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1.52.51 15252 15253 15254 135261 15262 15263 15264
1.52.7.1 15272 15273 15274 15281 15282 135283 15284
15311 15312 15313 15314 15321 15322 15323 15324
1.53.3.1 15332 15333 15334 13341 15342 15343 15344
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17231 17232 17233 17234 17241 17242 17243 17244
17251 17252 17253 17254 17261 17262 17263 17264
17271 17272 17273 17274 1.72.81 17282 17283 17284
17311 17312 17313 17314 17321 17322 17323 17324
17331 17332 17333 17334 17341 17342 17343 17344 °
17351 17352 17353 17354 1.73.61 17362 1.73.63 1.73.64
17371 17372 17373 17374 17381 17382 17383 1.73.84
17411 1.7.4.12 17413 17414 17421 17422 17423 17424
17431 17432 17433 17434 17441 17442 17443 17444
17451 17452 17453 17454 17461 17462 17463 17464
17471 17472 17473 17474 17481 17482 17483 174384
18111 1.8.1.12 18113 18114 18121 18122 18123 18124
18131 1.8.1.32 18133 18134 18141 18142 18143 18144
18.151 1.8.1.52 18153 18154 18161 18162 18163 18164
1.8.1.71 18172 18173 18174 18181 18182 18183 18184
1.8.2.1.1 1.82.12 18213 1.82.1.4 18221 18222 18223 18224
1.8.23.1 1.8232 18233 18234 18241 18242 18243 18244
18251 18252 18253 18254 18261 1.82.62 18263 1.82.6.4
18271 1.8272 18273 18274 18281 1.82.82 18283 182384
183.11 1.83.12 18313 18314 18321 18322 18323 18324
1.8.33.1 1.8332 18333 18334 18341 18342 18343 18344

<359> 1.8.3.51 1.8352 18353 18354 18361 18362 183.63 1.83.64
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21254 21261 2.1.262 2.12.63 21264
21274 2,1.2.81 2.1.282 2.1.2.83 2.1.284
21314 21321 21322 21323 21324
21334 21341 21342 2.1.343 21344
21354 21361 21.3.62 2.13.63 213.64
21374 2.13.81 2.1.3.82 2.1.3.83 2.13.384
21414 21421 21422 21423 21424
21434 21441 21442 2.1443 21444
20451 21452 21453 21454 21461 2.1.462 2.1463 2.14.6.4
2.1.47.1 2.1.472 21473 21474 21481 21482 2.1.483 21484
220111 22112 22113 22114 22.1.21 22.1.22 22123 22124
22131 22132 22133 22134 22141 22142 22143 22144
2.2.1.5.1 2,2.1.52 22153 22154 22161 22162 2.2.1.63 22164
22171 221.72 22173 22174 22181 22182 22183 22184
222.1.1 22212 22213 22214 22221 22222 22223 22224
22231 22232 22233 22234 22241 22242 22243 22244
22251 22252 22253 22254 22261 22262 22263 22264
22271 22272 22273 22274 22281 22282 22283 22284
22311 223,12 22313 22314 22321 22322 22323 22324
22330 22332 22333 22334 22341 22342 22343 22344
22.35.1 22352 22353 22354 2.23.61 22362 2.23.63 22364
2.23.71 2.23.72 22373 22374 22381 22382 22383 22384
2.24.1.1 22412 22413 22414 22421 22422 22423 22424
2.243.1 22432 22433 22434 22441 22442 2.2443 22444
22451 22452 22453 22454 22461 22462 22463 22464
22471 22472 22473 22474 22481 22482 22483 22484
23.1.1.1 23112 23113 23.1.14 23121 23122 23123 23124
2.3.13.1 23.1.32 23133 23134 23.1.41 23142 23143 23144
2.3.1.51 23152 23.153 23154 23161, 23.1.62 23163 23.1.64
361> 23171 23172 23173 23174 23181 23182 2.3.1.83 23184

_72_



S=501 10-0875335

<362> <i#¥ 19 A
2.32.1.1 23.2.13 23214 23223 23224
23231 23233 23234 43 23244
23251 23253 23254 23263 23264
23271 23273 23274 23283 23234
233.101 23513 23314 23323 23324
2.333.1 23333 23334 23343 23344
23351 233.53 23354 23363 23364
2.3.3.7.1 23373 23374 2338 23383 23334
23411 23413 23414 23421 23422 23423 23424
23431 2 23433 23434 23.441 23442 23443 23444
2.3.4.5.1 52 23453 23454 23461 23462 23463 23.464
23471 2 2 23473 23474 23481 23482 23483 23484

24111 24112 24113 24014 24121 24122 24123 24124
24131 24132 24133 24134 24141 24142 24143 24144
24151 24152 24153 24154 24161 24162 24163 24164
2.4.1.7.1 24172 24173 24174 24181 24182 24.183 24.1.8.4
2.42.1.1 24212 24213 24214 24221 24222 24223 24224
24231 24232 24233 24234 24241 24242 24243 24244
2.425.1 24252 24253 24254 24261 24262 24263 24264
24271 24272 24273 24274 24281 24282 24283 24284
24311 243.12 24313 24314 24321 24322 24323 24324
24331 24332 24333 24334 24341 24342 24343 24344
2.435.1 243.52 24353 24354 24361 24362 24363 24364
2.43.7.1 24372 24373 24374 24381 24382 24383 24384
24411 244.12 24413 24414 24421 24422 24423 24424
24431 24432 24433 24434 24441 24442 24443 24444
24451 244352 24453 24454 24461 24462 24463 24464
24471 24472 24473 24474 24481 24482 24483 24484
25111 25112 25113 25114 25121 25122 25123 25124
25131 25132 25133 25134 25141 251,42 25143 25.1.44
2.5.1.51 25152 25153 25154 25161 25162 25163 25164
2.5.1.71 25172 25173 25174 25181 25182 25183 25184
25211 25212 25213 25214 25221 25222 25223 25224
2.523.1 25232 25233 25234 25241 25242 25243 25244
2.52.51 2.52.52 25253 25254 25261 25262 25263 252.64
25271 25272 235273 25274 25281 25282 23283 25284
2.53.11 253,12 25313 25314 25321 25322 25323 25324
2.5331 25332 25333 25334 25341 25342 25343 25344
2.53.51 253,52 25353 25354 25361 25362 25363 25364
2.53.7.1 2.53.72 25373 25374 25381 25382 25383 25384

