridinmethyl) 7 (2H, 5), 836 C2H. o), 481 (2H, 8), 7 32 (1M,
= imiothiazoliaina d). 7.65 (1H dd). B.31 {1H. )

E£3
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[319]

-1
& e F2 ESRE NMR {COCY, 8, ppm) IR(KBr.v.cm ™) or
. ! . 1.85 (2H, m}, 2.25 {2H, m). 3.18 (2H, ¢). 3.54
420 gﬁgﬁ’;@i‘;:& g .‘2“"‘:?' "7055:""‘""""’”"" 1 (2, 1), 3.60 (2H, t}, 418 (2H, ). 4.77 (2H, :2?3 1534, 1461,
iminothiazetdine 5). 7.28 (1H, d). 7.60 (1H. dd) 830 (iH, d)
R T B
furanyl) 2-iminothiarotidna ), 739 (1H, d). 7.54 (\H, od), B.32 (I, d)
3.18 (2H 1), 3.66 (2H 0. 422 (2H 3. 458
- BrCOGH?Br. HO-CH2-(3- 3-(2-chloro-5- pyridinylmethyl ; (2K, s), 482 (2H. o). 845 (1M o). 2.31 (IH,
furanyl) 2-imincthiazolidine d). 7.39 {1H, d). 743 (OH, ¢}, 7.65 (1M, da),
8 35 (3, d)
e 2.28 (1M, 23, 3.21 (2H. 1;. 3.74 (2H. U, 5.00
432 HOOC~4-ethynylghenyl} ;'?‘.c""’?’ S-oyridinylmethvi>- 12 |(2M.5). 740 (1H. &), 752 (2H o), 2.84 (1h, | 1817 1527. 1462
-iminothiazolidine o), 8.12 (2, <), .48 [1H, d) 1419
S 2.48 (2M. m), 3.16 iz, ). 357 (2H. 1), 382
4 BrCHZOUDr, HO CHECH2CFa  [3-{Zochlaro~S-pyridinyimethyt)- 7 Ji2H, 0,423 (2H,5), 479 (2H. 2), 732 (1K, [mz = 362 (M+H)
tmincthiazulidae d). 7.64 (IH. dd), 833 (1K, )
-9 S ourid: 1.97 (TH 1), 2.58 (2H, 1), 3.15 (2H. 1), 3757
428 HOOG-CH20CH2CH2C =CH :_.‘2“""’."’ 5 eyridinglmothyl)- 12 2K, ). .78 {ZH, V), 4.21 (2K, 5), 480 (ZH, |m/z = 338 (M+H)
imincthiszolidine 5).7.32 (1M .d). 7.63 (1H. dd, 8.33 (114, d)
, o S 1,63 (2H, m). 218 (ZH, m}. 287 {2H, 1), 343
3g2 HOOC-CH2CH2GH2CF3 32 chler & S emidinyimothy>- 12 [2H. 0,350 (2H, 0, .80 (2H.s). 731 (H.  |m/z = 365 (M+H)
iminothiarotidine d). 7.63 (1M, dd}, B33 (1H, d)
N 242 2H, o), 3.14 (lzu, 3A ?.55 (fH. ), 3.64
- ) 3~(2- chloro-5-pyridinyimethyl (2H, 0, 422 (2K, 5). 4.80 (2H, «), 5.01 (1H. _
433 HOOC-CHZOCH2CHZCH=CHZ [, 0 rinzoliding "2 e 513 (M. dd) S.88 (14, m), 2.31 (1, o), [T = 340 (M+H)
7,63 GH. dd). 833 (I1H, o)
3.13 (ZH, 1), 3.55 (2R, 1), 4.14 (2H, o). 4.21
. 3-12-chloro-6-pyridinyimethyl)- (2H. 1), 4.7 (2H_ d). 5 18 (1H, &d), 5.31 (1H,
a4 HOOC-CH2aCH2CH-CH2 2-imincthiazolidine "2 L, 5.64 (14, m). 232 (1H. 8). 2.63 (1 da), [™/2 = 326 (MeH)
.31 (14, d)
203020, m). 27220 0, 3.132H. 0, 35621
(2- - chloro-$-ovrid: ) 1), 18134, s) 4.20(2H, V), 482(ZH, u).
435 HO-CH2CH2CH2-(2 3-(2-chloro-S-pyridinyimethy) 34 (BBA(IH. a), BBT(IH, o), 7.14(IH, od), m/z = 420 (M+H)
mothoxyohonyll 2-iminothiazolidine 7.08(1H, od), 7,3201¥L 90, 7.66(1H, 0.
831014, &)
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HAEH 20KEH ]

fta¥ o6 30 EE B %
& L 50 E B %
B fix 2EE%
W+ 13 5 8 %
KE X B RS 4EE%
A K E B 1E&%

