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R', R? R*
1 3—0H CF,
2 4—0H CF,
3 5—0H CF,
4 3—-CH, CF4
5 4—CHj, CF,
6 5—CH, CF,
7 3—-0CH; CF4
8 4-0CH, CFa
9 5—0CH, CFs
10 3—N (CH3) , CFg
11 4—N (CH3) » CF,
12 5—N {(CHy) » CF,
13 3—C1 CF4
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R1, R2 R4
14 4-C1 CF,
15 5—-C1 CF,
16 3—CF, CFs
17 4—CF, CF,
18 5—CF, CF,
19 3—CN CF,
20 4—CN CF,
21 5—CN CF,
272 3—H,C—0—CH, CF,
23 4—H,C—0-CH, CF,
2 4 5—H;C—0—CH, CF,
25 6—CH, CF,
26 4—tert—7Fi CF,
27 4—FEFT—1—4) CF,
28 4—poYTr—-1—4) CF,
29 4—pRYTy—1 =4 CF,
30 4—-7x= CF,
31 4— (1=XFLEO-NL—2—4)) CF,
32 4— (3—EUZN) CF;
33 4— (3—FT=ZW) CFa
134 A—(4—7)AO07x=)) CF,
35 4— (4—EVYTIL) CF,
36 4— (3—7UJ)) CF,
37 4— (2—=71)0) CF.,.
38 4— (2—-rOyL) CF,
39 4— (2—F1T=N) CF,
40 4— (PYFTo—2—40) CF,
41 4— (A—AFNFFI—NL—5—-4) CF,
42 4— (2—AFNAFHT-IL—4~-1)) CF,
43 4- (a0 70EI) CFs
44 A— (o0 7F)N) CFs
45 4— (HORVFI) CF,
46 4— (vHanFl) CF,
47 4— (AFHo—4—4)) CF,
|48 4— (1 =—AFhERYS—4-4)) CF,
49 4—0QH, 5—CF, CF,
150 4—QH, 5—CH, CF,
51 4—0H, 5—C,Hsx CF,
52 4—-—0H, 5—CN CF,
53 4—QH, 5—F CF,
5 4 4—-0H, 5—-C1 CF,
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R1, RZ2 R4
155 4—Q0H, 6—CHj, CF,
56 3—0H CHF,
57 4—-0H CHF,
58 5—0H CHF,
59 3—CHj, CHF,
60 4~CH, CHF,
61 5—CHy CHF,
62 3—0OCH, CHF,
163 4—-0CH, CHF,
64 5—0QCH, CHF,
65 3—N (CH3) , CHF,
6 6 4—N (CH3) , CHF,
67 5—N (CH3) , CHF,
6 8 3-C1 CHF,
169 4—-C1 CHF,
170 5—-CI1 CHF,
71 3—CF4 CHF,
72 4 —-CF, CHF,
73 5—CF, CHF,
74 3—CN CHF,
75 4—CN CHF,
76 5—CN CHF,
77 3—H;C—-0—CH, CHF,
78 4—-—H,C—-0—-CH, CHE,
79 5—H;C—0Q0—-CH, CHF,
80 6—CH, CHF,
8 1 4—tert—7FI CHF,
182 4 —-F7EFI—1—-14) CHF,
183 4—-Falsr—1-—-4J CHF,
84 44— —1—=4) CHF,
85 4—-—7x=) CHF,
86 4— (1 —AFILEFO-IL—-2—1)) CHF,
87 4 — (3—BUTL) CHF,
88 4— (3—FxT=L) CHF,
189 4— (4—7IAQT7z=L) CHF,
1920 4— (4—-EBYZ)L) CHF,
91 4— (3—-7UL) CHF,
92 4—(2-=7UMN) CHF,
93 4— (2—FoUl) CHF,
04 A— (2—FTZ) CHF,
95 4— (BUFT>—2—-4)) CHF,
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R1. R2 R4
96 4— (4—AFALFF7I—L—5—4)) CHF,
o7 4— (2—AFLAFHFI—L—4—1)) CHF,
IEY: 4A— (L9 070EL) CHF,
99 4— (H0a7FI) CHF,
1100 4— (2o ax>FIL) CHF,
101 | 4— (2a~$)) CHF,
102 4— (AFH>—4—~A1I) CHF,
103 4— (1 —AFALERYTY—4—4)) CHF,
104 4—0H, 5-CF, CHF,
105 4—0H, 5—CHy, CHF,
106 4—0H, 5—C,Hs CHF,
107 4—0H, 5—CN CHF,
108 4—0H, 5—F CHF,
109 4—QH, 5-C1 CHF,
110 A—QH, 68—CH, CHF,
111 3—0H C (CHj) s
1112 4—0H C (CH3j) »
113 5—Q0H C (CH3) 3
1114 3—CH, C (CH3) 5
1158 4—CH, C (CHj) 4
1186 5—CH, C (CHai) 3
117 3—0CH, C (CHy) 4
118 4—-0CH, C (CH3y)
119 5—0CH, C (CHj) 3
120 3—N (CH3) , C (CH3y) 4
122 5—N (CHj3) » C (CH3) 3
123 3—-C1 C (CHj3) 2
124 4—-C1 C (CH3) 4
1125 5—C1 C (CHj) 5
126 3—CF, C (CH3)
127 4—CF, C (CH,) 5
1128 5—CF, C (CH,) ;
129 3—CN C (CH3) ;
1130 |4-CN C (CHj) 5
131 5—CN C (CH,) ,
132 3—H;C—0-CH, C (CH.) ,
1133 4-H,C—0-CH, C (CHj) 4
134 5—H,C—0—-CH, C (CHs) 4
1135 |6—CH, C (CHa) 4
11386 4—tert—7FiI C (CH3,) ,
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R1, R2 R4
137 4—7EFT—=1—4) C (CHj) 4
138 4—poUT>—1—4) C (CH3) 5
139 4—-ERYT>—1—A ) C (CH,) ,
140 4—-7x=) C (CH3) 5
141 4— (1—AF)PO-NL—2—4)) C (CH3) 3
142 |4— (3—-EUIL) C (CHa) 5
143 |[4— (3=FI=N) C (CHa) 5
144 |[4—- (4—70F071=)) C (CHs) o
145 |4-(4—EJJI) C (CHa) 5
146 |4- (3—7UN) C (CH,)
147 |[4—(2=7YM) C (CHj) 5
148 4— (2—=FOlyl) C (CH3) 5
149 |4— (2—=FT=) C (CHy) 5
150 A— (BUFI>—2—4)) C (CH,) ,
151 4— (A—AFLFF7I)=N—=5—4)) C (CH3) 4
152 4— (2=AFNFFHI—I—4—4)) C (CH3) 5
153 4— (S oo07OElL) C (CHa) ;3
154 |4— (¥H507FN) C (CHa) 4
155 4— (2HOX>FI) C (CHj)
156 |4— (2O0~F2)) C (CH,) 5
157 14— (#FH>—4—4)) C (CHjy) 5
158 4— (1 —AFNERYTL—4—4)) C (CH3) 3
159 4-0H, 5—CF, C (CH3j) 5
160 4—0H, 5—CH;, C (CHy) 4
1861 4—0H, 5—C,Hs C (CHj) 5
162 4-0H, 5—CN C (CH,) 4
163 4A—0H, 5—F C (CHy) 5
164 4—0H, 5—C1 C (CH3j) 4
165 4—0H, 6—CH, C (CH3) 3
1686 3—0H 35 D0—C,Hs
167 4—QH 35 0—C4Hs
168 5—0H S450—CyHs
169 3—CH, 37 0—C4Hs
170 |4—CH, 27 0-C3Hs
[171 |5—CHs »20-CyHs
172 3—0CH, >70-CaHs
173 4—0CH, 29 0—-C3Hs
174 5—0CH, > 0-CaHs
1175 3—N (CH3) 22 0—CsHs
176 4—N (CHj3) » >20—~CaHs
177 | 5=N(CH,) » ¥70-Ca4H;
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R1. R2 R 4
178 3—-C1 o0~ CsHs
179 4—-C1 >420—-C3Hg
180 5—-C1 49 0—CiyHs
181 3—CFgq 2420—CsHs
182 4—-CF, o 00—-C,yHs
183 5—CF, 5 0—CaHg
184 3—CN 42 0O0—-—C3H;
185 4—CN 5 0O0—C,Hs
186 5—-CN 90— CaHs
187 3—H;C—-0—-CH, 20-—CaHs
188 4—-H,C—0—CH, 40— C,yHs
189 5—H;C—0—CH, 45 0—CyHs
190 6—CH, >4 0—-CsHsg
191 4d—tert—7FN 2o0O0—-CaHs
192 4—-7EFT—1—4) 40—-CyHs
193 4—-oyTr—1—4Il Lo0—-CsHs;
194 4—-pxyT—1—-—4NL >4 0—-C,iHs
195 4 —7x= ) 245 0—-CaHs
196 4— (1 —AF)EO-—NL—-2—1)) 4 0—-C,Hg
197 4 - (3—FUII) 40— CaHg
198 4— (3—FxT=)) >420-CaHg
199 4 - (4—7LFC 7)) 2 0—-C3Hs
1200 4— (4—-EFUZIL) >50-C,3Hs
201 4— (3=200) 4o0—CaHs5
202 4—(2—=2U) 4 0—-C3Hg
203 4— (2—FayL) >4o20—-CyHs
204 4— (2—FT=)) 5 0O0—C3Hs;
205 4— (PUFIY—2—4)) 40— CiHs
206 4— (4—AFLFP7J)=NL—-5—4) 5Ho0—CyHs
207 4— (2—XFLAFHIT—IL—4—1)) 5 0-=-CyHg
208 4— (2o07oB)L) 40—CsHs
209 4— (>oa7FN) 4 0—-CsHs
210 4 — {(HOxRVFI) L20-=C3H;
211 4— (oA i) »0-CyHs
212 4 — (AxH>—4—1J) 50— CiHs
213 4— (1 —AFNLERYTSY—4—4)) o0—-—C,yHs;
214 4—-0H., 5—CF, 4 0~-CaHs
215 4—0H, 5—CH; 40—CaHs
216 4—-—0H, 5—-C,H; >420—C4Hg
217 4—0H, 5—CN >0~ CaHs
218 4—-0H, 5—F 2 H0—C,aHs.
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R1, R2 R4
219 4—0H, 5—C 1 45 0—-CsHs
220 4—-0H, 6 —CHj >4 0—C3Hs;
221 3—0OH o0-C4H-
222 4—0H 490—-C4H+
223 5—0H 50— C,4H,
224 3—CHjy o o0-C4H,
225 4—CH3 :/7D_C4H7
226 5—-CHjy, L20-C, H,
227 3—0OCH, >o20-C4H,
228 4 —-0CH; 50— C,4H-
229 5—0CH; SH50—C4H,
230 3—N (CH,) » Lo0—C4H;,
231 4--N (CHj;) , 20—-C4H;
232 5—~N (CH3) S40—-C,4H;,
233 3—C1 >20—-C,4H,
234 4-C1 H0—C4Hy
235 5-C1 H0-C,H;
236 3—CF, H0-C4H-
237 [4-CF,4 S 0~-C,H;,
1238 5—CF, v4a—C,4H,
1239 |3-CN S5 0—C,H,
1240 |4-—-CN S 0—C,H,
241 5—CN L4#0—C,4H,
242 3—H,C—0—-CH, 20— C4H,
{243 |4—-H;C—-0-CH, >4 0—-C,H,
244 5—-H;C—-0—-CH, 45 0—-C,aH-
245 86— CH, 4 0-C4H,
246 4A—tert—7FNI >4H0—-C,H,
1247 4—TFHEFI—1—4) 5 0—-C4H;,
248 4—-E2ol)Tyr—1—4)b 90— C,4H-
1249 4 —pxXYyTo—-1—-40L >4 0-C4H,
250 4—-TxZ) >0O0-C,4H,
251 4— (1 =XFILEO-L—2—4)) 40—C,H-
252 4— (3—-EUTNL) Lo0—C4Hy
253 4— (3—FxT=J) >oa-—C4Hy
254 4— (4—JNAC 7z =) 450—C4H;,
255 4—- (4—-EFUTL) 40—~ C,H;,
256 4— (3—-7U0) >4 0-C,4H;,
257 4 — (2=71)L) >450—-C4H-
{258 |4—(2-EOUL) >4 0-—C,H,
259 4 — (2—FxT=)) > 0—C,4H;y
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R1. R2 R4
560 |4— (EUFTI—2—AI) >4 0—C.H;
261 4 — (A—AFNLFFP)—IL—-5—-4)) >20—-C,H,
262 4 — (2=AFNAFHT—-IL—4—4)) H0—C4Hy,
263 4— (H5O070FN) 208-C4Hy
264 |4— (SHa7FN) S #0-C,H;
265 | 4— (L2OXTFI) S 50—C,H,
266 |4— (¥5aO~FIL) S/ B—C,4H;
267 |A— (AFY—4—4)L) S HO—C,.H,
268 4— (1 =AFLERYT—4—A)) o0—C 4 H;,
1269 4—-0H, 5—CF, >o20-C4H;,
270 4 —-0H, 5—CHygy >on0—-C,H,
271 4—0H, 5—C,Hs5 50— C,4Hy
272 4—-0H, 5—CN L0—C,4H;,
273 4—-0H, 5—F >450—-C,4H;
274 4—-0H, 5—CI1 49 0—-C,4H,
275 4—-0H, 6—CHj, >o20-C,4H,
276 3—0OH L 0O0—-CgsHy
277 |4—0H S5 0—CsH,
278 5—0H L 20—-—CsHy
279 3—CHi, 45 0-C:Hy
280 |4—CH, S5 0—CsH,
281 5—CHj, 4 0—-CsHy,
282 3—0OCH, 5 0-=CsHy
283 4—-0CH, o0—CgHy
284 5—0CH; H50-C:Hyg
285 3—N (CHj) » 29 0=CsHy
286 4—=N (CH3) » >4 0—-CsHy
287 5-N (CHy) » 20— CsHy
288 3—C1 L4O0—-CsHy
289 4—-C1 >50—-CsHg
290 5—C1 220—CsHy
291 3—CF, 4 0-—CsHg
292 4 —CF, >420—-CsHy
293 5-CF, Lo0-—CsHy
294 3—=CN >4 0—CsHy
295 4—CN 220-=CsHy
296 5—CN > 0—CsHg
297 3—H,C—-0—-CH, >20—-CsHy
298 4 —-H,C—0—CH, 420-CsHy,
299 5-H;C—0—CH, 40— CsHyg
300 6 —CHj, 24 0-CsHq
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_ R1, R2 R4
301 4—tert—-JFIL 40— CsHy
302 4-FHEHFI -1 -4 >o0—-CsHy
303 4—-royTrr—1—4) 43— CsHy
304 4—-EEXYT—1—-41 Lo0—-CsHyg
1305 4—-7x=) 450—-CsHg
306 4 — (1 —AFNLEFO-IL—-2—4)) Lo0—-CsHy
307 4— (3-KUTNL) >450—-—CsHy
308 4 — (3—FTZN) 2 0-CsHy
309 A— (4—7NA4AC7xz=)) >4#0-—-CsHg,
310 4— (4—-¥F1UL) H0—-CsHyg
311 4— (3—=2UJ) 20— CsHy
312 4— (2=70) 45 0—-CsHyg
313 41— (2—E0QVi) 20— CsHy
314 4— (2—FxT=)) 4 0—-CsHg
315 4— (BT —2—4)) LHO—-C:Hy
316 4— (4 =AFNLFFPI—IL—5—4)) LHo0O0—CsHyg
1317 [4— (2=XFAFFHY-N—4—-4)) |40-CsHy
1318 4— (¥yo7okEl) 24 0-CsHy
319 4— (7207 FIN) 40-CsHy
320 4— (Hax>FI) >40-CsH,
321 4— (HoO~F) Lo0—CHy
322 4— (AFH>—4—4)) 4 0-CsH,
323 4— (1 —AFILERYT—4—AL) H50—-CsHy
324 4—-0H, 5—CF, 40— CsHy
325 4—-0H., 5-CH, > 0O0—CsHy
326 4—-0H, 5—C,Hg 5 0—-CxsHyg
327 4 -0H, 5—CN >420—-CsHy
1328 |4-0H, 5-F - 0—CsH,
1329 4—-0H, 5—-C1 5 0—-CsHy
330 4—-—0H, 6—CHj >on0—CsHy
331 3—0OH CH,
332 4—-0H CHj;
333 5—0H CH,
334 3—CH, CHj
1335 4 —CH, CH,
336 5—CH, CHj,
337 3—0CHj, CHg,
338 4 —-0CHg,4 CHg,
339 5—-0CH;, CHi,
340 3—N (CH3) , CH,
341 4—N (CH3) » CH4
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R1. RZ2 R4
3472 5-N {(CH3;) , CHa,
343 3-C1l CH,
344 4—-C1 CHjy
345 5-C1 CHi,
346 3-CF, CHs
1347 4 —CF, CHg4
348 5—CFg, CHj,
[349 [3-CN CHa,
350 4—-CN CHg,
351 5—CN CHjy
352 3—H;C—-0-CH, CH,
353 4—~-H,C—0—CH, CHy
354 5—-H;C—0—-CH, CH,
355 6—CHsj, CHj
356 A—tert—7FI CHi,
357 4 —FHEFI—1—-414I CH,
358 4—-Eo)Tvr—1—4I CH,
359 4 —pxXDIT—1—94) CHg
360 [4—7=z= CH,
361 4 — (1 —AF)Ira—-N—-2—-4) CH,
1362 4— (3-=EUINL) CH,
363 4— (3—FTZI) CH,
364 4—(4—2hA07x=)L) CHa,
365 4 - (4—-KEJIIL) CH,.
366 4— (3—=71JJ)) CH,
367 4— (2—=749YJL) CH4
368 4—(2—-¥royi) CH,
369 |4— (2—FT=)) CH,
370 4— (BEYFT—2—4)L) CHy4
371 4— (4A—AFNFPI—NL-=5—14J) CH,
372 4— (2—=XFNLAFHT=I—4—-4)) CHj,
373 4= (5u7oEel) CHs,
374 4— (2HaQ7FL) CH,
375 4— (5 axR>FI) CHj;
376 4— (Hanx) CHj,
377 4— (AFH>—-4—4)) CH,
378 4— (1 =AFIERYT2—4—A)) CHj
379 4—0H, 5—CF, CH,
380 4—0H, 5—CHj, CH,
381 4—-—0H, 5—C,Hs CHj,
382 4—-0H, 5—CN CHg,
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R1. R2 R4
383 4—-0H, 5—F CH,
384 4—0H, 5—C1 CH,
385 4—-0QH, 6—CH, CH,
386 3—0H CH (CH3) ,
387 4—0H CH (CH3) »
388 5—-0H CH (CH3) »
389 3—CH, CH (CHj)
390 4 —CH, CH (CH,) ,
391 5—CHi, CH (CH3) ,
392 3—0CHS, CH (CH3) »
393 4—0CH, CH (CHj) ,
394 5—0CH, CH (CH,) ,
395 3—N (CH3) , CH (CHj) ,
396 4—N (CHj) » CH (CH3)
397 5—N (CHj;) , CH (CH3) »
398 3—C1 CH (CH,) ,
399 4-C1 CH (CH3) »
400 5—-C1 CH (CH3) »
401 3—CF, CH (CH3) »
402 4—-CF, CH (CH3) ,
403 5—CF, CH (CH3) »
404 3—-CN CH (CH3)
405 4 —CN CH (CHj) »
406 5—CN CH (CH3) »
407 3—H,C—-0—-CH, CH (CH3) »
408 4—H,C—0—CH, CH (CH3j) ,
4009 5—H,C—0—CH, CH (CH3j)
410 6—CH, CH (CHj3)
411 4—-tert—7FNL CH (CHj,) »
412 4—FEFIL—1—41 CH (CH,) ,
413 4—prol)Tr—1—4J CH (CH3) »
414 4—ERYTS—1 -4 1 CH (CH3) ,
415 A—7x= ) CH (CH3) »
4186 4— (1 —AFNhEO—IL—2—-9)) CH (CH3) »
417 4— (3—-KEUIL) CH (CH3)
418 4~ (3—FIT=)) CH (CH3) »
419 4— (4—2NFOT7TZN) CH (CH3)
420 4— (4—EJT)) CH (CH3) ,
421 4— (3—=71UM) CH (CH3) ,
4272 4— (2—="71))) CH (CHj) ,
423 4— (2—kFaujL) CH (CH3) ,
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R1,R2 R4
424 |4-— (2—-FT=L) CH (CHj) .
425 4— (BUFSL—2—4)) CH (CH3)
426 4— (4—AFLFFI—=IL—5—4/) CH (CH,) ,
427 4— (2—AFNAFHI—L—4—4)) CH (CHa) »
428 4— (>507arl) CH (CH3) »
429 4— (2H07FNL) CH (CH3) ,
430 |4— (3H5O0RVFN) CH (CH,) »
431 4— (HOAFIN) CH (CH3) ,
432 A— (AFH>—4—1)) CH (CH3) »
1433 A— (1 —AFIERYTY—4—4)) CH (CH3j) ,
434 4—0H, 5—CF, CH (CH3) ,
435 4—-0H., 5—CH, CH (CH3)
436 4—0OH, 5—C,Hs CH (CHy) »
437 4—-0H, 5—CN CH (CHy) ,
438 4—-0H, 5—F CH (CH3) ,
439 4—0H, 5—C1 CH (CHs) ,
440 4—0H, 6—CHj, CH (CHy)
441 3—0H CH,CH,CH,
4472 4 —-0H CH,CH,CHy,
443 5—0H CH,CH,CH,
444 3—CH, CH,CH,CH,
445 4—CH, CH,CH,CH,
446 5—CH, CH,CH,CH,
447 3—0OCH, CH,CH,CH,
448 4—-0CH, CH,CH,CH,
449 5—0OCH, CH,CH,CH,
450 3—~N (CH,) , CH,CH,CH,
451 4—N (CH,) , CH,CH,CH,
452 5—N (CHj) , CH,CH,CHsj
453 3—-C1 CH,CH,CH,
454 4—C1 CH,CH,CH,
455 5—C1 CH,CH,CH,
456 3—CF, CH,CH,CH,
457 4—-CF, CH,CH,CHj,
458 5—CF, CH,CH,CH,
459 3—CN CH,CH,CH,
460 4—CN CH,CH,CH,
46 1 5—CN CH,CH,CH,
462 3—-H,C—0—-CH, CH,CH,CH,
463 4—H,C—-0-CH, CH,CH,CHj
464 5—H,C—0—-=CH, CH,CH,CH,
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; R1.R2 R4