2.54.1.1 2.54.12 25413 25414 25421 25422 25423 25424
<363>
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25431 25432 25433 25434 25441 25442 25443 25444
25451 25452 25453 25454 25461 25462 25463 2.54.64
25470 235472 25473 25474 25481 25432 25483 25484
26111 26112 26113 26114 26121 26122 26123 26124
26131 26132 26133 26134 26141 26142 26143 26144
26151 261352 26153 261.54 26061 26162 26163 26164
28171 26172 26173 26174 26181 26182 26185 26184
26211 262.1.2 26213 26214 26221 26222 26223 26224
26231 26232 26233 26234 26241 26242 26243 26244
26251 26252 26253 26254 26261 26262 26263 26264
26271 26272 26273 26274 26281 26282 26283 26284
26301 2.63.12 2.63.13 2.63.1.4 26321 26322 26323 26324
263.3.1 2.633.2 26333 26334 26341 26342 26343 26344
26351 26332 26353 26354 26361 2.63.62 26363 263.64

263.7.1 26372 263.73 26374 26381 26382 26383 26384
2.64.1.1 2.64.12 26413 26414 26421 2.6422 26423 2.64.24
2.6.43.1 26432 26433 26434 26441 26442 26443 26444
26451 26452 26433 2.64.54 26461 26462 26463 26464
26471 26472 26473 264.74 26481 26482 26483 26484
270110 27.1.12 27113 27114 27121 27122 27123 27124
2.7.13.1 27132 27133 27134 27141 27142 27143 27144
271,51 27152 27153 27154 27161 27162 27163 27164
27171 27172 27173 27174 2.7.181 27182 27183 27184
27211 272,12 27213 27214 27221 27222 27223 27224
2.723.1 27232 27233 27234 27241 27242 27243 27244
27251 27252 27253 27254 27261 27262 27263 27264
27271 27272 27273 27274 27281 27282 27283 27284
2.73.1.1 273.1.2 273.1.3 2.73.14 27321 27322 27323 27324
2.733.1 27332 27333 27334 27341 27342 27343 27344
277351 273.52 27353 27354 27361 27362 27363 27364
27371 273.72 27373 27374 27381 27382 27383 27384
27411 27412 27413 27414 27421 27422 27423 27424
27431 27432 27433 27434 27441 27442 27443 27444
27451 27452 27453 27454 27461 27462 27463 17464
27471 27472 27473 27474 27481 27482 27483 27484
28111 28112 28113 281.14 28121 28122 28.123 238124
2.8.1.3.1 2.8.1.3.2 28.13.3 28134 28141 28142 28143 28144
280151 28152 28153 281.54 28161 28162 28163 2.81.64
28.1.7.1 28172 28173 28.1.74 28181 28182 28.1.83 28184
28211 28212 28213 28214 28221 28222 28223 238224
<365> 2.8323.1 28232 28233 28234 28241 23242 28243 23244
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28251 28252 28253 28254 2826

2827.1 28272 28273 28. 23238,

28311 233.12 28313 28, 2832

28331 28332 28333 28. 2834

2.83.5.1 28352 28333 28354 2836

28371 283.72 28373 28374 28338, 83.83 283.
284.1.1 284,12 28413 28414 283421 28422 28423 28424
2343.1 28432 28433 28434 28441 28442 23443 28444
28451 2.84.52 28453 28454 28461 28462 28463 28464
28471 28472 28473 28474 28431 28482 28483 28484
3LLLL 30112 31013 31114 31121 31122 3.1.123 31124
30130 31132 3.1.133 31134 31141 31.142 3.1.143 3.1.144
31151 31152 3.1153 3.1.1.54 31161 3.1.162 31163 3.1.164
30170 31172 31173 31174 31181 301182 3.1.1.83 3.1.184
31200 31212 31213 31214 31221 31222 3.1223 31224
3.1.23.0 30232 3.1.233 31234 31241 31242 31243 31244
31251 31252 31253 31254 31261 31262 3.1263 31264
31271 3.12.72 34273 3.1274 31281 31282 31283 31284

31300 31312 31313 3.13.14 31321 31322 31323 31324
3.13.3.1 3.1.3.32 3.1.333 31334 31341 31342 31343 31344
3.1.35.1 3.1.3.52 3.1.353 3.13.54 31361 3.1362 31363 313464
31371 3.1.3.72 3.1.373 31374 31381 31382 31383 313384
3.14.0.1 3.14.1.2 31413 31414 31421 31422 3.1423 3.1.424
3.1.43.1 31432 3.1.433 3.1434 3.144.1 31442 31443 31444
31451 3.1.452 31453 31454 31461 31462 31463 3.1.4.64
3.1.47.1 31472 3.1.473 31474 31481 31482 31483 31484
3240001 32112 32113 321.14 32121 32122 32123 32.124
3.2.1.3.1 32132 32133 32134 32141 32142 32143 32144
32.15.1 32,152 32153 32154 32161 32162 32163 32.1.64
32071 321.72 32173 32174 32181 32182 32183 32.184
3221.1 32212 32213 32214 32221 32222 32223 32224
3.223.1 32232 32233 32234 32241 32242 32243 32.244
32251 322,52 32253 32254 32261 32262 32263 32264
32271 32272 32273 32274 32281 32282 32283 32284
32301 323.12 32313 32314 32321 32322 32323 32324
3.23.3.1 32332 32333 32334 32341 32342 32343 32344
32351 32352 32353 32354 32361 32362 32363 323.64
3.237.1 32372 32373 32374 32381 32382 323.83 32384
32401 324,12 32413 32414 32421 32422 32423 32424
32431 32432 32433 32434 32441 32442 32443 32444