LR —RBEG ETHEMEIKE B -

REPG 3 (WA KEHE )

ke 6 30 E & %
L 60 E & %
R 5E &%
frERERRIERSY 4EE%
A & E KR 1EE%
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k&% 51 15 8 8 %
N N-Z §H & B [ % 20 EE %

Solvessol50 ( Exxon Mobil HRE £ A 7 ) 55 BB %

-61-

£r:



201216847

RE‘ M EKRETE B 10 B & %

RS —BRES ETHEEWSEIALH -

BLE B S (% B

twa?m 51 2E B %
#+ 60 E & %
=g 3TEE%
BE fg B 85 1E &%

FLREAY —BET GG -

s E Bl 6 ( WAL W A )

kam 6 24 B B %
Z BE 76 E B %
BLRRAE —BET S A

s m Bl 7 ( WAL W A )

kewm 6 ~ 48 B B %

Z B 52 B %

f Ltk 2> —REMS 2 WAREE -
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[ & B ]
A1 (RAMDBEBRERRAR)

R & 2 200ppm » 10ppm ~ 1.7ppm Z A F & K 30
Lk LEBEAAnLl ZHFER  EERERERZE  RERAE
BRAEGWCRERE - 24 MR LE - EHREZHER - Ritd
ERRAMELLE 10 EXME - WP 25C - BE 85% -
EREEFNEEREZEDIHFE @8 | HBEEB4AE > UTR
Faostax - ABI2EHET -

SEEEK (%) ={ECB/ (EFHFTETCH) }x100

HER KRTAUTZHKEWL 200ppm ZHEEBEFK R DB
Bz B E 60%LL E 2 FE 82 K -
2+~ 4-5+6~7>8>9-~10-~ 1112+ 13 14+ 15~ 16 ~
18~ 21~ 2829~ 42~ 43+ 44 - 45+ 46~ 47~ 48+ 51 + 52
+ 53+ 5758~ 59~ 61> 6264~ 67~ 70~ 72+ 73+ 75~
76~ 77~ 78 ~ 81~ 83~ 88~ 8990+ 93+ 100 -
104~ 106~ 107 ~ 113~ 114~ 115~ 117~ 119~ 120+ 121 ~
122~ 123~ 124~ 125+ 126~ 127~ 128~ 129+ 131~ 132 -
133~ 134~ 135+ 139~ 140 - 141~ 142 143 ~ 144« 145 ~
147 ~ 150~ 151~ 153~ 154~ 155+~ 156 163~ 167+ 171 ~
173~ 175~ 176 ~ 177~ 179 -~ 180 182 - 184+ 185+ 189 -
190~ 197~ 198~ 199+ 200~ 201~ 202+ 203 ~ 204+ 205 ~

206~ 207~ 208 ~ 209~ 210~ 211~ 213~ 214~ 215~ 216 -~

-63-
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230 -

243 »

258 »

273 »

291 -

307 »~

330 »~

341

353 »~

372 -~

EMNT<zhE®wWE 10ppm

218 »

231 »

244 -

259 »

274 »

292 »

308

318 »

332 »

342 -

354 -~

373 -~

219 »

232 »

247 ~

260 -~

277 -~

299 »

309 -~

319 »

333 »

343 -

357 »

374 -

220 »

233

248

263

278 »

300

310~

320

334 -

344 -

358

427 ~

60%LL F =z % & K -

2~ 5>

51~ 5

106 -

~ 128 »

.~ 149

~ 198 -

219 -

~ 244 -

260

~ 303>

6 ~ 7

3~ 57~

107

129

246

155>

199 -

220 »~

267 ~

304 -

. 8

113>

132 -

- 248 -

268

58 »

167 ~

221

234

249

264

279

301

311

321 »

335~

345 -~

359

428

201 »

226 -~

305

222 »

235 »

251 »~

265

283 »

302~

312 »~

322 »