. |485 [6-CH, CH,CH,CH.
- [266 |4-tert-IFN CH,CH,CH.
© (467 [a-7EFU-1-4N CH,CH,CH.
~ [268 |4-roivo—1-44 CH,CH,CH.
o [469 4-eRuve—1-4N CH,CH,CH.:
o [2470 [2-7z=u CH,CH,CH.,
o 471 (A= (1 —AFhEO—L-2—4 ) CH,CH,CH.,
o [a7z [e=(ETeivn) CH,CH,CH.
C 473 (4= (3—FzI=i) CH,CH,CH,
C (474 4= 4—ThFurz=n) CH,CH,CH,
C (2475 2= (a-€uvi) CH,CH,CH,
- [a7e i G=—7un) CH,CH,CH,
277 A= 2=7um CH,CH,CH,
S =D CH,CH,CH.
A7 9 A (2=Fz=) CH,CH,CH,
. a8 0 AT (EUF -2 =4 CH,CH.CH,
(481 (4= (4—AFNFFU—N-5-41) CH,CH,CH.
C Tae s TAT (2 —AFNA+YI-N—4d—41L) | CH,CH,CH,
- 283 (4= (Ehazoen) CH,CHLCH,
C 282 [a=(S50FFm) CH,CH,CH:
. a8 AT (oho~>F ) CH,CH,CH,
. a8 A= (Sho~Fon) CH,CH,CH.
. 287 [a=(Fx9>=4=40) CH.CH,CH,
- 288 AT (1 =XFACRUS Y- A —AIL) CH,CHLCH,
. 489 [24-0H.5-CF, CH,CH,CH:
- [290 [4-0H.35ZCH, CH,CH,CH,
. 491 Ta=0H. 5=C,H. CH,CH,CH,
. 292 [4Z0H.5=CN CH,CH,CH.
. |[293 [4-0H.5=F CH,CH,CH.
. [294 [2a-0H.5-C1 CH,CH.CH,
. [295 [4=0H. 6—-CH. CH,CH,CH:
[