32.4.5.1 32452 32453 32454 32461 32462 3.24.63 32.4.64
<367>
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32470 32472 32473 32474 324381 32 32483 32484
23000 33012 33013 35114 33121 33 33123 33.1.24
33030 33132 33133 33.13.4 33141 33 33.0.43 33.1.44
33050 33152 33153 330154 33161 33 33.1.63 3.3.1.6.4
33170 33172 33173 33.1.7.4 33131 3.3 3.3.1.83 35.1.84
332101 33212 33213 33214 33221 33 33223 33224
33230 33232 33233 33234 33241 33 33243 33.2.44
33251 33252 33253 33254 33261 33262 33263 33264
33271 33272 33273 33274 33281 33282 33283 33284
33300 33312 33313 33514 333210 33322 33323 33324
13330 33332 33333 33334 33340 33342 33343 33344
33351 33352 33353 33354 33361 33362 33363 333.64
313371 33372 33373 33374 33381 33382 33383 33384
33401 33412 33413 33.4.0.4 33421 33422 33423 33424
33431 33432 33433 33434 33441 33442 33443 33444

334351 33452 33453 33454 33461 33462 33463 33464
33471 33472 33473 33474 33481 33482 33483 334384
34111 34112 34113 34.1.1.4 34121 34122 34123 34124
34131 34132 34133 34134 34141 34142 34143 34144
34151 34152 34153 34154 34161 34162 34163 34164
34171 34172 34173 34174 34181 34182 34183 341384
34211 34212 34213 34214 34221 34222 34223 34224
34231 34232 34233 34234 34241 34242 34243 34244
34251 34252 342353 34254 34261 34262 34263 342.64
34271 34272 34273 34274 34281 34282 34283 34284
3.43.11 34312 34313 34314 34321 34322 34323 34324
34331 34332 34333 34334 34341 34342 34343 34344
34351 343352 34353 34354 34361 34362 34363 343.64
34371 34372 34373 34374 34381 34382 34383 34384
34411 34412 34413 34414 34421 34422 34423 34424
34431 34432 34433 34434 34441 34442 34443 34444
34451 34452 34453 34454 34461 34462 34463 34464
34471 34472 34473 34474 34481 34482 34483 34484
3.51.1.1 351.1.2 35113 3.51.1.4 335121 35122 35123 35124
3.5.1.3.1 35132 35133 35134 35141 35142 35143 35144
35151 35152 351353 35154 35161 351.62 35163 35164
35171 35172 35173 35174 35181 35182 35183 35184
35211 35212 35213 35214 35221 35222 35223 35224
35231 35232 35233 35234 35241 35242 35243 35244
35251 35252 35253 35254 35261 35262 35263 35264

3,52.7.1 35272 35273 35274 35281 35282 35283 35284
<369>
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3.53.1 35313 35321 35322 3.53.2.
3.533. 353323 35341 3.53.42 3.53.44
3.5.3.5, 35353 35361 3.3.362 3.53.6.
3.53.7. 3.5.3.7.3 35381 35382 3.53.84
3541, 3.5.4.13 35421 35422 3.54.24
3.5.43. 35433 35441 35442 3.5.4.44
3545 35453 35461 35462 35464
35471 35473 35481 35482 15484
36111 36.1.13 36121 36122 36124
3.6.13.1 36133 3. 36141 36142 36143 36144
36.15.1 36153 36154 36161 3.61.62 36165 36164
36171 236173 36174 36181 3.6182 3.6183 36184
3.62.11 ©362.13 36214 36221 36222 3.6223 56224

3.623.1 36232 36233 36234 36241 36242 36243 3.62.44
362351 36252 36253 36254 36261 3.6262 3.6263 3.62.64
3.627.1 36272 36273 36274 36281 36282 3.6283 3.62.84
3.63.1.1 36312 363.1.3 3.63.1.4 36321 3.6322 36323 3.63.24
36331 36332 36333 36334 36341 3.6342 3.63.43 3.63.44
3.635.1 36352 36353 36354 36361 3.63.62 3.63.63 3.63.64
36371 3.6372 36373 36374 36381 36382 36383 3.63.84
3.64.1.1 3.6412 3.64.13 36414 36421 3.6422 36423 3.64.24
3.6.4.3.] 36432 36433 3.643.4 36441 3.6442 3.6443 3.64.44
36451 36452 3.6.453 36454 36461 36462 3.64.63 3.64.64
3.6.47.1 3.6.472 3.6.47.3 3.6.474 36481 3.64.82 3.64.83 3.64.84
37111 37112 37113 37.1.14 37121 3.7.122 37123 3.7.1.24
371310 37132 37133 37134 37141 37142 37143 3.7.144
37151 37152 37153 37154 37161 37162 37163 3.7.1.64
37171 37172 37173 37174 37181 3.7.182 3.7.183 3.7.1.84
372101 37212 37213 37214 37221 3.7222 3.7223 37224
3.723.1 37232 37233 37234 37241 37242 37243 37244
3.725.1 372352 37253 37254 37261 37262 37263 3.7.2.64
37271 37272 37273 37274 37281 37282 37283 3.72.84
37311 37312 37313 37314 37321 37322 37323 3.73.24
37331 37332 37333 37334 37341 37342 37343 3.73.44
373351 37352 37353 37354 37361 3.73.62 37363 3.73.64
37371 37372 37573 37374 37381 37382 3.7383 3.7384
37411 37412 37413 37414 37421 37422 37423 37424
3.743.1 37432 37433 37434 37441 37442 37443 37444
37451 37452 37453 37454 37461 3.74.62 37463 3.74.64
37471 37472 37473 37474 37481 37482 37483 3.74.84