336 ~

346 ~

360 -~

429 -

9 - 12~ 18 »
59~ 61~ 70~ 72
114~ 115~ 122
134 ~ 135~ 139
171 ~ 173 ~ 184 ~
203 ~ 210~ 211 »
227 ~ 228 ~ 229
249 ~ 251 ~ 254
283 ~ 284 ~ 292 »
306~ 307~ 308~
-64 -

226 »

239 »~

252 »

267

284 -

303 »

313

326 ~

337 »

347 -

361 -~

430 -~

42 - 4

R

~ 123

~ 141 -

185

213

~ 230

~ 255

299

309

227 -~

240 -

254 »

268 -

287 -~

304 -

314 -~

327 »~

338 »

348 -~

362

431

3. 44 -

76 -

142

~ 189

233 -

256

~ 300

124 -

228 -~

241 ~

255 »

270 ~

289 -~

305~

315~

328 -

339

349 -

366 -

229

242 ~

256 ~

271 »

290 ~

306 -

316

329

340 ~

350

367 -~

LEBHREARNEZE LS

45~ 47 ~
81 - 83 - 88
125+ 126
~ 144 - 145
~ 190~ 197
215~ 216
240 - 241
- 258~ 259
~ 301~ 302
311~ 312
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313~ 314
-+ 333+ 334 -
~ 343+ 344 -
+ 357 - 358
~ 429 - 430

LT 2 &% L

315+ 316
335+ 336
345 346 -
359+ 361
431

AEZ%ta® -

6~ 42 + 43
107 +~ 113 »
134 ~ 135 »
211~ 213 »
244 ~ 251 »
308 « 309 -
343 + 345
374~ 430 -
= B pl 2

2 /NE (ICR -~ ff -

2cm

R B 7 R

44 -

114 -

139

216 ~

255 -~

313~

349 -

431

Y HES G

Dle ] &% & Bl &% & -

45

115~

141 ~

226 -~

267 ~

326 ~

351 -

~ 318~

57 ~ 6

122

144

227 »

268 -~

328 -

352~

337 -~

348 -

362

1~ 72 -

123 »

145 -

228 -

283 -~

329 -~

354 -~

1.5cm B Y] BT B9

AR EEEDHBRE

321 »

338 »

349 »

366 ~

124 -

155~

230 »

292 »

336 ~

355 -~

322~

339 -

350 -~

367 -

76 ~

81 -~

125 -~

167 -~

233 »

299 -

337 ~

358 -

(MNBEREXEWREAD®BERRR)
S HEs ) cFEBRBEBEIBRERS

326 ~

340 -

354

373 »~

1.7ppm X E2ERK PR EZE LLH

83 -
128 -
171 -
240 -
302 -
338 ~

359 -~

328 »

341 »

355 -

374 -

331

342

356

427

60%

106 -~

132~

198 -

241 -

303 »

341 -~

366 -

15SmL BREZ K EER B

1000 f3

BB 20 LLETREZFEAZNEBRBER ERS-EZBR

A=

HREBRERAODBZIESLE  UTXEHEHE -

-65 -

10 EQLEEBEREANLMNE - 88 3
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FEamE (%) {(LTCHB/(EFHTIECH) }x100

EBR UTZhEWHE 60%L £ 2 &% -

81~ 173 -~ 283

A3 (BEEBEmBERRAR)

EhEWZ S0ppm L ABWBE W 30 L A 4mL FH
BEE - BFEHEHBRENREFRAEAR REAEPEPRLEVUIEZE
24 /R E BEHRERR RETEARREARBWHRE S
E& - LBREMME  -BEER 25C - BE 85% - 16 /h
BR8N R HGKENERE @8 | HRERZ LT
U TFTAREHIESE R - AR 2#EHFEET -

St@ R (%) {(KCHB/ (EFHTECH) }x100

EHER UTZ2HhHEWE 5S0ppm 2 BRI KB & K
FH 90%LL £ &2 3 &HB K -

2~ 42

AEBEA 4 B (RAMEEH (Dirofilaria immitis) Z i # &
R ZRREARE)

FH D mmitis MBI ENREBALAFLALTYUZIE
e -FEAFHALSESHWULKEDRERS 12.5ppm > 6.25ppm
& 3.13ppm Z 5 KX LI RPMI640 @ B E B ME K > D.