O

OoO0o0ooogoao

gooooobooooboooboooboobooboobooboobooboobod

gooaoan

10

20

30



gooad

m —m —m @ @ @ @ @ ™@ @A ™@ o™@ & & & /& /& /& /& /s, /s s /s /& o/ /e o/ /e /e /e e /e e e

C
50O

O 0Ooo0oo0oooo

O 0Ooo0oo0oooao
o

00O
o

O 0Ooo0oooo
I [ Iy |

O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0goooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Oo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao
O 0oogo 20O
O 0Ooo0oo0oooao
O 0Ooo0oo0oooao

O
O
O
O
O
O
O
(]
(]
O
(]
(]
O
O
O
(]
O
O
O
O

Oooooooogoogoooao
Oooooooogoogoooao

O

O

O

O

O

O

O

O

O

O

O

O

Oooooooogooooao
Oooooooogoogoooao
Oooooooogoogoooo
Ooooooooogogog

JP 2008-501663 A 2008.1.24

(Ib)
(Ic)
(Id)

(le)
0000000000000
Oooo00o0o00OoOoOoOaon
“"noooo”"ooooo0Oa0O
0000000000000
Oooo000o00O0OoOO0O0aon
0000000000000
0

10

20

30

40



uoano

L T e T e T e B e T e T e T e T e T e T |

O

O 0Ooo0ooooao
O 0Ooo0oo0oooao
O 0Ooo0ooooao
O 0Ooo0ooooao
O 0Ooo0ooooao
O 0Ooo0oooo
O 0Ooo0goooo
O 0Ooo0oooo

oo o ooDoooogooooooo

O 0Ooo0oo0oooao
w OO0 o0ooQgoQoao

4

50O 0O

oDoooooTe T oo0oododgao
O0Ooo0oooao

O0Ooo0oooao
O OO

[
[
[
[
[
[
[
[
[ i; {R1
0

OoD
ooD
oo”
OoD

= SCN}

O

Xz 1

(I1)

m]

I [ Iy |
O 0Ooo0oooao
O 0Ooo0oooo

O
O
O
O
O
O

oooooaog
O00J. Med.
04-43080 Bioorg.,

%
a2
N

oogad

—

m]

I [ |
O 0Ooo0goooao
O 0OooO0oooo

O
O

oo

O

O

Chem.
Med.

I: {R" = SH} —

oooooooooao

oooooooooao
oooooooooao

(26) JP 2008-501663 A 2008.1.24

R
o N=(
HN N N
AR Y
4
_A—L, vy R
- (D
()
"nooooooooooooooooooooon®
0000000000000 00000D0000000
0000000000000 000000000000
oooo”oooo”oo0o0O0O0O0O0O00O0O0O0O000
oooooo"oooDoooOoo0o0ooooo0”o00
00000000 DO0DO0O0OO0O0DODODODOOOOOO0an

O
O
O
O
O

oad
ooooogoad

O O
O O
O O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

0000000000 0000D0O0000000000
16(5), 1973, pp. 524-5280 J. Org. Chem., 67, 2002,
Chem. Lett, 12, 2002, pp. 3537-35410 0 0000 O
00000000000 0000

ubobouobooboobooboobooboobad
ooooooooooooobobbo0booano

I: {R" = SR8, S(O)RE, S(O),Re, S(O),NRER?,

OH, ORS, OC(O)NR®R?, OC(O)R1%}

I: {R! = NR®R?, ORS}

D000000000O00O0D0O0D0O0OD0O0OO0DO0O0DO0OoOoOoooooo0”oDO00O0an
Dooooooo”o0o0o0oao g O " 0000000000000 O00O00O000
0000000000000 O0DO0OO0DO0ODOOoDOOoDOooooo”oooooooao”

10

20

40



L [ [ I |

»“ OO Oo0DoooDoDooOooooogogogoooao

(92

e e e O o o [ 0

[m]

e o s e s e s e o o R e s e e e e o o

OoooocoooooooooooDoooogogoQgogoao

Oo0oooooooo0 oo ooooooooooogogogoQg
gDDDDDDDDDDDDDDDDDDDDDDDD

Oooo0oooogg:

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O 0Ooo0oooao
O0Ooo0oooao
OOoo0oooao
OOoo0oooao
O0Ooo0oooao
O 0Ooo0oooao
O Ooo0oo0ooao
O0Ooo0oo0oo0oao
O0Ooo0oooao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0ooo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0ooo0oao
O 0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O 0Ooo0oo0oo0oao
O 0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao

O

oupy

Ooooooooooooooo0ooDoooogoogoooao

Oo0oooDoooo o0 oo ooooo0ooDoooQgogoo-g

Ooooooooooooooaono
Ooooooooooooooaogo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

OoOooooooo0oooooooooooogoogoogoaoQg

O
O
O

OooooooooQgooao

O 0Ooo0oooo
O 0Ooo0goooo
O 0Ooo0oooo
O 0Ooo0goooo
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0goooo
O 0Ooo0goooo
O 0Ooo0goooao
O 0Ooo0oooao
O 0Ooo0oooo
O 0Ooo0goooao
O 0Ooo0oo0ooao
O 0Ooo0goooo
O 0Ooo0oooo
O 0OooO0oooo
O 0Ooo0oooo
O 0Ooo0goooao

|0 0o0oogd
OooooooooQgooao

[m]

O Ooo0ooo

O
O
O
O

9225 et

[ |
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O 0Ooooo

O Oooo

O 0Oooo

O

]

Oooooooooogoao

O

Ooooooooogooao
OooooooooQgooao
OooooooooQgooao
Ooooooooogooao

O

O

O

O

OoOoo0oo0oooao

—
@D

O 0Oooo

O

I e Y Y [ O
OoooOooe® oo0oogoo-g
oo ooe ooooOooodg
Ooooo0os oooQgooao
Ooooo0O= 00000000
Oooooe=00o00gooao
Oooo0oeooooood

Ooo0ooo-e

O

O

O

O

(27)

O

gooooboooooao

seq.,ugnooooaog”

Wiley-VCH 20020 O O O

O Oooo

O 0Oooo

O O0ooo

O 0Oooo

[ I B

O 0Oooo

O Oooo
I B

O 0Oooo

O 0Oooo

O Oooo
O 0Oooo
O 0Oooo
O Oooo
O Oooo
I B

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O

O 0Oooo

O

O 0Oooo

O Oooo
O 0Oooo
O Oooo
O 0Oooo
Y o =

OoOoo0oo0oooao

O

O 0Oooo

JP 2008-501663 A 2008.

O 0Oooo

OoOoo0oo0oooao
OoOoooooao
OoOooo0oooao

w
[
N

7-5

Oo0o0oowoooooood

Oo0ooOoooe ood
Ooo0ooo-e

O 0Oooo

O 0Oooo
Ooooeooooooodg

O 0Ooo0ooo
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooOoao
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooao
O 0Ooo0ooOoao
O 0Ooo0ooOoao
O 0Ooo0ooao
O 0Ooo0ooOoao
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooOoo

oooooao

O O
O O
O O
O O
O O
O O

O 0ooo
O 0Oooo
O O0ooo
O 0Oooo
O O0ooo
O 0Oooo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

[}

OoOoooo0ooao
OoOoo0oo0oooao
OoOoo0oo0oo0ooao

00O

O 0Oooo

OOoo0oo0oooao
OoOoo0oo0oooao
OoOoo0oo0oooaod
OoOoo0oo0oooao
OoOoo0oo0oooao
OoOoo0oo0oooao
OoOoo0oo0oooao

ooooooooooao

.24

gooooboooaod
ooooao

O
g
g

O

O

O

O

O

ooooao

O

O

O

O

O

ooooooooooao
0O 0O 0O Tetrahedron 2001,
Microwaves in Organic Synthesis”
oooaod

O
O
O

O
O
O

O 0Oooo

O 0Oooo

O 0ooo

57,

O 0Oooo

[ I R |
O 0Oooo
O O0ooo

O O0ooo

Pp-

O 0ooo

O 0ooo

O
O Oooo
O Oooo
O Oooo
O Oooo

| =

O 0ooo

O 0Oooo

O 0Oooo

9199 et
Andr

O 0Oooo

10

20

30

40

50



e R ey [ s R s [y |

e e ey e ey sy [ |

e e ey e s [y |

e [ sy |
[ R e e ey v [ Oy O S

[ I R |

L B |
L R i R |
L R i |
O Ooogoo
O Ooogoo
I [ o

Oooooooo0oooooooo00 oo oooo o0 oo oDooooUoooooDoDoDoo0oo0oDoDooogogogogooao

OooooooogoQoogoo
OooooooogogoQoogoo
OooooooogogoQoogoo
OooooooogogoQoogoo
OooooooogooOoogoo
OooooooogoQoogoo
OooooooogoQoogoo
OooooooogogoQoogoo

O 0Oooo O 0Ooo0ooo

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oo0ooao
O0Ooo0oo0ooao

Oooooooooooao

O
O
O
O
O
O
O

O
O
O
O
O
O
O

[ |

[}

[ |

O O0ooo

OoooooooQooooao

O 0Ooo0ooo

O O0ooo

OoooooooQooooao

L B i |
oo

O

O O0ooo

OoooooooQooooao

[ |
L B i |
O 0Oooo
O oOooo
O oOooo

O O0ooo

OoooooooQooooao

O 0o oo
O Ooogoo
O 0o oo
O 0o oo
O 0o oo

O

O O0ooo

OoooooooQooooao

O O0ooo

OoooooooQooooao

O O0ooo

OooooooQooooo

O O0ooo

OoooooooQooooao

Oooo0oooQgoQgQg
Oooo0oooQgoQgQd
Oooo0oooOooQgoQd
OooooooOoogoQd
OooooooOgoogod
OooooooOgoogoad
Oooo0oooOgooQgQd
Oooo0oooOogoQgo
Oooo0oooOooQgad
OooooooOoogoaQd
OooooooQgoQgad
OooooooOogoQgad
OooooooOgoogoQd
OooooooOoQgaQd
OooooooOoogod
Oooo0ooooOoQgd
OooooooOoQgQd
OooooooOoQgd
Oooooooogogad
Oooo0ooooogod
Oooooooogoogoad
OooooooOogoad
OooooooOgoogad
Oooo0oooOoogoaQd
Oooo0oooogoad
Oooo0oooOoogoad

[ |

[}

O

O O0ooo

OoooooooOooooao

[ |

=

O o0Oooo
O 0Oooo
O oOooo
O 0Oooo
O 0Oooo
[ o

O O0ooo

OooooooooQgoogoo
OooooooooQgoogoo
OooooooooQgoogoQo
OooooooooQgogooQo
OooooooooQgoogoo

O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o ogoo
O 0o ogoo
O 0o oo
O 0o ogoo
O 0o oOoo
O 0o oo
O 0o oOoo
O 0o oo
O 0o oOoo
O 0o oo
O 0o oo
O 0o oOoo
O 0o oOoo

O O0ooo

O O0ooo

(28)

O O0ooo

O O0ooo

O 0Oooo
O 0Oooo
I o

O O0ooo
O 0Oooo

OoooooooOoogoo
OoooooooQoogoo
OooooooogoOoogoo
OooooooogoQooOgoo
OooooooogoQooOgoo
OooooooogoOooOgoo
OooooooogoQoogoo
OooooooogoQoogoQo
OoooooooOooOgoo
OoooooooQooOgoo
OoooooooOooOgoo
OoooooooOooOgoo
OoooooooOooOgoo
OoooooooOoogoo
OoooooooOooOgoo
OoooooooQooOgoo
OoooooooOooOgoo
OoooooooOooOgoQd
OoooooooOooOgoQo

, oo oobooobooboooooan

O O0ooo

O

O O0ooo

O

O 0Oooo

O O0ooo

O

L B i |
L B i |
= e
O 0Oooo
O o0Ooo
I o

I

O

JP 2008-501663 A 2008.