38.LL1 3.8.1.1.2 38113 38114 38121 3.81.22 38123 181.24
<371>
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42351 4, 423,53 42354 423,63 42364
42371 4. 42373 42374 42383 423.84
42411 4, 42413 42414 42423 42424
42451 4 42,433 42434 42443 42444
42451 4, 42453 42434 3 42463 42464
42471 4, 42.4.7.3 42474 2 42483 42484
43.1.11 4, 43.1.13 43.1.1.4 43.123 43.1.24
43.13.1 4 43.1.33 43134 43.1.43 43144
43151 4. 43.1.53 43.154 43,163 43.1.64
43171 4, 43.1.73 43.1.7.4 43.183 43.1.84
432.1.1 4. 43213 43214 43221 43222 43223 43224
43231 4. 43233 43234 43241 43242 43243 43244

43251 43252 43253 43254 43261 43262 43263 43264
43271 43272 43273 43274 43281 43282 43283 43.2.84
433.1.1 43312 43313 433.1.4 43321 43322 43323 43324
43331 43332 43333 43334 43341 43342 43343 43344
43351 433352 43353 43354 43361 433.62 43363 43364
43371 43372 43373 43374 43381 43382 43383 43384
43411 43412 43413 43414 43421 43422 43423 43424
43431 43432 43433 43434 43441 43442 43443 43444
43451 43452 43453 43454 43461 43462 43463 43.4.64
43470 43472 43473 43474 43481 43482 43483 434384
44111 44112 44113 441.14 44121 44122 44123 44124
4.4.13.1 44132 44133 44134 44141 44142 44143 44.1.44
44151 44152 44153 44154 44161 44162 44163 44.1.64
44171 44172 44.1.73 44174 44181 44182 44.1.83 44.1.84
44211 44212 442,13 442,14 44221 44222 44223 44224
44231 44232 44233 44234 44241 44242 44243 44244
44251 44252 442353 44254 44261 44262 44263 44264
44271 44272 44273 44274 44281 44282 44283 44.2.84
44311 44312 443.13 44314 44321 44322 44323 44324
4.433.1 44332 44333 44334 44341 44342 44343 44344
44351 443352 44353 44354 44361 44362 44363 44364
44371 44372 44373 44374 44381 44382 44383 443.84
444,11 44412 444,13 44414 44421 44422 44423 44424
44431 44432 44433 44434 44441 44442 44443 44444
44451 44452 44453 44454 44461 44462 44463 44464
44471 44472 44473 44474 44481 44482 44483 44434
45111 45112 45113 451.1.4 45121 45122 45123 45.1.24
4.51.3.1 45132 45133 45134 45141 45142 45143 451.44

45151 45152 45153 45154 45161 45162 45163 451.64
<375> :

_79_



<376>

<377>

[N

G o o o io o e

Gy
L N e

SR e
Gin

&~
i

[V VR VARVA

Falat i et
[

s

4.6.1.12
4.6.1.32
4.6.1.52
46172
46212
46232
46252
4.62.72
4.63.12
4.6332
46352
4.63.72
4.6.4.12
4.64.3.2
46452
4.6.4.7.2
47112
47.1.32
47152
47.1.72
472.1.2
47232
47252
47272
473.12
47332
47352
47372

46213
46233
46253
46273
463.13
4633.3
463.53
46373
46.4.1.3
46433
4.6.453
4.6.47.3
47.1.1.3
47.133
47153
47173
47213
47233
47253
47273
4.73.1.3
47333
47353
47373

46214
46234
46254
4.62.7.4
46314
46334
4.63.5.4
46374
46414
46434
46454
4.6.47.4
47114
47134
47154
47.17.4
47214
47234
47254
47274
47314
47334
47354
47374

4.5.1.8.1
45221
4.52.4.1
452,61
452.8.1
4.53.2.1
45341
4536.1
45381
45421
4.5.4.4.1
4.54.6.1
4,54.8.1
46121
4.6.1.4.1
4.6.1.6.1
4.6.1.8.1
4.6.2.2.1
4.6.2.4.1
4.6.2.6.1
4,6.2.8.1
4.6.32.1
4.6.3.4.1
4.6.3.6.1
4.6.3.8.1
4.6.4.2.1
4.6.4.4.1
4.6.4,6.1
4.6.4.8.1
4.7.1.2.1
4.7.1.4.1
4.7.1.61
4.7.1.8.1
47221
47241
4.72.6.1
47231
47321
4.73.4.1
4.73.6.1
4.73.8.1