-66 -



201216847

immitis M EET 1 BRBKAKH 20 £ £ 37C i 178
B -HBRMKE® 48/ NBEZ D inmitis MM BT EH B
B 90N LR BEBEREER I/3ULELCHABECHLS
MAERHER -
HER  UTZHEWE 12.5ppm HH -

6~ 2836 48 49 52 53~ 57~ 73+ 75+ 83+ 111~
120~ 154~ 177~ 196 ~ 197~ 198~ 199~ 201 ~ 202+ 203 -
205~ 226 ~ 253~ 254~ 261~ 262~ 263~ 267 - 271~ 299 -
308~ 309

LTFTZiE&EWE 6.25ppm B FH XK -

28 ~ 48~ 52~ 53~ 73~ 75~ 8384~ 111+ 120~ 196~ 198

199~ 202+ 203~ 205~ 221~ 226~ 253~ 261 262~ 263

~ 267~ 271~ 299 308~ 309~ 357~ 372
MTZ & WE 3. 13ppm BH K -
52~ 53~ 73~ 75~ 83~ 84~ 111~ 203~ 226~ 261 262 -~

263~ 267>~ 271~ 299~ 308 309 372

BB S HEME (Ascaridia galli) Z RSB HE (R
BE AR

MHEH A galil RBWEBRBALTFFLEDZESE -
EABRHLCEDU R ETBREARE  ULEYEBERS
S50ppm Z AAMALUMBRBEEMBNY A galli Z 5 &B¥H® -
A galli i @& 1 ERBBEMA 6 & » £ 41T #EIT5 & - 5%

Btk 24 NIHBEE A gallil REWEHH - L F Gk
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EMcENYE -

HERMKB®R 24 MHBEE A galli KEWEHNE 0 H
BHEHELISBBRIEDNLELNLEYEAR HRUTZ
LtEWRBER -

142

R 6 (F BB HB)

BEREWBER SYERBRASS 7.5ppm 2 BB - &
A W AR R 200mL A MW A PR A T A 24 B #9 R 6
RS S % AREBAREASLSWN SHEMEE R 4ml
THES M > £ 25C -~ 16 MNP - 8 B MGG TE
B8 BHRABRLER UTFTABLERE - RB L 2

T e

SEa R (%) ={HECBH/ (EFHTECH) }x100

EER UTZhHEWE 0% EZEHE -

42

A BB 7T (KU ERAE)
EhHEMZIHANBEBER 1L REKERERK ML 24 /E L
NEWBH RSB ETERS EBFHEEY 200mL FHE
B EAZXEH RS E S S%EMBEBHW 4mL B9 E A
£ 25C ~ 16 /MNEFBIM -8 NRHEFETHE - @& |1
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HEBERELE  UTHXELTEHE - KB 2FHET -

SE@ R (%) ={ECHB/(EFHTECEH) 1x100

HERE  UT2hemil 01l g/ SR BEES 70%
Bl E 2 3E &R

240

BBl 8 (B EBRAR)

HESALSEYE 0LI%XNEB®R ImL- RBRKR G D E
MABRBGEREBCEREBEEEAR RN IEBLEARE -
REEERGERBMHLYES 10€ - £ 25T - 16 /K B
SN HGRETHE -8 | HEBEZE43%E > LT R
BEHstaxR- - ABU2EHET -

@R (%) ={ECH/ (EFHTETCE) }x100

HER  LUTZhHEWE lppm REEEH 60%L £
Z Bt B R -
240

HABEM I~83 AFHIHKLEVHBYWTERESEER
WEFREEENRAR  BZVUBRRRAEEMERSEWE
XEBER I RBRMEIEEEEMNEE -
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MU ERE  ABHEHALEEHIVFLEREFRERNGTESF
BUBRAHRETEERER
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782213

oA E YA ES

(FHEEER  IHF - FEEER) ) GRS ER)

MF % £ ¢ 100124062
A0IN 43/ 28 (2006.01)
¥%8 11004074078 KIPCHB:  poiN 25/ 0042006.01

—BRLEE . (PX/EX)

BELEYERE
O
=~ P XEHEHAPHE
FEHRESRFHESL—BETITRAEERX (1) FFR 2
HEMTEYMHNEELEYE BB -
[1t1]
Y
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- FHEAER -

L EBERELEDERAE > EHBBAEF—-EULT®
HEX (1) IRRZCEBRTEY TR

(1]

Y
z

Ar/\N\__/x 2 (1)