O O0ooo

O

O O0ooo

O

O O0ooo

O

O O0ooo

O Ooo0ooOono
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0oono
O Ooo0oono
O Ooo0oono
O 0Ooo0ooo
O Ooo0ooo

O

O O0ooo

O

O o0Ooo
O 0Oooo
O 0Ooo
O 0Oooo

O

O

O

O O0ooo

O

O
O
O
O
O
O

O

O

O
O
O
O

50O
O oOooo
O oOooo
O oOooo

O

O

O

.24

10

20

30

40

50



e R ey [ s R s [y |
OooooooooDoooooo00 oo oooo oD oo oDooooUoDoooDoDooo0oo0oDoDoooogogogooao
OoOoooooo0ooooooo oo oDoooo o0 oo oDoooo0DooDoDooooooooao
OoOoooooo0ooooooo0o oo oDooooo0 oo oDoooo0DooDoDooooooooao
OoOoooooo0ooooooo oo oDoooo o0 oo oDoDooo0DooDoDooooooooao
Oooooooo0o0oooooo oo oDooooo0 oo oDoooo0DoooDoDooooooooao

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo

O
O
O
O

O
O
O
O

O
O

[m]

O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O

[m]

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

oo o oooooogoQgg
oo o oooooogogoQgg
oo ooooooogogoQgog
oo o oooooogoQgg
oo o oooooogogoQgog
oo ooooooogogogoog
oo ooooooogoQgog
oo ooooooogoQgog
oo ooooooogogoQgdg
oo ooooooogogoQg-g
oo ooooooogooQg-g
oo ooooooogoogo-g
oo ooooooogooQgog
oo ooooooogooQgdg
oo ooooooogoQgg
oo ooooooogoogog
oo ooooooogoogog
oo ooooooogogog
oo ooooooogogog
oo ooooooogoogodg
oo ooooooogogog
Oooooooooogogodg
oo ooooooogogoodg
oo ooooooogoogog
Oooooooooogoogodg

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooOoo
O 0Ooo0ooOoo

O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo

OoOoo0ooooao
OoOoo0ooooao

O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oo0ooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Oo0oo0ooao
O 0Oo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oooao
O 0Oo0oo0ooao
O 0Oo0oo0ooao
O 0Oo0oo0ooao
O 0Oo0ooOooao
O 0Oo0ooOooao

O O0ooo

O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo

o= O 0O

O 0Oooo

O O0ooo

O 0Oooo

O 0Oooo

(29)

O O0ooo

O 0Oooo

O 0Oooo

O 0Oooo

O O0ooo

O O0ooo

O O0ooo

O 0Oooo

JP 2008-501663 A 2008.

O
O
O
O
O
O
O
O
O
O
O

O O
O O
O O
O O
O
O
O
O
O
O
O

OoooooooogoQgodg
OooooooogooQgodg
OooooooogoQgodg
OooooooogoQgodg
OOooooooogoQgodg
OooooooogooOodg
OoOooooooogoOgodg
OoOooooooogoogodg
OOooooooogodg

O O0ooo
O 0Oooo
O O0ooo
O O0ooo
O 0Oooo
O O0ooo
O O0ooo
O O0ooo
O O0ooo
O 0Oooo
O O0ooo

O
O

O O0ooo

.24

O O0ooo

10

20

30

40

50



I [ e s sy |

OoOooooooo0oooooo oD ooDoooooooDoooogogoQgogaoQg
Ooooooooo0oooooo oD ooDoDooooooDoooogogoQgogoaoQg
Ooooooooo0oooooo oD oo oDooooooDoooogogoQgogoaoQm
OoOooooooo0oooooooDooDoDooooooDoooogoQgogoaoQg
I e e sy |

O

O

O

O

angrenzende
oooooao
Ooooooao

O

OooooooooooooQgdg
OO ooboooOooooodg
OO oooooooooodg
OO oooooooooodg
OO oooooooooodg
OoooooOooogogooQdoo

O

O

O

O

O

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O O0ooo
O 0Oooo

O 0Ooo0ooo
O o0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooao
O 0Ooo0ooao
O o0Ooo0ooao
O o0Ooo0ooao
O o0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooao

OooOoo0oood
OooOoo0oood
OooOoo0oood
OooOoo0oood
OooOoo0oood
OoOoo0oood
OooOoo0oood
OooOoo0oood
OooOoo0oood
Oooo0oood
Oooo0oood
OooOoo0oood
OooOoo0oood

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O

OoOoo0ooooaoo
OoOoo0oo0oooao
OoOoo0ooooaoo
OoOoo0ooooaoo
OooooooQgdg

O

Fiedler,

O

O

O

OooooooQodg

H.P.,

OooooooQgdg

Gebietep, 4th
Oooooooa

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oo0ooao

O0Ooo0oo0ooao

OooooooQgodg

edition,

O0Ooo0oo0ooao

OoOoo0oo0oooao
OoOoo0oo0oooao
OoOoo0oo0oooaoo
OooooooQgodg

O

O0Ooo0oo0ooao

O

O0Ooo0oo0ooao

O

O0Ooo0oo0ooao

O
O
O
O
O
(]
(]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

OoOoo0oo0oooao
OoooooQgdg

O

(30)

O0Ooo0oo0oo0oao
O0Ooo0ooo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0ooo0oao
O 0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O 0Ooo0oo0oo0oao
O 0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao

OOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
OoOoo0oo0oo0ooaoo
OoOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
OooooooQgodg

O

O

O

Aulendorf:
Ooo0o0oagano

O0Ooo0oo0ooao

00O

O 0Ooo0ooo
O O0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O Ooo0ooo
O O0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooOoo
O O0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O O0Ooo0ooOoo

O 0Oooo

O

O

OOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
OOoo0oo0oo0ooaoo
OoOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
OoOoo0oo0oo0ooao
Oooo0ooooQOodg

O

JP 2008-501663 A 2008.

O

Lexikon der Hilfsstoffe fuer

O

Pharmazie,

O

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0ooo

O

O

O

OoOoo0oo0oo0ooao
OOoo0oo0oo0ooao
OOoo0oo0oo0ooaoo
OO0Ooo0oo0oo0ooao
OooOoooooOodg

O

O

O

O

Kosmetik
19960 O

ECV-Editio-Kantor-Verlag,

.24

OooOooooodgdg

and

10

20

30

40

50



Oooooooodg

(31)

JP 2008-501663 A 2008.

SO0 o0oooOooOoooooolo

Oo0o0o0oooool|o

OooooooogoQgo|o
OooooooogQgo|o
OooooooogogoQgo|o
OooooooogoQgo|o
OooooooogoQgoo|o
OooooooogogoQoo|o
OooooooogoQoog|o
OooooooogQoog|o
OooooooogoQoo|o
OooooooogogoQoo|o
OooooooogQoo|o

O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

Oooo0oooQgoog|o
Oooo0oooQgog|o
OoOoo0oooQgo|o
Oooo0oooQgoQg|o
Oooo0oooQgog|o
Oooo0oooQooQg|o
OoOoo0ooooQgog|o
Oooo0oooQgoog|o
Oooo0oooQgog|o
OoOoo0ooooQgog|o
Oooo0oooQgog|o
OoOoo0ooooQgog|o
Oooo0ooooQgog|o
Ooo0oo0o0oooQgog|o
Oooo0oooQgoog|o
OoOoo0oooogoog|o
OoOoo0ooooQgog|d
OoOoo0ooooQgoog|do
Oooo0ooooOgoog|d
OoOoo0ooooogod

[m]

O

(o]

O
O
O
O
O

OO 0Ooo0oooao

O

O
O
O
O
O
O
O
O
O
O
O

Oooooooogod
Oooooooogod

O
O

.24

OO oooocoooooooogogQgog|o

OO ooooQgoOgo®®

oo oooocoooooooogogQgog|o

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

oo oo0oooooooooIoiooogogdg

OooooooogogoQgg

Oo0oooogoQgg

oo o oooooogoQgg
oo o oooooogogoQgg

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
I o

Ooo0oooogoQgdg

| =

O

oo ooooooogoQgg
oo ooooooogoQgog
oo o oooooogoQgog
oo ooooooogoQgog
oo o oooooogoQgg
oo o oooooogoQgo-g
oo o oooooogooQg-g
oo ooooooogooQgog
oo ooooooogoogog
oo ooooooogooQg-g
oo ooooooogoogoo-g
oo ooooooogogog
oo ooooooogoogog
oo ooooooogogg
oo ooooooogogog
oo ooooooogogg
oo ooooooogogodg
oo ooooooogogog
oo ooooooogogog
oo ooooooogogodg
Oooooooooogoogoodg
oo ooooooogoogodg
oo ooooooogoogoog
Oooooooooogogoodg
oo ooooooogogodg
Oooooooooogoogodg
Oooooooooogoogoodg

O 0Oooo
OooQgo

O 0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo

OoooooooQgodg

o
oo ooooooogoogoodg

Oooooooooogoogodg

O

OooooooooQgodg

[m]

OoooooooQgoIoboDpoooo0o oD oo ooo oD oo oo oo oo oo o0 ooooaogQ

Ooo@omoOoooo0oooDooooooooooogoQgdg
OooOo@ooOoocoooooooo?@

[ I o Ay

O O

oo ooocoooopmIopoeooiooooooaono

ooooooo0QoIumoooDooooDoooo oD oo oDoooooDoooDoDoopoHEOODOooo0Oo0 o0 ooooogQgoQg|o

OoooocoogogIononooooooooooogoQoo

OO oooogoQgdg

OO oooogoQgdg

10

20

30

40

50



L I B

O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).

O
O
O
O
O
O
O
O

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
I

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O

O
O
O
O
O
O
O
O

(32)

O O
(]
O

O
O

O 0Oooo
OoooQgo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O
O
O

JP 2008-501663 A 2008.

]
O
O
O
O
O
O
O
O
O
O

O
O

.24

OO ooooooQgogooo|i;o
OO oo ooooQgogooo|i;o

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo

O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

O 0Ooooo
O Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O Ooooo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo

e e [ ey e e e s [y I |

ey s e s e e ey e e I 1 s [y

e e s s [y I |

e e e e e e I s s [y I |

Oooooooo0o0 oo oooouUuBoooDoDoo oo oo pIo@ODooOoooooooogdg
OoOooooooo0o0 oo oooouuBboDoDoDoo oo oo p@oODoooooooooogdg

Oooooooooooooiioioi™g
Oooooooooooooioig|™g
Oooooooooooooiioig|i™g
Ooooooooogoooooiioi;i™g
Oooooooooooooioio;|™g
Oooooocoooooooioioi™g
Oooooooooooooio o™
Oooooocooogoooooiioio|™g
Oooooooooooooio o™

Ooooooooooooioi||-o
Ooooooooogooooioi||-o
Ooooooooogooooioi||-o

[}

Ooooooooogogoio;o;mio
Oooooooogoooooioi||o
Oooo0ooooogooooioi||»o

[}

Ooooooooogogoio;;mio
Ooooooooogooooioi||-o
Oooo0ooooogooooioio||-o
Oooo0ooooogooooioi||-o

[}

Ooooooooogogoio;;io
Oooo0oooogoogooooioi||-o
Oooo0ooooogooooioi||™o
Oooo0ooooooooioi||-o
Oooo0ooooooooioio||»o
Oooo0ooooogooooioi||-o
Ooooooooogooooioi||-o
Oooo0ooooogooooioi||-o

Ooooooooogoogoo|i;o
Ooooooooogoogoo|i;o
Ooooooooogoogoo|i;o
Ooooooooogoogoo|i;
Ooooooooogoogogoao
Ooooooooogoogogoo
Ooooooooogoogoao

10

20

30

40

50



50O
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo

O O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

(33)

O
O
O
O
O

JP 2008-501663 A 2008.