45182 4.51.83 45184
45222
45242
435262
45282
4.53.2.2
45342
45362
45382
45422
45442
454.6.2
45482
46.12.2
4.6.1.4.2
46162 4.6.1.63 4.6.1.64
46,182 46183 46.1.84
46222 46223 46224
46242 46243 46244
46262 4.62.63 46264
46282 4.62.83 4.6.2.8.4
46322 46323 46324
46342 46343 46344
463.62 4.63.63 463.64
46382 4.63.83 46384
46422 46423 46424
46442 46443 46444
46462 46463 46464
46482 4.64.83 4.6.4.84
47122 47123 47.1.24
47142 47143 47144
47162 47163 47164
47182 47183 47.1.84
47222 47223 47224
47242 47243 47244
47262 47263 47264
472812 47283 47.284
47322 47323 47324
47342 47343 47344
47362 47363 473.64
47382 4.73.83 47384
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47421 47422 47423 47424
47441 47442 47443 47444
4.7.4.6.1 47462 47463 4.7.464
7.4, J.474 47481 47432 474383 474383
4.8.1.1.1 48112 48113 48.1.1.4 43.12.1 48.1.2.2 48.1.2.3 48.1.2.4
4.8.1.3.1 48132 48.1.33 48.1.3.4 48.14.1 48142 48.143 48.1.44
438151 48152 48153 48.1.54 48.161 48162 48163 48.1.6.4
4.8.1.7.1 48172 48173 48.1.74 48.1.8.1 48.1.8.2 43.1.83 48184
482.0.1 48212 482.1.3 48214 48221 48222 48223 48224
4.82.3.1 48232 48233 48234 48241 48242 48243 48244
48251 48232 48253 48254 48261 48262 48263 48264
4.82.7.1 43272 48273 48274 48281 48282 48283 48284
4.83.1.1 48312 48313 483.1.4 48321 48322 4.8323 483.24
4.83.3.1 48332 48333 48334 48341 48342 48343 48344
4.83.5.1 48352 48353 48354 48.3.6.1 48362 48363 48364
4.33.71 48372 48373 48374 48381 483382 48383 48384
4.8.4.1.1 484,12 48413 48414 48421 48422 48423 48424
48431 48432 48433 48434 48441 48442 48443 48444
48451 48452 48453 48454 48461 484.62 48463 48464
48471 48472 48473 48474 48481 484382 48483 48484
sLLLL 5112 51113 §1.114 Sid2l 51122 51123 51124
5.0.131 5.1.1.32 51133 5.1.134 51141 51.1.42 51143 51.1.44
5.1.1.51 51152 51153 51.1.54 51.1.61 51.1.62 51163 51.1.64
5.1171 51172 51173 51.1.74 51181 51182 51183 51.1.84
51211 51212 51213 51214 51221 51222 51223 51224
5.12.3.1 51232 51233 51234 51241 51242 51243 51244
5.1.2.5.1 51252 51253 51254 51261 51262 51263 51264
51271 51272 51273 51274 51281 51282 51283 51284
51311 51312 51313 51314 51321 51322 51323 513.24
51331 51332 51333 51334 51341 51342 51343 51344
5.1351 51352 51353 51354 51361 51362 513.63 51.3.64
5.13.7.1 51372 51373 51374 51381 51382 51383 513.84
51411 51412 51413 51414 51.421 51422 51423 51424
5.1.43.1 51432 51433 51434 51.44.1 51442 51443 51444
51451 51452 51453 51454 51461 51462 51463 51.4.64
5.147.1 51472 51473 51474 51481 51482 51483 514384
S2011 52112 52113 52114 52121 52122 52123 52124
52,131 52132 52133 52.1.34 52.141 52142 52143 52144
5.2.1.5.1 52152 52153 52154 52.1.61 52.1.62 52163 52164
52171 52172 52173 52.1.7.4 52,181 52182 52183 52184
52211 52212 52213 52214 5222152222 52223 52224
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<380>

<381>

La e s =
[SE NN S NN )

53.3.3.2
53352
53372
53412
53432
53452
53472
5.4.1.12
54132
54152
5.4.1.7.2
54212
54232
54252
54272
54312
54332
54352
54372
54412
54432

B ¢
e B R I RV SRR VA
WLWwwWwLLWLwLL WwW

L ntn v i
vt i
— s

5.3.13.3
5.3.153
53.17.3
5.3.2.1.3
53233
53253
53273
53313
53333
53353
53373
53.4.13
5.3.433
53.453
53473
54113
54,133
54153
54173
54213
54233
542353
54273
5.43.1.3
54333
54353
54373
5.4.4.13
54433

5.443.4

[CR VR VARV VA

5.3.3.4.1
53361
5.3.3.8.1
5.3.42.1
5.3.4.4.1
5.3.4.6.1
53481
54.1.2.1
5.4.1.4.1
54.16.1
5.4.1.8.1
54221
5.4.2.4.1
5.42.6.1
54281
5.4.3.2.1
543.4.1
5.436.1
54381
54421
5.4.44.1

t

4.2
62
82
2.2
a2
2

2

[P VA VA VA VAR VAR V'
o b2 o 1o 10 ko o
L Ls b oo

N

52422
52442
52462
52482
53122
53.14.2
33162
53182
53222
53242
532.6.2
53282
53322
53342
5.33.6.2
53382
53422
53442
53462
534382
54122
54.1.4.2
54.1.62
54182
54222
542,42
54262
54282
54322
54342
54362
54382
54422
54442

[V RV AVARVA

[SESESESEEEEN)
WLk
b0 On 1 ho oo O b

Wi w

W W

32423
52443
52463
5.24.83
53123
5.3.1.43
5.3.1.63
5.3.1.83
53223
5.3.24.3
53263
5.3.2.83
53323
53343
533.63
5.3.3.83
53423
53443
5.3.4.6.3
53483
54123
54143
5.4.1.6.3
54183
54223
54243
54263
5.42.83
5.43.23
54343
5.43.6.3
54383
5.44.2.3
54443

2.2.84
32324
32.3.44
5.2.3.64
52384
52,424
5.2.44.4
52.4.6.4
32484
53.12.4
33.1.44
3.3.1.6.4
5.3.1.84
5.3.2.24
53244
53.2.64
53.2.84
53324
53.3.4.4
53.3.64
53384
53.4.24
53.4.4.4
53.4.64
53484
54.1.2.4
5.4.14.4
54.1.64
54.1.84
54224
54.2.4.4
54264
54284
5.4.3.2.4
54.3.44
5.4.3.6.4
54.384
54424
5.4.44.4
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<382>