(AP ArBRETVTEEFNRENERE  XBBEFR

CH, > NR* Y £ COR; - CONR3R; - CONHCORs - B CO3R,

" REBSE FHKEE -

YR CORi 2B & " RIBEE TR CI~CI8 Z ki & -
Cl~Cl18 v g Eibft & - C2~C18 Z 1 - C2~C18 2 K =
i HE - C2~Cl8 T HRE - C2~CI8 Y NEhHBHE - IA®K
EIM C6~CI0 ZHE - MAKENMR (C6~C10) F & (
Cl~C8) ke & ~ MM HMEEMK (C6~C10) F & ( C2~C8)
M B - MA MBI (C6~C10) F H (C2~C8) HE - (
Cil~C4) & & (C1~C5) fx & - (Cl~C4) k& £ (
C2~C5) & H -~ (C1~C4) k& # (C2~C5) HE - C1~C3
ZhEERE - (CI1~C3) [REBMBEE (C1~C3) &K & -
(C1~C4) FEEMME (C1~C5) £ HE -~ C3~C12 Z £ 5 &
MARBRREE 3 BR~7T BB ARNENRLEERERE 3

8’ ~7

i

BCMARENRBERRE (C1~C8) K E - 3

i

B ~7 BREIDAKRENARERKE (C2~C8) FHH - 3

il

~

/
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EE~T ABIMARENAREBEEE (C2~C8) RE - &
(C1-C3) fFH - MARMMAEEE (C1~C8) fx & -
MR R ENREESE (C2-C8) B  MARENREE
£ (C2-C8) ME  MARWMMAER (C1~C8) & -
MR M ME (C2~C8) M E « WANMENRER (
C2~C8) R  BMAREMAEBAL (CI~C8) & -
MR R ENRBEBEESLE (C2-C8) ME -~ NARMNK R
BEH (C2-C8) RE - BLHE  BHARE BRAHKHE
SHEE EREAEETE KAEE RNARE
MRz MBEREER - (Cl-C5) EBZBEE (C1-C3
) B E - (CI~C5) REREB E R LR E R £ - (
CI~C5) REREREREFL - (C1-C5) REBE &
TR

Y % CONRsR, Z# & 'R # R, S HB &R F &
CI~C5 Z % « Cl~CS Z MBI - C2~C5 Z M % -
C2~C5 2 M E L ME - C2~C5 Z IR #E + C2~C5 Z B % fk i
£ .CI~C3 ZHEHE  HEERE BNAREMR C6~Cl0
T EE MR RMENR (C6~CI0) HH (CI~C8) fHE -
WA B M AL (C6~C10) HH (C2-C8) B E - MR RME
MM (C6~C10) FHH (C2~C8) WRE - (CI~C4) & £
(Cl~C5) fe & - (CI1-C4) f A & (C2-C5) M & - (
C1~C4) & B (C2-CS5) fR & - CI~C3 Z it & £ H &
£+ (Cl~C4) EHERKHE (CI1-CS) & - C3~C12 ZWMAR
REMABESL 3 BE~7 BRI NA R EN AR
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RN A ERE DR ENREBREE - (
Cl~C5) IEME  NAIERNARETERKHE - (C1~C5)
Be B ik E MG E - A MBI A X PR R E > NR;Ry 78 7]
BB

Y 5 CONHCORs 23 & » Rs B & E F® Cl1~C5 Z
H - CI~C5s R F/hiE - C2~C5 ZHE - C2~C5 2 8 £
i E - AR EBMMR C6~CI10 T HFH  WMAXEBWMAR (
C6~C10) ¥ % (C1~C5) k% >

YR CO:Re 2B H " Ro BEKR F 3 C1~C18 ¥ iz & -
Cl~C18 P Bt - C2~C18 ZHE - C2~C18 2 ¥ =
et & -~ C2~C18 TR E - C2~C18 T R EHRE - A K
MELM C6~C10 2 &£ - MAIEWMA (C6~C10) F # (
Cl~C8) & ~ MAKEWMMA (C6~C10) F H (C2~C8)
MeE - MR EEIAR (C6~C10) HH (C2~C8) E -~ (
Cl~C4) K & # (CI~C5) ft £ - (Cl1~C4) f & & (
C2~C5) s & ~ (Cl~C4) st & & ( C2~C5) H #H - (
Cl~C4) IEmE (C1~C5) fxHE - = (C1~C3 g &E ) W