O
O
O
O
O
O
O
O
O
O
O

O
O

.24

Ooooooooogogooi;oio
Ooooooooogogoo;i;oio
Ooooooooogogoo;i;oio
Ooooooooogogoo;i;oio
Ooooooooogogoo;i;oio
Ooooooooogogoo;i;oio
Ooooooooogogoo;i;oio
Ooooooooogogooi;oio
Ooooooooogooi;oio
Ooooooooogoo;i;oio
Ooooooooogoo;i;mio
Ooooooooogoo;i;oio
Ooooooooogoo;i;io
Ooooooooogogoo;i;mio
Ooooooooogoo;i;mio

a

Oooooooogoogogooi;oiio
Oooooooogoogoooi;mio
Ooooooooogooi;miio

[}

Ooooooooogogio|o
Oooooooogoogooi;oiio
OooooooogoogogoOooi;miio

[}

Ooooooooogogio|o
Oooooooogoogooi;iio
Ooooooooogoooi;oiio
Oooooooogoogogooi;miio

[}

Ooooooooogoogio|o
OoooooooogogoOooi;oiio
Ooooooooogoooi;oiio
Ooooooooogoooi;oiio
OooooooogoogoOooi;io
OooooooogoogoOooi;miio
OoooooooOooOgoo
OoooooooOoogoo
OoooooooOooOgoo

oo oo0o0ooIooooo0oooooooooooo;;migg

O Ooo0oo0ooi;oio|
O Ooo0ooOooi;oio;m
O Ooo0oo0ooi;io|m
O 0Ooo0oooi;oio;m
O 0Ooo0oo0ooi;io;m
O 0Ooo0oo0ooi;io;,
O Ooo0oo0ooi;io;,
O Ooo0oooio;o;,
O 0Ooo0oo0ooi;io;,
O 0Ooo0oo0ooi;io;,
O 0Ooo0oo0ooi;io;,

O 0Ooooo
O 0Ooooo
O Ooooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo

m]

O O0ooo

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
I o

Iy I o Ay
I [ I o Ay
Iy I A
Iy I o A
I I o A
Iy A
I o Ay
I I o Ay
I I A
I I o A
Iy I o A
Iy I o Ay
Iy o Ay
I [ I Ay
I I A
I I o Ay
I I o Ay
I I A
I o A
I I Ay
Iy I Ay
O 0o oOo o

O 0o oOoo

O 0Oooo
OoogQgo

O 0Oooo

O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

e e ey e R s [y |

o ooOooo o ooogdg

Ooo0ooooogiomijo|i;m
Ooo0ooooogomijo|i;o
Ooo0ooooogomijoi;m
[ s Iy
Ooo0oo0oooogomijo|im
Ooo0oo0oooogoomijo|i;o
Ooo0oo0oooogiomijo|i.
Ooo0oo0oooogomijoi;m
Ooo0oo0oooogomijoi;o
Ooo0oo0oooogo.mijo|i;m
Ooo0oo0oooogomijo|i;m
s Iy
Ooo0oo0oooogomijo|i;o

O
O
O
O
O
O
O
O
O
O
O
O
O

[ |

Ooo0ooooogomijo|i.
Oo0oooOoogoioi™
Ooo0ooooogomijo|.
Ooo0oooooomijo|.
R s I Iy
Ooo0ooooogomijo|.
Ooo0ooooogoomijo|;o
Ooo0oooooomijo|o
Ooo0oo0ooooomijo|o

[}

O
O
O
O
O
O
O

I I I
I I I
I I I

O

O

O

O

O O
O O
O O
O O
0O O
0O O
O O
O O
O O

O
O
O
O
O
O
O
O
O
O
O

OO oOooo

Oooooooo0oDoIoOooDoo0oooDoooo o0 oo oDoopoLHUoooooDoDoDoo0oo0oDoDoooogogio;o;o
Oooooocoo0o o IOooDoooooDoooo o0 oo oDoop oo oooDoDoDoo0oo0oDoDoooogogiio;m;o
Oooooocoo0o0oIoOooDoooooDoooo oD oo oDoopoLLUoooooDoDooo0oo0oDoDooogogio;m;o
Oooooocoo0oonoIoOooDoooooDooooo o0 oo oDoopoLHUoooooDoDooo0oo0oDoDooogogio;m;o

10

20

30

40

50



I [ |
I [y |

O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0ooo
O 0ooo
O 0Ooo
O 0Oooo

(34)

JP 2008-501663 A 2008.

OO oooooogogQogogoQd
OO oooooogogQgogoQg
OO ooooooQgogoQg
OO oooooogoQgogoQg
OO ooooooQgogoQg

O
O

L [y [ |

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O

OO oo .

oo ooooogooQgoo|i;o
oo ooooogooQgogoo|i;o

OO ooood
OO ooood

O
O
O
O
O
O
O
(]
(]
O
(]
(]
O

O
O

(]
O
O
O
O
(]
O
(]
O
O
O
O
(]
O
O
O
O
O
O

N I s s [ I |

I [ |
I [y |
I [y |

O0Ooo0oooao

O
O
O
O
O
O
O
O

O0Ooo0oooao

O0Ooo0oo0ooao

O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0ooo
O 0ooo
O 0Ooo
O 0Oooo

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oooao

O0Ooo0oo0ooao

O0Ooo0oo0ooao

O 0Ooo0ooo
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooOoo
I I

O

O 0Ooo0ooo
Ooo0oogoQO

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O O0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Oooo

O 0Oooo

O 0Oooo

O 0ooo

O 0ooo

O 0ooo

O 0Oooo

O 0Oooo

oo ooooooooooooodg

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

"o ooooooIopioiocoogooooo
OoooooooooIOhoooooDooooooogooooao

OoooooooooI@mOhooooooooooogooooao
OoooooooooI@mOhooooooooooogogoooao

EII:II:II:II:II:II:II:II:II:II:II:II:II:II:II:IEII:II:II:II:II:II:II:II:II:I|I:II:II:IDDDDDDDDD|DDDDDDDDDDDD
Ooo0oooogoQgoao

O

O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooOoo
O Ooo0ooo
O 0Ooo0ooOoo
O Ooo0ooo
O Ooo0ooOoo
O Ooo0ooo

O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oOoo
O 0o oo
O 0o oOoo
O 0o oOoo
O 0o oo
O 0o ogoo
O 0o oOoo
O 0o oo
O 0o oOo o
O 0o oo
O 0o ogoo
O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oo
O 0o oOo o
O 0o oOo o
O 0o oOoo

O o O

O
O
O
O
O
O
O
O
O
O

10

20

30

40

50



[ |

(35)

uoano

JP 2008-501663 A 2008.

uobooaood

O

O

O

O

O

O

O

uoano

O

O

O

.24

O 0o oo;ioi.o
O 0o o;o;ioi.o
O oOoo;o;ioi.o
O 0o oo;ioi.o

Iy I o i
Iy I o o
Iy I o i
Iy I o o
Iy I I
Iy I o i [
Iy I o i
Iy I o i
Iy I o i
Iy I I
Iy I o i
Iy I o o
Iy I o i
I Iy i
Iy Iy I
I I I
I I i
Iy I o o
Iy I i
I I i
Iy I i
Iy I o I [
Iy I o i
Iy I i

O
O
O
O
O

[ sy [ s e ) I |

o
s
o
o o
o
o

Oooo0oood

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
OOoo0oooao

O Ooooi;o;,
O Ooooi;|o;o
O Ooooi;.|o.o
O Ooooi;|o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooooi;|o;o
O Ooo0ooi;o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooooi.;|o;o
O Ooooi;o;o
O Ooo0ooi.;o;o
O Ooo0ooi;o;o
O 0Ooo0ooi.;o;
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooo0ooi;o;
O Ooo0ooi;o;
O Ooo0ooin;o;o
O Ooo0ooin;o;o
O Ooo0ooi;io;
O Ooo0ooi.;o;o
O 0ooo

[m}

O Ooo0ooo

O 0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao
O0Ooo0oo0oo0oao

O 0Ooo0ooOoo
I I

O

O 0Ooo0ooo
Oo0oogoQg

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O O0ooo

O O0ooo

O O0ooo

[m]

O O o
O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

o oo o0 ooopiopoiocogogoooo

o
s
o
o o
o
o
o
o
o

Oooo0oood

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
OOoo0oooao

[m}

O Ooo0ooo

O 0Ooo0oooao
O0Ooo0oo0ooao

O Ooooi;|o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooooi;|o;o
O Ooo0ooi;o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooooi.;|o;o
O Ooooi;o;o
O Ooo0ooi.;o;o
O Ooo0ooi;o;o
O 0Ooo0ooi.;o;
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooo0ooi;o;
O Ooo0ooi;o;
O Ooo0ooin;o;o
O Ooo0ooin;o;o
O 0Oooo

O 0Oooo

O 0ooo

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0gooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooOoo
I I

O

O 0Ooo0ooo
Oo0oogoQg

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O 0Oooo

O O0ooo

O O0ooo

e ey e e e e e sy |

Oo0oooooooooogdg

e ey sy |

e ey e e e e e e sy I |

sy |

s ey e [ e ey e e e s sy I |

o
s
o
o o
o
o
o
o
o
O 0Ooo0oooi;i™
o
o
O 0Ooo0oooi.i™

O Ooooi;o;o
O Ooooi;o;o
O Ooooi;|o;o
O Ooo0ooi;o;o
O Ooooi;o;o
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooooi.;|o;o
O Ooooi;o;o
O Ooo0ooi.;o;o
O Ooo0ooi;o;o
O 0Ooo0ooi.;o;
O Ooooi;o;o
O Ooo0ooi;o;o
O Ooo0ooi;o;
O Ooo0ooi;o;
O Ooo0ooin;o;o
O Ooo0ooin;o;o
O Ooo0ooi;io;
O Ooo0ooi.;o;o
O 0ooo

10

20

30

40

50



00O

O 0Ooo0oo0ooao

OO0oOo0ooooao

O

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oooao

[}

O 0Ooooo

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oooao

(36)

O Ooo0ooOoo
I

O

O Ooo0ooo
Oo0ooOgoQO
O Ooo0ooo
O Ooo0oono
O Ooo0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0ooo
O 0ooo
O 0Oooo
O 0Oooo
O 0ooo

JP 2008-501663 A 2008.

.24

I o

OO oooooogoQgogoQg
OO ooooooQgogoQ

SO ooooooooioojojbooooogogoooao

OoooopIo@ooomooooooOgodg

]

OoooIooooooooooogQgogoaoQg

O
O
O

O
O
O

O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

"o ocooooooioioeoooooo

s o |
s |

O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooOoo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooOoo
O Ooo0ooo
O Ooo0ooo

O Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo

O

]

O 0Oooo

O 0Ooooo
O 0Ooooo
O 0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
I o

O

O 0Ooo0ooo
Oo0ooOoo QO
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooooo
O 0Ooo0ooo

[m}

O O0ooo

O O0ooo

O O0ooo

O 0ooo

O O0ooo
O O0ooo
O O0ooo
O O0ooo
O 0ooo
O O0ooo
O O0ooo
O O0ooo
O O0ooo
O O0ooo
O O0ooo

I Ry |
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O O0ooo

O O0ooo

Oooooooooooooooo0ooDoooog|olooao

Ooooooo|obooooQgdg

Ooooooooumoooooo0 o0 oD oDoDoo oo oDooogogogooao
Oooooooomoooooo00 o0 oD oDoDoo oo oCooogoggooao
OoOoooooomoooooo0 o0 oD oDoDoo oo oDooogogooao
OoOoooooonumoooooo0 o0 oD oDoDoo oo oCooogogooao

O Ooo0oooioi.o
O Ooo0oooioi.m
O 0Ooo0oooioi.m
O 0Ooo0oooi;oi.m
O 0Ooo0oooi;oi.m
O 0Ooo0oooioi.m
O Ooo0oooioio.m
O Ooo0oooioi.m
O 0Ooo0oo0ooioi.m
O 0Ooo0oooi;oi.,

O Ooogooijo|i;o
O Ooogooijo|io;o
O Ooogooijoio;o
O Ooogooijioio;o
O 0Ooogoojoio;o
O 0Ooogoojio|io;o
O Ooogooijio|io;o
O Ooogooijioio;o
I o A
O 0Ooogooijoio;o
I o A
I A
O 0Ooogooijio|io;o
O 0Ooogoojio|io;o
O 0Ooogooijioio;o
O 0Ooogoojio|io;o
O 0Ooogooijio|io;o
O 0Ooogooijio|io;o
O 0Ooogooijio|io;o
O 0Ooogoojio|io;o
O 0Ooogoojio|io;o
O 0o o0gooijio|io;o

O O0ooo

O O0ooo

10

20

30

40

50



50O

OOoo0oood

O 0Ooo0oooao
O 0Ooo0oo0ooao
O0Ooo0oooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao

[m]

O 0Ooo0ooOoo

O 0Ooo0oo0ooao
Oo0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0oo0oao

I [y |
I |
I [y |
I [ I

37)

O

I [ |
O o0OooOoo Qg
I [y |
I [ [ I |
I [y |
O 0o oOoo
O 0o oo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo
O 0o oOoo

JP 2008-501663 A 2008.