<383>
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I
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TRV VR VRV VR
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[V VAR VARV
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Y VRV
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SIS

5:5452
55472
5.6.1.1.2
56132
36152
5.6.1.7.2
56212
56232
5.6.2.5.2
56272
56312
56332
5.63.5.2
56372
5.6.4.1.2
56432
5.6452
56472
57112
57.132
5.7.1.5.2
5.7.1.72
57212
57232
572352

o

[TV VA

L

W
I A R R

w
(VAR RV

[V RV VAT VAV
[V VARV

56.3.1.3
56333
5.6.3.5.3
56.3.7.3
5.6.4.1.3
56.43.3
56.4.5.3
5.6.4.7.3
57.1.1.3
5.7.13.3
57.1.5.3
57.1.7.3
57213
5.7.23.3
57233

54454
54474
5.5.1.1.4
535.1.3.4
55134
55174
5.52.14

35234 3

55254
53274
55314
55334
55354
55374
55414
55434
554354
55474
56.1.14
56134
56.1.5.4
56174
562.1.4
56234
56254
5.62.74
56314
56334
56354
5.6.3.74
5.6.4.1.4
5.6.4.3.4
5.6.45.4
5.6.4.7.4
5.7.1.1.4
57134
57154
57174
5.7.2.1.4
5.723.4
57254

5.4.46.1
5.4.4.8.1
5.5.1.21
35141

5.5.3.2.1
5.53.4.1
55361
55381
55421
5.5.4.4.1
5.546.1
55481
56121
56141
5.6.16.1
5.6.1.8.1
56221
5.6.2.4.1
5.6.2.6.1
5.6.2.8.1
5.63.2.1
56341
5.6.3.6.1
5.6.3.81
5.6.42.1
5.6.4.4.1
5.6.4.6.1
5.6.4.8.1
57121
57141
57161
5.7.1.8.1
57221
57241
57261

5.4.4.62

5.53.22
5.53.4.2
5.3.3.62
55382
5.5.4.2.2
5.5.4.4.2
5.54.6.2
5.5.482
56122
5.6.1.42
5.6.1.6.2
5.6.1.82
5.62.2.2
5.6.2.4.2
5.6.2.6.2
5.6.2.8.2
56322
5.6.3.42
5.6.3.6.2
5.63.82
5.6.42.2
5.6.4.4.2
5.6.4.62
5.6.4.82
57122
5.7.1.42
5.7.1.62
5.7.1.82
5.72.22
57242
57262

54463
54483
5.5.1.2.3
3.5.1.43
55163
55183
55223
55243
55263
55283
55323
5.53.43
5.53.6.3
5.53.83
5.5423
5.54.43
55463
5.54.8.3
56123
56143
5.6.1.6.3
5.6.1.8.3
5.622.3
5.62.43
5.6.2.6.3
5.62.83
56323
56343
5.63.6.3
5.6.3.8.3
5.6.42.3
5.6.4.4.3
5.6.4.6.3
5.6.4.8.3
57123
5.7.143
5.7.1.63
5.7.1.8.3
57223
5.72.43
5.7.2.6.3

54464
54484
55.1.2.4
35144
55164
55184
55224
35244
5.52.64
55284
55324
55344
5.53.64
55384
53424
55444
55.4.6.4
55484
56124
5.6.1.4.4
5.6.1.6.4
5.6.1.8.4
56224
56244
5.6.2.6.4
5.6.2.8.4
56324
5.63.4.4
5.63.6.4
56384
56424
5.64.44
5.6.4.6.4
56484
57124
57.144
5.7.1.6.4
57.18.4
5.7.2.2.4
5.72.4.4
57264
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<384> <% 19 A%>
57271 57272 5.7.28. 5.72.8.3
57311 57313 5732, 57323
57331 37332 5.73.4. 57.3.4.3
57351 57332 5736 5.7.3.6.3
57371 57372 5738 57383
57410 57412 57421 57423
57431 57432 57441 5.7.4.4.3
57451 57452 57461 57463
57471 37472 57.48.1 5.7.4.8.3
580111 58112 58.1.2.1 58122 58123
58131 58132 58141 58142 53143
53151 58152 53.161 58.16.2 58.1.63
5.8.L71 58172 53181 58182 581383

5.82.1.1 58212
5.8.2.3.1 358232

58221 58222 58223
5.8.24.1 5.8.24.2 58243
5.8.2.5.1 58252 5826.1 58262 58263
58271 58272 274 58281 58282 58283 58284
5.83.1.1 583.12 58313 583.1.4 58321 58322 58323 58324
5.8.3.3.1 58332 58333 58334 58341 58342 58343 58344
5.8.3.5.1 58352 58353 58354 583.6.1 583.6.2 58363 58364
5.83.7.1 58372 58373 58374 58381 58382 58383 58384
5.84.1.1 58412 58413 58414 58421 58422 58423 58424
5.843.1 58432 58433 38434 58441 58442 58443 58444
58451 58452 58453 58454 58.4.6.1 58462 58463 584.6.4
5.84.7.1 58472 58473 58474 58481 58482 584383 58484
6.1.1.1.1 61.112 61113 61.1.14 61.121 61.122 61.123 61.1.2.4
61131 61.132 61.133 61.1.34 61.141 6.1.142 61.143 6.1.1.4.4
6.1.1.51 61152 6.1.1.53 6.1.154 61.161 61.162 61163 6.1.164
61171 61.1.72 61173 61174 61.181 61182 61.1.8.3 6.1.1.8.4 .
6.1.2.1.1 6.1.2.12 61213 61214 61221 61222 61223 61224
6.12.3.1 61232 61233 61234 61241 61242 61243 61244
6.1251 61252 61253 61254 61261 61262 61263 61.264
6.1.2.7.1 61272 61273 61274 61281 61282 61283 61284
6.1.3.1.1 61312 61313 613.1.4 61321 61322 61323 61324
6.13.3.1 61332 61333 61334 61341 61342 61343 61344
6.13.51 61352 61353 61354 61361 61362 61363 61364
6.13.71 61372 61373 61374 61381 61382 61383 61384
6.1.41.1 61412 61413 61414 61421 61422 61423 61424
6.1.43.1 61432 61433 61434 61441 61.442 61443 61444
6.1.45.1 61452 61453 61454 61461 6.1.462 61463 61464
6.14.7.1 61472 61473 61474 61481 61482 61.433 61.4.84