fe & (C1~C3) ft & - C3~Cl12 IR REDN KRB It £ - 3

BER~T EBCHNARENARERRERE -3 BR~7T EB 2
WA ENRERERREE (CI~C8) FEE -3 BB~7T EBZ
MR ENREREE (C2~C8) BHE -3 BEB~7 BB
A ENARERKEE (C2~C8) E - (C1-C3) &
BEHE (CI~C3) E  MAXREDNRESE (C1~C8)
e E - LA RERNARAREHE (C2~C8) FHE - WA HEWN
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RESEHE (C2~C8) RRE - MAXBEIMAKER (C1~C8)
e - AR HEIMAER (C2~C8) A E - A HEDK
W (C2~C8) RRE DNARREDNAEERESE (C1~-C8)
e E - MR HNERNARABERERE (C2~C8) B HE - B M KN E
HMAHERAE (C2~C8) RE - R E = BE - 18-H -6-
FE X DEZzix#qUEENRAK)

2.MWEKRKE | TBECETEYHER > HF o E#flf
2 (1) 7 ArPA T8 (I1) & (IIT) RT -
(k2]

ci X (IT1)

3 RE IR 2EHCEEELEDHERE - HEF o

a2 (1) X BHEEF Y B CORy
CO;Ry

Y& COR, Z2#H & R B Cl1~C4 N ELILE - C2~C6
fEE - C3~C6 RRE DARNENARAFER (C1-C4) KE -
ARk ENARERE (C2~ C3) fmE - (C1~C2) & & (
Ci~C3) i % -3 BB~ EBCHNARENARHERLEE (

=~
CiI~C3) f & - 3 B~7T BERZCIMARERNACHERIKE (
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Cl~C3) MEF DMAREDNRERE (C1~C3) k&£ - WK
BENARMER (C2~C3) B &

YR CORo & " Ro B CI~C6 P REMLKEHRE - &
R C3~C4 T HEMLitHE - C3~C6 BE - BEES C5~C6
JE - C3~C6 R E - R C3~C4HHE  WMARENRE
H (C1~C4) /& - MAXEMARERE (C1~C4) & & -
WMESNAXENARERE (C2~C4) KE - WA KEDAR
B (C2~C4) & - FEE (C3~C4) i -3 B B~7
RBCNARENRERKE (CI1-C3) i HE - - BHES 3
H~7T BERCHNARERNRERKLE (C2~C3) E - I
R EN AR HER (C2~C3) K& -

AMFERE IR 2EBCEEEYHBRE > H b o

Eatfe £ (1) X BHREF > Y B COR, ®

i

\IIn

COz2Ry

YR COR1 Z2H & " Ri B CI~C3 mZfim&E - C4~C6
M & - C4~C6 RE - MR EHE (C2~C4) fHE MAKE
BMARE (C2~C3) HE - (C1~C2) fE&EHE (C1~C3) &
3 BR~T ERIHNARENREREKE (C2~C3) £
3 BR~T BERCHNABEDNRERKE (C2~C3) #
H > WA ENARHER (C2~C3) frHE -~ WA XKEWAE
B (C2~C3) & & »

Y % CORo & > Ry B C3~C4 Z N E Lt & -
C5~C6 /& - C3~C4 RRE - MAIENRERE (C2~C4)
e 2 - WA EIMARFEE (C2~C4) BE - HEHHE (
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C3~C4) I E -
C2~C3) & ~r MARAREDNARHEER (C2~C3)
K

H | R BZEEEWEHRE

nun
a0y

5.40

3 BR~T BER AR EDNARMEIKE (

e

H

7N

SR o

22X () FRAZCEETEDBUTERRIRAZKED

[&1]

226 |COQ-n—hexyl
227 COOCH2t-Bu
228 |COO-CH2-Crownether{18-C—6)