.24

OoOooOooOoooOooooao

OoOooooooOooOoooao

OoOooIooooQooooao

I I
I I

O
O

O
O
O
O
O
O
O
(]

O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

o oo oI@mOooooooIooio oo oooo4o

Oooooooogogoioi;oio

O oo ooooogioioio
O oo ooooogioioiIo
O oo ooooogioioio
O oo ooooogioioio
Oooooooogioioio
Oooooooogioioio
Oooooooogioioio

oo ooooooQodg

O
O
O
O
O
O
O
O
O
O
O
O
O
O

oo oooooodg

Oooooooodg

Oooooooodg

OooooooooOodg

Oooooooodg

Oooooooodg

I [ I

50O 000

Oooooooodg

OoOooOoo0ooOooogQ
OoooooooOodg

Oooooooodg

OooooooOodg

Oooooooodg
Oooooooodg
OooooooOod
OOoooooOod
OOoooooOodg
OOoooooOod
OOoooooOod
OOoooooOod
OOoo0oooOod
OOoo0ooooOod
OOoo0oooOod

O
O
O
O
O
O
O
O
O
O
O

O O O0ooo

O

O
O

O O0ooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

|

O O

s s |

1y |

s |

s |

Iy s |

Iy s |
O 0Ooooo

[m]

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo
O 0ooo

oo oooooo0o o0 oo oooDooooDoDoDooo oo ooiomiooogooao
oo oooooo0 o0 oo ooo oo oDoDooo0o o0 oDooiomiooogoooo
oo oooooo o0 oo opopoDooooDoDoDooo oo ooiomio|oogoooo

OooooooooDoooooo0 oo oOoo oD oo oDooooDoooDIOhooco4o0oDoDoOoob|oooooooogogQgoQgaQm

O
O
O

OoOooIoOooooooooooooomompopiooooooo

OoopooOooooooooD o0 oo oD oDoDoooUoooDoDoDoDooLDoooDoODoOoDoooooDoOhooDooooDoooogogQgoQgoaQm

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

10

20

30

40

50



JP 2008-501663 A 2008.

gobooobooboad

.24

O
O
O
O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O
]
O
O
O
O
O
O
O
O
O

oo oogoooioioiocogdg

O Ooooi;io;oio;o
O Ooooi;ioio.o
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O 0Ooo0oooao

O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O Ooooo
O 0Ooooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
(]
(]
O
O
O
O
O
O
O
O

]

O 0Oooo

O 0Ooo0ooo
O 0Ooo0ooo
I o

O

O 0Ooo0ooo
Oo0ooOoo QO
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao

O 0ooo
O 0Oooo
O 0ooo
O 0ooo
O 0Oooo

O
O
O
O

O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

"SOoocoooooioioiocogooo

s o |

O Ooo0ooo
O Ooo0ooo

O 0Ooo0oooao

O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O 0Ooooo
O Ooooo
O 0Ooooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

= O O0ooo

O 0Oooo

O O0ooo

O 0Ooo0ooo
O 0Ooo0ooo
I o

O O0ooo

O O0ooo

O

O 0Oooo

O 0Ooo0ooo
Oo0ooOoo QO
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooao
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Oooo

O O0ooo

O O0ooo

O O0ooo

O 0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O 0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

[ i
[ i R
[ i
[ i

[ i R

[ i R
[ i
[ i
[ i R

I [ e e R e e Iy
Iy e e ey Iy
I [y s e s ey Iy
Iy e e

I A o o
I A o
I A o
I A o o
I A o
I A o o
I A o o

O
O
O

O
O
O
O
O
O
O
O
O
O

O
O
O
O

O

O

O

O

I I Iy

Tetrahedron
oooooag
Oooooaog

O = 0o ;.

©

A S [ I

O

O

ooano

I L o
[

O
O

I I Iy |
I I o Iy
I I Iy

pp.14437-500 0 0 0000000

O

O

O

O

I I o Iy
I I Iy
I I o Iy |
I I o Iy
I I Iy |
I I Iy
I I o Iy |
[ I o Iy

O

O

oooooooooooooooao
Doooooooo” 000000

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O
]
O
O
O
O
O
O
O
O
O
O
O
O
O

s e e s ey e [ sy Iy |

OooooooomoooooogogjooocoooOodg

Oo0oo0ooo;oomijoo
O oOoooo
O Ooo0ooo
O oOoooo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0ooo

10

20

30

40

50



L B B

Oooooooogd

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O 0Ooo0gooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
I [ o

(39)

O 0Ooo0ooo
Ooo0ooQgogo

O 0Ooo0ooo
O 0Ooo0ooo

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo

JP 2008-501663 A 2008.

.24

OO oooooQooooao

OO oooooQooooao

OO oooooQooooao

O
O
O
O
O
O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O
]

O
O
O
O
O
O
O
O
O
O
O

O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
L B
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).
O 0o o).

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O 0o o).
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O
]

O
O
O
O
O
O
O
O
O
O
O

O
O

[ ey e 1 [y [ |
I e e s e A v s |

[ I |

O 0Ooo0oooo
O 0Ooo0oooo
O 0Ooo0oooo
O 0Ooo0gooo
O 0Ooo0gooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0gooo
O 0Ooo0gooo

Ooooopo@oooooo|i;o
Ooooopo@oooooo|i;o
Ooooopo@oooogooo|io

O Ooooi;io;oio;o
O Ooooi;ioio.o
O Ooooi.;ioio.o
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo
O 0ooo

O

[m}

O O0ooo

O 0Ooo0ooo
O 0Ooo0ooo
I I

O

O 0Ooo0ooo
Oo0oogoQg

O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0gooo
O 0Ooo0gooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O 0Ooo0ooo
O O0ooo

O O0ooo
O O0ooo
O O0ooo
O 0Oooo

O O0ooo

O O0ooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

O
O

e e [ ey [ [ e e e s [ |

oo oooooioioiocogodg
Oooooocooooooopooooo
Ooooocooooooopooooo
Ooooocooooooopooooo
Oooooocoooooooooooo

O 0Oooo

O 0Ooo0oooio;oio;io

O 0Ooo0ooo

O Ooo0ooo
O Ooo0ooo
O Ooooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo

O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0ooo
O 0Oooo
O 0Oooo

a

O 0Oooo

O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O Ooo0ooOoo
T B

O

O Ooo0ooo
Oo0ooOgoo QO
O Ooo0ooo
O Ooo0ooo
O Ooo0ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0ooo
O 0Oooo
O 0ooo
O 0Oooo
O 0Oooo

10

20

30

40

50



oooad
oogdag

O
O

ogogaggag

O
O |a
O |

oo o oooooogog
oo o oooooogodg

OOoo0oood

O
O
O
O

O
O
O
O

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O
O
O
O
O

(40)

oooooooooooooboooao

gooaao
oooooad
oooad

AerosilD 000D O0OCDOOOCODOOODODOOODODDOODOODOOD

O

JP 2008-501663 A 2008.1.24

ooooooooooooooooobobobooDoO0oao

O
O
O
O
O
O
O
O
O
(]
O
O
(]
O
O
]
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O

O
O
O
O
O
O
O

O O
O

O
O

O
O
O
O
O

oo oo Qoo oooo o0 o0 oD oo oo o0 oo oooogodg

oo ocooooooooogoogoo
oo ooI@Oooo|mooooogQgoo

O 0o ogoo|jio
O 0o ogo|jio
O 0o ogoo|jio
O 0o ogo|jo;o
O 0o ogoo|jio;o
O 0o ogoo|jio
I [ I

oo ooQoiioooooo o0 o0 oD oD pIomooo oo ooooo
I [ o I

[ |

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O

O

O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

N I i R
I [ I
O 0o ogoojio
O O0ooo

oo oOoTT oooogdg
oo oooooooogdg

oo oo oooo

R e vy e e [ o
Ooooocoooooiomoooogogoao

e e R e ey e s s e I |

Oo0oooogoQgdg
Oo0oooogoQgg

Ooo0oooogoQgdg

O 0Ooogooo|io;o

O

O
O
O
O
O
O

O Oooo|i.
O Oooo|io;
O Oooo|i.
O Oooo|io;
O Oooo|i;o
O Oooo|i.;
O 0OooopP
O OooopP
O Oooo|io;

O
O
O
O
O
O
O
O
O

[
O Oooo|io;
O O0ooo
O 0Oooo
O 0Oooo
O O0ooo
O O0ooo
Oo*T OO
O O0ooo
O O0ooo
O O0ooo
I o

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

OoT OO
O O0ooo

O O0ooo

O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O O0ooo

O O0ooo

O O0ooo

O 0Oooo

I o

O O0ooo

O O0ooo
O 0Ooo
O 0Oooo
O O0ooo
O 0Ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O O0ooo

I I

O O0ooo

O O0ooo

O O0oo0oo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

O O0ooo

10

20

30

40

50



Ooooooooooooooooooodg

L T e T e T e T e T s T e T e T s T e B e T e R T e T e T e |

C

OoDoooooooooodg

(41)

gooagoodag

oo oooooooog Ooooooooooooooooooaolo

O

e e O e e e e e e e e e s I I [
W ocoooooooooocooOoOO0oOOoo0lo

I [ I |

O

OO oooooooooo dooogooao|o
O

Oo0oooooogooQodg

2 :

JP 2008-501663 A 2008.1.24

oooooooooooooobbbooboooobobooooooooooooao
OwhatmanO D OO O0OO0OOOOOCDOODOCOCDODOODODODODOODODODOOO
oooooooooooooobobooboooooboooooooooooooao
OOUltima GoldDOOOOOOOOOOOOPackardD O OO OOoOoooan0Q
ocoooooOoOoooopOoOooOO0oOoooOoOoOoOobODbODOooooDOoooDOoO

ricarb0 00000000 OOOOOODODOOOODOOODODODOOODOOOD
oooooooooooooooobobbDboDbDOoao

OD0ODO0O0OD0OO0OO0O0O0O0ODO0DO0OO0O0DMunson and RodbardD OO DO OODOOO
goooooboooboooboobooboobooboobooboobao

utoooobooobooboobp0bO00bOO0oobooboooboobad

O
O
O
O
O
O
O

oooooooooooooao

[ A A

%EHEWU K1'( Ds) [rﬁhﬂ]

D, L & DELBT OFRME™

1

0. 76

82

0. 84

137

1. 20

51

2. 20

74

3
5
6
7

1. 25

129

11

\]

31

7 4

19

-..J

89

6 3

SO oo Qooooodg

Oo0oooooooooodg
Oo0ooocooooooodg
Oo0oooooooooodg

[ i Ry
O o0Ooo0ooo

* Ki (D,L) /Ky (Da)

190 20 50 (2007.2.5)

ood
ooogad

OOoo0oood
[ R |
O O

0o O

O 0Oooo
O 0Oooo

uo ugoooaood

0000000000000 000000000000% 00000
oo’ o0oo000,0”0000000000000000D0000
Doo0o0Do0oO0O0O0DoDooooooDooooo”oooooooo”