<385>
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<387>
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Ty Lo
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6.23.52
6.2.3.72
6.2.4.1.2
62432
62452
62472
63.1.12
63.132
63.1.52
63172
63212
63232
63252
63272
6.3.3.1.2
63332
63352
63372
6.3.4.1.2
63432
6.3.45.2
6.3.4.72
6.4.1.12
6.4.13.2
6.4.152
6.4.1.7.2
64212
64232
64252
64272
6.4.3.12

[ S A N

MR PRLRNL I
[P PR R F SR
Whbbbbubibib

W L Lk B

[l = A= W e e - N e = N o)}

6.2.3.5.
6.23.73
62.4.1.3
62433
62453
62473
63.1.13
6.3.1.33
63.1.53
63.1.73
6.32.13
63233
6.32.53
63.2.7.3
63.3.13
63333
63353
63373
634.13
63433
63453
63473
6.4.1.13
64133
6.4.1.53
64173
6.4.2.13
6.42.33
6.42.53
64213
6.4.3.1.3

63.15.4
63.1.7.4
6.3.2.1.4
6.3.23.4
63254
63.2.7.4
6.3.3.1.4
63334
63354
63.3.7.4
63.4.1.4
6.3.43.4
63454
6.3.4.7.4
6.4.1.1.4
6.4,13.4
6.4.15.4
64.1.7.4
6.4.2.1.4
64234
6.4.2.5.4
64274
6.4.3.1.4

6.2.1.2.1
6.2.1.4.1
62.1.6.1
6.2.1.8.1
6.2.2.2.1
6.2.2.4.1
62261
62.2.8.1
62321
62.3.4.1
62.3.61
62381
62421
6.2.4.4.1
6.2.4.6.1
624281
6.3.12.1
63.1.4.1
63.1.6.1
63.1.8.1
6.3.2.2.1
6.3.2.4.1
6.3.2.6.1
63281
63321
63341
6.3.3.6.1
63.3.8.1
63421
63.4.4.1
63.4.6.1
63.4.81
64121
6.4.1.4.1
6.4.1.6.1
6.4.18.1
6.42.2.1
6.424.1
6.426.1
6.42.8.1
6.43.2.1

62242
6.22.62
6.22.82
62322
6.23.42
6.23.62
6.23.8.2
6.24.22
6.2.4.4.2
6.2.4.62
62482
63122
6.3.1.42
6.3.1.6.2
6.3.182
6.32.22
6.32.42
6.32.6.2
63282
63322
633.42
63362
63382
63422
6.3.442
6.3.4.62
63482
6.4122
6.4.1.42
6.4.1.62
6.4182
64222
6.42.42
6.42.62
6.42.8.2
64322

6.3.123
6.3.143
6.3.16.3
63.18.3
6.3.22.3
6.3.2.4.3
63.2.63
6.3.2.8.3
6.3.3.23
6.3.3.43
63363
63383
6.3.423
6.3.44.3
6.3.46.3
63.483
6.4.12.3
6.4.1.4.3
6.4.1.6.3
6.4.1.83
64223
6.4.24.3
64263
6.4.2.83
6.43.23

62.3.6.4
623.8.4
6.2.42.4
6.24.4.4
6.2.4.6.4
6.2.4.8.4
6.3.1.2.4
6.3.1.44
6.3.1.6.4
6.3.1.8.4
6.3.2.2.4
6.3.2.4.4
6.3.2.6.4
63284
6.3.3.2.4
6.3.3.4.4
6.33.64
63384
63.4.2.4
63.4.4.4
6.3.4.64
63.4.84
6.4.1.2.4
6.4.1.44
6.4.1.6.4
6.4.1.84
64224
6.4.2.4.4
6.42.6.4
6.42.8.4
64324
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Ss=503d 10-0875335
<388> <i#¥ 19 A

3 64334 64341 64342 64343 64344
3 643354 64361 64362 64363 643.64
3 64374 64381 64382 64383 64.3.84
413 64414 64421 64422 64423 64424
33 64434 64441 64442 64443 64444
3
3
3
3

644351 64452 644353 64454 64461 64462 64463 64464
64474 64481 64482 64433 644384
65.1.1.4 65121 65122 65123 651.24
6.5.1.3.4 65.1.41 65142 65143 635144

65.1.1.1 65.1.12 6511
65131 65132 65.13.
65131 65152 65153 65154 65161 65162 65163 6.5.1.64
65.1.7.1 65.1.72 65173 65174 6518.1 65182 65183 65184