an_
ay
(n

6.—8 THX (la) TRZEKEKEY

-76 -

A X Ar_|kanmEE Y X Ar
6___|CO-phenyl S ) 230___|COCHZOCOMe S [O)
42 |COOMe S ) 233 |COCH20NHCOOEL s (m)
43__|COOC3HI-n S 240 |COCEF?3 s (n)
44 [CODC3HTS 3 241 [COCF3 S (1)
45 |COOCH2CHZCI S 244 |COO-3-methoxyphenyl s [{D)
57___|COPh S | 251 |COOCH2GCH2CHZND2 S (n
61 CHO 3 [{:0)] 255__ |COOCH2CH2morpholinyl S {§1)]
72__[COMe s () 267 __|CO-3-methylphenyl 3 (n
76__ |COCHF2 s (1D 268 |CO-2-fiuoropheny s (n
81__|COCH2CH20Me s an 282__|CO-2-fluorophenyl_ S any
83 |COCH=CH2 s | ay | 209 |co-pheny s ‘-5‘f;:";’;l°'3'
106 CONHOMe S )} 302 CO-phenyl S |4-bromo-3-pyrid:
107 __|CONHOEt S 1 303 . |COOCH2CHZC=CH s )
113__[COOEL S i) 308 |COCHZCH2C=CH 5 (D)
114__[COOCH2CH2F (] 309 |COGH2CH2CH2C=CH s )
115__|COOCH2CHF2 (I 313 |COCH2CH2CH2CH2C =CH s {an)
22  [COOCH2CH2CH2F [(D) 326 __[COCH2~(2~tetrahydrofuranyt) S ()
123 |COOCH(CH2F)2 s (D) 328 |COCH2GHZ-(2-thienyl) S [}

: COOCH2CH2~(2-
124 |COQCH(Me)CFa s an 329 | o drofurang) s m
125 [COOCH(CF3)2 S an 336 |COCH2CH2~{2~tetrahydrofuranyl) | S {m
128 |COO—n-butyl S an 331 __|COOGH2CH2CH?~(2- furanyl) S (M
COOCH2CH2~3- )
132 |COOCH2CH2CH2CH2F s an 338 |\ orabydrofurany) s (n
134 |COOCH2CF2CFACF3 3 ar 341 |GO-CHICH2-(3-Furanyl) S m
135___|COOCH2GH=CMe2 5 (1 343 |COCH2CH2-(-methoxyphenyl) S (0
. GOGH2CH2—(35-
139  |COO-CH2—cyclopropyl S () 345 dimethaxyphenyl) S (I
140__|COOCH2-2-oxiranyl 3 an 349 [COOCH2CHZCH2-(3—furanyl) s (@)
COO-GH2CH2CH2 (3-
141 |COO-cyclobutyi s an BT | ctrahydrofurarny) s (m
144 [COOCHZ-3-tetrahydrofuranyl S an 352 [COOCH2CH2—(2—thienyl) s )
COOCH2~2,2~dimethyl-1,3 L

145 | ovolanod-g) s an 354  |COOCH2CH2- (3-thienyh) s (m
155 |COCH2-3-thienyl s | an | ass g:g“zc“"’"b’"“[‘"["3]"‘""" s )
167 |CQO-~iso-propyl S (nn 358 [COCH2CH2-{3-methoxypheny!) s (m
171 __[COOCH2CZCH S an 355 | COOCHZCH2~Z—furanyl) s (m
188 [CO-4-t-butylpheny) S ) 366 |COOCH2—(2~thieny)) S (m
211_|COO-n-pentyl S an 374 |COCH20CHZC=CH s (m
213 _|C0-2 2-difluorocyclopropyl s (D] 430 [COCH20CH2-(2-furanyl) _ s (m
216 |COCH2CH2CF3 S an 431 __|COCH20CH2~(3furanyl) S ()

5

S

S
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(XF > ArSBEETREFRNRENERERE X BRET
» Y’E COR;’ - # CO;,;Ry’

Y % CORVZHB A& RUVBI AR EE (C2~C4) fEHE -
3 BER-T RBCDNARAREMARERKE (C2~C3) k& -
BB BB (C2~C3) mH - A= EWMR (
Cl~C4) IEERFE -3 BBR~7T BEBWEBRKE - WA K
AV

Y'H COR’ZHBE P RoOE 3 EE~T BEBZMARRE
WA HERLEE (C2~C3) M E - AR INEBMRER (
C2~C3) ke & )

THMIGFHERE 6 LBz hEYW Heb o Ll BR (I
) B AU Tt 2 KX (1) % (1) %R

(k5]
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[it6]

cl (I T1)

BMFHRKIE 1~5 R HMZCBEEEYHERE Hg - FF
EYRBYMWEEEETS -

SMFHERE 1~5 R HEETLEYERHRBE  Hd - FF
SV BHYTELEE -

10— EBEEEFELEYCHBRAIE  HFEHBMBLUFERE 1~5
CHERER IFE-HREBCEETLEYHRBAZCAEREET
B B O e
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