10

20

30



(42) JP 2008-501663 A 2008.1.24
oooooooooooao
ooooooooooooao
oooooogod
ooooood
ooooggad
JdodoooooooooooDoDoDoDo0ooDo0O0U0U0UU0UU0UU0UUoOooOooOoooOooOooDoDoODDODODOaO
0o0oo0ooooooooooDoDoDoDoDoooo0o0o0Oo0Oo0oooooooOoooDoDoDDODODaO
JododooooooooooooDoooooo0oU0UoUUoUUUUooooooOooOooDoDoDoOOoOOao
0o0odoooooooooooDoDoDoDooDoo0O0U0oU0UUoUoOoooOooooOooOooDoDoODDODODOaO
0o0o0o0o0oooooooooDoDoDoDooo0o00O0Oo0O0o0o0oooooo0oDoDoDDODoDaOo
JodoooooooooooDoDoDoo0ooo0o0U0UUUUoUUoOoooOooUooOooUooDoDoDODODOaO
0oo0oooooooooooDoDDoDoDoooo0OO0Uo0oOoOoOoooooooOooOooDoDoODDoODODOaO
Jo0dooooooooooooDooo0oo0oo0o0O0U0oUoUoUoOooooooOoooDoDoODoODOO0OaOo
OO0000O0O0OFiedler, H.P., Lexikon der Hilfsstoffe fuer Pharmazie, Kosmetik and
angrenzende Gebietep, 4th edition, Aulendorf: ECV-Editio-Cantor-Verlag, 19960 O
Joodooooooooooooooao
ooooood
oooooooooooao
ooodoooooooooao
oooooood
ooooggad
oooogdad
00000 oooooooooDoDoooo0o0oo0o0o0ooooooooooooonaonano
Do0doodoooooooooooooooooooddooooooooooooonano
odad
0o0o0o0o0oooooooooDoDoDoDooo0o00O0Oo0O0o0o0oooooo0oDoDoDDODoDaOo
JodoooooooooooDoDoDoo0ooo0o0U0UUUUoUUoOoooOooUooOooUooDoDoDODODOaO
0oo0oooooooooooDoDDoDoDoooo0OO0Uo0oOoOoOoooooooOooOooDoDoODDoODODOaO
Jo0dooooooooooooDooo0oo0oo0o0O0U0oUoUoUoOooooooOoooDoDoODoODOO0OaOo
ooooooooao
ooooood
oooooooooooao
ooooooooooooao
oooooood
oooooggd
ooooodod
00000 gogooooooooooooaon
JdodoooooooooooDoDoDoDo0ooDo0O0U0U0UU0UU0UU0UUoOooOooOoooOooOooDoDoODDODODOaO
0oo0ooooooooooooDoDoODoDoDoDooooDooooOoao



gooaoodadd

L T e T e T e T e T e T e T T e T e e T e T e O e R e T e T e T e T e T e T e T T e T e T e T e T e T e T e T e T e T e T e B T e T e T e T e B T e T e T e T e T e T e B

O

(43)

JP 2008-501663 A 2008.1.24

CT/EP2005/006001

IN.?!NATIONAL SEARCH REPORT F’Qﬂ pr—
P

TC7 CO7Da01/1Z " AGIK31/506

A61P25/16

A61P25/18 A61P25/24

According to Intemational Patent Classification (IPG) or to both national classificatlon and IPC

B. FIELDS SEARCHED

PC 7 CO7D

Minimurn dacumentation searched (classtiization syatem followed by classiffieation symbols)

Documentation searchad other than minimum decumantation to the extent thet such documents are Included in the fislds searched

Elactronk data base consulted during the internationa) search (name of data base and, whare practical, search tarms used)

EPO-Internal, WPI Data, BEILSTEIN Data, CHEM ABS Data

C. DOGUMENTS CONSIDERED T BE RELEVANT

Category ° | Cliation of document, wih Indication, whera appropriate, of e relevant passages

18 July 2000 (2000-07-18)

BUSCHMANN, ERNST)

Popamin D3 Rezeptor

siehe Verbingungen gemdss Anspruch 1,
besonders die Beispiele 21 bis 23 und 50
und ihre Aktivitdt am Dopamin D3 Rezeptor

9 January 2003 (2003-01-09)
siehe die bvorzugten Verbindungen der
Formel 7Ia auf 5. 6 und ihre Aktivitdt am

X US 6 090 807 A (HELLENDAHL ET AL) ‘ 1-14

Y WO 03/002543 A (ABBOTT LABORATORIES; 1-14
STARCK, DOROTHEA; BLUMBACH, KAI;

Y

m Further documents are fisted in the continuation of bax C.

E Patent famlly membars ara listed in annex.

° Speclal categories of cited documents

"A" decument defining the generat state of the art which Is not
coensiderad to be of particular relevance

“E" earler documant but publishad on or after the International
filing date

"L" document which may throw doubts on priority claim(s} or
which is clted to establish te publication date of anather
citation or other special reason {as specified)

'0" documant referring to an oral disclosure, use, exhibition or

other means
"P* document published pricr to the intemational #ling date but
latar than the priority date claimed

T later document publishad aftar the Intemational filing date
ar prictity date'and not in conflict with the application but
gmn understand the principle or theary underlying the
imssntion

"¥* document of paricutar relevance; the claimed inyention
cannot ba considered novel or cannot be considered to
inveive an inventive step when the document ks taken alone

" document of pariicular relevance; the claimed invaniion
cannot be considered to involve an inventive step when the
decument Is cemblned with one or more other such docu—
P?hniea, ﬁnch combination being obvioustoa person skilled
n the art.

"&" document member of the same patent family

Daie of the actual completion of the Intemafionel search

24 October 2005

Date of mailing of the Intemational soarch report

02/11/2005

Name and maling address of tha ISA
European Patent Otics, P.B. 5818 Patantlaan 2
NL — 2280 HV Hijswijk
Tel, {+31-70) 340-2040, Tx. 31 651 epo nl,
Fax: (+31-70} 340-3016

Authorized offleer

Traegler—Goeldel, M

Form PCT/SA210 (sscond sheet) (Jamuary 2004y

Ralevant to claim Mo.




—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(44) JP 2008-501663 A 2008.1.24

iN"{NATIONAL SEARCH REPORT ':;';Mppnﬂum o

PCT/EP2005/006001

C.{Continuation) DOCUMENTS CONSIDERED TO BE RELEVANT
Category * | Gitation of document, with incfcation, whare appropriate, of the relevant passages Relevant to claim Na.

Y IS 6 342 604 Bl (HELLENDAHL BEATE ET AL) 1-14
29 January 2002 (2002-01-29)
siehe z. B. die Verbindungen aus Tabelle
I1I, worin R3 Hydroxy, X KohTestoff und Y
Stickstoff ist und ihre Aktivitit am
Dopamin D3 Rezeptor
Y . US 5 958 923 A (HELLENDAHL ET AL) 1-14
28 September 1999 (1999-09-28) .
siehe die Verbindungen gemdss Tabelle 3
und ihre Aktivitat am Dopamin D3 Rezeptor
P,Y WO 2004/080981 A (ABBOTT GMBH & CO. KG; 1-14
GENESTE, HERVE; KLING, ANDREAS; BRAJE, -
" WILFRIED;) 23 September 2004 (2004-09-23)
siehe die Verbindungender Formel (I.1a)
in Tabelle 1 und ihre Aktivitdt am Dopamin
D3 Rezeptor

Fonm PCTASAR21G (continualion of second shest) (January 2004)



—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(45)

JP 2008-501663 A 2008.1.24

INv NATIONAL SEARCH REPORT it Sl Appitostion No
Information on patent family members PCT/EP2005/006001
Patent documsent Publication Patent family Publication

cltad In search report date membar(s) date
us 6090807 A 18-07-2000 AT 236629 T 15-04-2003
AU 704839 B2 06-05-1999
AU 3111495 A 16-02-1996
BG 63487 Bl 29-03-2002
BG 101112 A 30-04-1998
BR 9508296 A 19-05-1998
CA 2195242 Al 01-02-1996
CN 1152870 A 25-06-1997
CN 1534023 A 06-10-2004
CZ 9700096 A3 13-08-1997
DE 4425146 Al 18-01-1996
DK 771197 T3 23-06-2003
Wo 9602246 Al 01-02-1996
EP . 0771197 Al 07-05-1997
ES 2196072 T3 16-12-2003
FI 970148 A 14-01-1997
HU 77608 A2 29-06-1998
JP 10502658 T 10-03-1998
NO 970163 A 14-03-1997
NZ 290388 A 27-04-2001
PT 771197 T 29-08-2003
SI 9520084 A 31-08-1997
WO 03002543 A 09-01-2003 DE 10131543 Al 16-01-2003
Us 6342604 Bl 29-01-2002 AT 219063 T 15-06-2002
. Al 703857 B2 01-04-1999
Al 3111695 A 16-02-1996
BG 63257 Bl 31-07-2001
BG 101110 A 29-08-1997
CA - 2195241 Al 01-02-1996
CN 1152917 A 25-06-1997
CZ 9700123 A3 13-08-1997
DE 4425143 Al 18-01-1996
DK 772603 T3 15-07-2002
WO 9602519 Al 01-02-1996
EP 0772603 Al 14-05-1997
ES 2178676 T3 01-01-2003
FI - 970150 A 14-01-1997
HU 77535 A2 28-05-1998
IL 114599 A 17-08-1999
JP 10602659 T 10-03-1998
NO 970162 A 14-03-1997
NZ 2903389 A 29-03-1999
PT 772603 T . 29-11-2002
SI 9520080 A 30-04-1998
TW 455587 B 21-09-2001
ZA 9505868 A 14-01-1997
Us 5958923 A 28-09-1999 AT 234616 T 15-04-2003
AU 712422 B2 04-11-1999
AU 3111595 A 16-02-1996
BR 9508295 A 13-01-1998
CA 2195240 Al 01-02-1996
CN 1162872 A 25-06-1997
CZ 9700024 A3 17-09-1997
DE 4425145 Al 18-01-1996
Wo 9602249 Al 01~02-1996

Form PCTASA/25C {patant farnlly annex) (January 2004)




—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

IN‘NATIONAL SEARCH REPORT

(46)

Informatlon on patent famliy members

JP 2008-501663 A 2008.1.24

al Application No

PCT/EP2005/00600]
Patent document Publication Patent farnily Publication
cited in search report date member(s) date
Us 5958923 A EP 0768879 Al 23-04-1997
ES 2194918 T3 01-12-2003
Fl 970149 A 14-01-1997
HU 77664 A2 28-05-1998
IL 114600 A 30-11-1999
JP 10502915 T 17-03-1998
NO 970164 A 14-03~1997
SI 9520081 A 31-08-1997
o 414793 B 11-12-2000
ZA 9505869 A 14-01-1997
WO 2004080981 A 23-09-2004 ©OL 10311065 Al 23-09-2004

Ferm PCTASA/210 (patent famlly annex) Manuary 2004)




—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(47) JP 2008-501663 A 2008.1.24

INTEFINATIONA'FI RECHERCHENBERICHT

inter] naies Aktenzeichen

PCT/EP2005/006001
. NGS: )
R DA L/ 12 AGIKAI/E06  AG1P25/16  AG1P25/18  ABLP25/24

Nach der ntemationalan Patentklzssifikation (IPK} oder nach der nationalen Klassiflkation und der IPK

B. RECHERCHIERTE GEBIETE

Racherchierter Mindestpritfstotf (Klassifikationssystam und Klasslikationssymbole )

IPK 7 CO7D

Recherchlerte aber nicht zum Mindestprifetoff gehdrende Vardffentlichungen, sowalt diese unter die recherchlarian Gebists fallan

Wahrend der intemationalen Recherche kansuitierts elekironische Datenbank (Name der Datenbank und evil. verwendate Suchbegriffe)

EPQO-Internal, WPI Data, BEILSTEIN Data, CHEM ABS Data

C. ALS WESENTLICH ANGESEHENE UNTERLAGEN

Kategoria® | Bezelchpung der Veriifentlichung, sowalt erforderlich unter Angabe der in Betracht knommenden Telle Betr. Anspruch Nr.

X US 6 090 807 A (HELLENDAHL ET AL) 1-14
18, Juli 2000 {2060-D7-18) : ‘

siehe VYerbingungen gemdss Anspruch 1,
besonders die Beispiele 21 bis 23 und 50
und ihre Aktivitdt am Dopamin D3 Rezeptor

Y W0 03/002543 A {ABBOTT LABORATORIES; 1-14
STARCK, DOROTHEA; BLUMBACH, KAI;
BUSCHMANN, ERNST)

%, Januar 2003 (2003-01-09)

siehe die bvorzugten Verbindungen der
Formel Ia auf $. 6 und ihre Aktivitdt am
Dopamin D3 Rezeptor

Weitera Vertiffentlishungen sind der Fortsstzung ven Feld G zu IE Siehe Anhang Patentlamile
entnabmen
° Besondera Kategorien von angegebenen Verdffertiichungen T Spgmgeynemnélmg, dia r%?{rceh tr.;l]edr:u Inhenrinaijolsntalenqu?'l:ldedatum
s : " oder o Lim verdiientlicnt worden st und mit der
A ",;',;2*,’ ﬁ?él!fr:fs hg';ﬂgg‘i‘,‘ggﬂ:;ﬁ,‘,‘ asn‘iﬂgeﬁ;ﬁﬁc“""‘ detinien, Anmeldung nicht kollidiert, sondern nur zum Verstindnis des der
. L Enfindung zugrundeliegenden Prngips oter der ihr zugrundellegenden
E* alteres Dokument, das jedoch erst am oder nach dem imternationalen Thearta angegeban Is?
Anmsidadatum vertifenticht worden ist ¢ Vertffertiichung von besorderer Bedeutung; die beanspruehts Erfindung
'L Verbffentlichung, die geelgnet Ist, einen Priorititsanspruch zweifelhaft er— kann allein aufgrund dieser Verdffentlichung nicht als neu oder aui
s#delnenlzug‘aszan. oder dh.lrﬁltl dia dasi\ter\?ﬁ%nfpig'lt'lllighu;sdag.lrjrl Enerrd erfinderischer T&ligkelt beruhend batrachiet werden
anderan Im Recherchenbericht genennten Yerdifa ng belegl werden wy« yergtiontlichung ven besonderer Bedeutung; die beanspruchte Etfindl
soll oder die aus elnern anderen besonderen Qrund angegeben ist (wis kann nicht alsnguf arfinderizchar Tatlgkelt t?emhend bgf’ranme! g
s BUBCERIONIY werdan, wenn die Verdtientichung mit elner oder mehrersn andaran
0" Veraffertlichung, dle sich aut sine mindiche Offenbarung, . Verdffantlichungen dieser Kalegorie in Verbindung gebracht wird und
pr Vee'rnfﬁﬂerlrlgﬁmg' d_alne Algﬂelmg Ol:‘erarderg Maggeﬁ'd'lmmen beélﬁ_hi n dlese Verbindung fir einen Fachmann nahaIIEQEnd%s!
" an ng, die vor dem intamaiionalen Anm alum, aber nac FIARY _— 4
dem baanspnichten Priorttsdatum verbifentiichl wordan ist '&" Versffentlichung, die Mitglied derselben Patentfamilie Ist
Daturn des Abschlusses der Intermationalen Recherche Absendedatum des Intemnationalen Rechemchenberichia
24. Oktober 200b 02/11/2005
Name und Postanschrift der Intematfonalan Recherchenbsharda Bevalimachtigter Bediensteter

Curcpaisches Patentami, P.B. 5816 Patentlaen 2
L2280 HV ik ‘
o R T ampaong ¥ 66t epank Traegler-Goeldel, M

Formblatt PCTASAR210 (Blatt 2} [Januar 2004}




—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(48)

lNTERNATIONA'% RECHERCHENBERICHT

Inte alas Aktenzeichen
P

CT/EP2005/006001

JP 2008-501663 A 2008.1.24

C.{Fortsgtzung) ALS WESENTLICH ANGESEHENE UNTEALAGEN

Kategorie®

Bezelchnung der Varbifantiichung, sowslt erforderlich witer Angabe der In Betracht kommenden Telle Betr, Ansptuch Nr.

Y

P.Y

US 6 342 604 Bl (HELLENDAHL BEATE ET AL)
29. Januar 2002 (2002-01-29)

siehe z. B. die Verbindungen aus Tabelle
III, worin R3 Hydroxy, X Kohlestoff und Y
Stickstoff ist und 1hre Aktivitat am
Dopamin D3 Rezeptor

US 5 958 923 A (HELLENDAHL ET AL)

28, September 1999 (1999-09-28)

siehe die Verbindungen gemdss Tabelle 3
und ihre Aktivitdl am Dopamin D3 Rezeptor
WO 2004/080981 A (ABBOTT GMBH & CO. KG;
GEMESTE, HERVE; KLING, ANDREAS; BRAJE,
WILFRIED;) 23. September 2004 {2004-09-23)
siehe die Verbindungender Formel (I.1a)

in Tabelle 1 und Thre Aktivitdt am Dopamin
D3 Rezeptor

1-14

1-14

1-14

Formblatt PCTASA/21 C (Fortsetzung von Blatt 2) (Januar 2004)



—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(49)

INTERNATIONAL.RECHERCHENBEFHCHT

Angaben zu Verdifentiichungen, die zur selben Patantfamilie gahtiren

EJ“

JP 2008-501663 A 2008.1.24

ales Aklenzeichen

CT/EP2005/006001
Im Racherchenberlcht Datumn der Mitglied{er) der Datum der
angeflihries Patenidokument Verdffentlichung Patentfamilie Varéifentlichung
Us 6090807 A 18-07-2000 AT 236629 T 15-04-2003
Al 704839 B2 06-05-1999
Al 3111495 A 16-02-1996
BG 63487 Bl 29-03-2002
BG 101112 A 30-04-1998
BR 9508296 A 19-05-1998
CA 2195242 Al 01-02-1996
CN 1152870 A 25-06-1997
CN 1534023 A 06-10-2004
cz 9700096 A3 13-08-1997
DE 4425146 Al 18-01-1996
DK 771197 T3 23-06~2003
Wo 9602246 Al 01-02-1996
EP 0771197 Al 07-05-1997
ES 2196072 T3 16-12-2003
FI 970148 A 14-031-1997
HU 77608 A2 29~06-1998
JP 10602658 T 10-03-1998
NO 970163 A 14-03-1997
WNZ 290388 A 27-04-2001
PT 771197 T 29-08-2003
SI 9520084 A 31-08-1997
WO 03002543 A 09-01-2003 DE 10131543 Al 16-01-2003
US 6342604 Bl 29-01-2002 AT 219063 T 15-06-2002
Al 703857 B2 01-04-1999
Al 3111695 A 16-02-1996
BG 63257 Bl 31-07-2001
Ba 101110 A 29-08-1997
CA 2195241 Al 01-02-1996
CM 1152917 A 25-06-1997
CcZ 9700123 A3 13-08-1997
DE 4425143 Al 18-01-1996
DX 772603 T3 15-07-2002
Wo 9602519 Al 01-02-1996
EP 0772603 Al 14-05-1997
ES 2178676 T3 01-01-2003
FI 970150 A 14-01-1997
HU 77535 A2 28-05-1998
IL 114599 A 17-08~1999
JP 10502659 T 10-03-1998
NO 970162 A 14-03-1997
NZ 290389 A 29-03-19992
PT 772603 T 29-11-2002
Si 9520080 A . 30-04-1998
TH 455587 B 21-09-2001
ZA 9505868 A 14-01-1997
US 5958923 A 28-09-1999 AT 234616 T 15-04~2003
Al 712422 B2 04-11-1999
AU 3111595 A 16-02-1996
BR 9608295 A 13-01-1998
CA 2195240 Al 01-02-1996
CN 1152872 A 25=06~1997
CZ 9700094 A3 17-09-1997
DE 4425145 Al 18-01-1996
Wo 9602249 Al 01-02-1996

Formblat PCTASA210 (Anhang Palenttamille) (Januar 2004)




—m —m —m @ @ @ @ @ @ @ @ @ @ @ @ @ ™@ ™@ o ™@P & &a & & & /& /& /&, /s, /. /&, o/, /e, o/, /e /e /e /e e /e o/ e e e e e

O

(50) JP 2008-501663 A 2008.1.24

INTERNATIONAL'%ECHERCHENBEFHCHT
Angaban zu Verdifentichungen, die zur selben Patentfamilie geldren

Inte! nales Aldsnzelshen

PCT/EP2005/006001
m Recherchenbericht Dajumn der WMitgiied{er) der Datum der
angeiihrtes Patentdokument Vardffentiichung Patentfamilie Verdffentiichung
US 5958923 A EP 0768879 Al 23-04-1997
ES 2194918 T3 0i-12-2003
F1 970149 A 14-01-1997
HU 77554 A2 28~05-1998
il 114600 A 30-11-1999
dJP 10602915 T 17-03-1998
NO 970164 A 14-03-1997
SI 9520081 A 31~08-1997
JL| 414793 B 11-12-2000
ZA 9505869 A 14-01-1997

WO 2004080981 A 23-09-2004 DE 10311065 Al 23-09~-2004

Fonnbiett PCT/SA210 (Anhang Patenttamiiis) {Jenuar 2004)
Seite 2 von 2



(51)

JP 2008-501663 A 2008.1.24

gobogooaon

(1) Int.Cl.
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo

43/00
25/22
25/14
25/26
25/20
25/28
15/10

3/04

1/14
25/16
25/08
25/36
25/34
25/32

1/08
13/12

(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)

ad

oood
good
good
oood
good
good
good
good
oood
good
good
oood
good
good
good
good

43/00
25/22
25/14
25/26
25/20
25/28
15/10

3/04

1/14
25/16
25/08
25/36
25/34
25/32

1/08
13/12

ooon
gooo
goon
ooon
gooo
gooo
ooon
goon
ooon
gooo
goon
ooon
gooo
gooo
ooon
goon

gobooooooon
ooooggd
gooood
goood
oooogd
gobooo
goood
ooodgd
goood
ooooggd
gooood
goood
oooogd
gobooo
goood
ooodgd
goood

@énHoooooono  AP(BW,GH,GM,KE,LS,Mw,MZ,NA,SD,SL,SZ,TZ,UG,2ZM,ZW) ,EA(AM,AZ,BY ,KG,KZ, ,MD,RU, TJ,T™),
EP(AT,BE,BG,CH,CY,CZ,DE, DK, EE,ES,FI,FR,GB,GR,HU, IE, IS, IT,LT,LU,MC,NL,PL,PT,RO,SE,SI,SK,TR) ,0A(BF,BJ,
CF,CG,CI,CM,GA,GN,GQ,GW,ML,MR,NE, SN, TD, TG) ,AE,AG,AL ,AM, AT ,AU,AZ ,BA, BB, BG,BR,BW,BY,BZ,CA,CH,CN,CO,CR,
cv,cz,DE,DK,DM,DZ,EC,EE,EG,ES,FI,GB,GD,GE,GH,GM,HR,HU, ID, IL, IN, 1S, JP,KE,KG,KM,KP,KR,KZ,LC, LK,LR, LS, L
T,LU,LV,MA,MD,MG, MK, MN, MW, MX,MZ ,NA,NG,NI ,NO,NZ,OM,PG,PH,PL,PT,RO,RU,SC,SD,SE,SG, SK,SL,SM,SY,TJ, TM, TN
, 1R, TT,TZ,UA,UG,US,UZ,VC,VN,YU,ZA,ZM,ZW

(4000

(74)000

(72000

(72000

(72000

100103920

goboooooogd

100124855

oooooooooO
DooooooOoo0
00000000000000000000000000000000
DooooooOoOoOoOoO0
000000000000000000000000000000000
0ooooOoOoO0000
00000000000000000000000000000000000
0000 (0 DO) 4C063 AAOL  BBOY
0000 OO 4C086 AAOL  AAO2
oooo 0o
oooo 0o

oooooog
oooooooooooooooboooooooooboooooboobooOoobobooboOoooooooooooobooOoobobn
ooooooooooboobOOoCoOoOoOoOo0oooooooooooboooon

MAOS NA14
ZA16 ZA18

CC29
AAO3
ZA01
ZA69

DD12
BCS0
ZA02
ZA70

EEO1
GAO7
ZA05
ZA81

GAO8 MAO1 MAO2 MAO3 MAO4
ZAO6 ZA11 ZA12 ZAl4 ZA15

ZC39 ZC42



	bibliographic-data
	abstract
	claims
	description
	written-amendment
	search-report
	overflow