7
]
6.447.1 64472 6447
1
3

652.1.1 65212 65213 65214 6 1 65222 65223 65224
65231 65232 65233 65234 65241 65242 65243 652.44
65251 65252 65253 65254 63261 65262 652.63 6.5.2.64
6.52.7.1 65272 65273 65274 65281 65282 65283 65284
6.53.1.1 653.12 65313 653.1.4 65321 65322 65323 65324
6.53.3.1 65332 65333 65334 65341 65342 65343 635344
6.53.5.1 65352 65353 65354 6536.1 65362 65363 653.64
653.7.1 65372 65373 65374 65381 65382 65383 653.84
654.1.1 65412 65413 65414 65421 65422 65423 65424
6.543.1 65432 65433 65434 65441 65442 65443 65444
65451 65452 65453 65454 654.6.1 65462 65463 6.54.64
65471 65472 65473 65474 65481 65482 65483 65484
6.6.1.1.1 6.6.1.12 66113 66.1.1.4 66121 66122 66123 6.6.1.24
6.6.1.3.1 66132 66133 66.13.4 66141 66142 66143 66144
6.6.1.5.1 66.1.52 66153 66.1.54 66.1.6.1 66162 66.1.63 66164
6.6.1.7.1 6.6.1.7.2 6.6.1.73 66.1.74 6618.1 66.1.82 66183 66.1.84
662.1.1 66212 66213 66214 66221 66222 66223 66224
6.623.1 6.6.232 6.6233 6623.4 66241 66242 66243 662.44
66251 66252 66253 66254 662.6.1 66262 662.63 662.64
66271 66272 66273 6627.4 66281 66282 66283 6.62.84
66311 6.63.12 66313 66314 66321 66322 66323 66324
6.6.3.3.1 6.6332 66333 6633.4 66341 66342 66343 66344
6.63.5.1 66352 66353 6.63.54 66361 6.63.62 66363 6.63.64
6.63.7.1 66372 66373 66374 66381 66382 66383 663.384
6.64.1.1 6.64.12 66413 66414 66421 66422 66423 66424
6.6.4.3.1 6.6.432 66433 66,434 66441 66442 66443 66444
66451 66452 66453 66454 66461 66462 66463 6.64.64
66471 66472 66473 66474 66481 66482 66483 6.64.84
67.1.1.1 67.1.12 67.1.13 67.1.1.4 67.121 67122 67123 67.124
<389> 6.7.13.1 6.7.132 6.7.133 67.13.4 67141 67142 67143 67.1.44
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<390>

<391>

<E 19 A%>

6.7.1.3.1
6.7.1.7.1
6.7.2.1.1
6.7.23.1
6.72.5.1
6.7.2.7.1
6.73.1.1
6.733.1
6.735.1
6.73.7.1
6.74.1.1
6.743.1
6.745.1
6.74.7.1
6.8.1.1.1
6.8.1.3.1
6.8.1.5.1
6.8.1.7.1
6.82.1.1
6.823.1
6.8.2.5.1
6.82.7.1
6.83.1.1
6.8.3.3.1
6.83.5.1
6.8.3.7.1
6.8.4.1.1
6.8.431
6.84.5.1
6.8.4.7.1
7.1.1.1.1
7.1.1.3.1
7.1.1.5.1
7.1.1.7.1
7.12.1.1
7.1.2.3.1
7.12.5.1
7.12.7.1
7.13.1.1
7.13.3.1
7.13.5.1

6.
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NN NN
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(VIR
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[SESESESE S

oo
NN
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~
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6.73.1.2
6.7332
67352
6.7.3.7.2
6.7.4.1.2
67432
6.7.4.52
6.7.47.2
6.8.1.12
6.8.1.3.2
6:8.1.5.2
68172
68212
68232
6.8.2.5.2
6.8.2.7.2
6.83.12
68332
6.83.5.2
6.83.7.2
6.8.4.1.2
6.8.43.2
68452
6.8.472
7.1.1.12
7.1.132
7.1.1.5.2
7.1.1.7.2
71212
71232
7.1252
7.127.2
71312
7.1332
7.1352

67353
67373
67413
67433
67433
6.7.41.3
6.8.1.1.3
68.13.3
68.1.53
68173
68213
6.823.3
68253
6.8.2.1.3
6.8.3.1.3
63333
6.8.3.5.3
6.8.3.7.3
6.8.4.1.3
68433
6.8.453
6.8.47.3
71113
71133
71153
71173
7.12.13
7.123.3
71253
71273
713.13
71333
713.53

LM

NN

W W

PSR

oo ol b o =
YT NP S PO N TN R 5y

=

R

67.4.3.4
6.7.45.4
6.7.4.7.4
6.8.1.1.4
6.8.1.3.4
6.8.1.5.4
68.1.7.4
68.2.1.4
6.8.2.3.4
6.8.2.5.4
6.8.2.7.4
6.8.3.1.4
6.8.3.3.4
6.8.3.5.4
6.8.3.7.4
6.8.4.1.4
6.8.4.3.4
6.8.4.5.4
6.8.4.7.4
7.1.1.1.4
7.1.1.3.4
7.1.1.5.4
7.1.1.7.4
7.1.2.1.4
7.1.23.4
71254
7.1.2.7.4
713.1.4
7.133.4
7.1.35.4

6.7.1.6.1
6.7.1.8.1
67221
87241
6.72.6.1
6.7.2.8.1
6.73.2.1
6.73.4.1
6.73.6.1
6.73.8.1
6.7.4.2.1
6.7.4.4.1
6.7.46.1
6.7.4.8.1
6.8.1.2.1
6.8.1.4.1
6.8.1.6.1
68181
68221
6.824.1
6.8.2.6.1
6.8.2.8.1
68321
6.8.3.4.1
6.8.3.6.1
6.8.3.8.1
6.8.4.2.1
6.8.4.4.1
6.8.4.6.1
6.8.4.8.1
7.1.1.2.1
7.1.1.4.1
7.1.1.6.1
7.1.18.1
7.1.2.2.1
7.1.2.4.1
7.1.26.1
7.1.2.8.1
7.132.1
7.1.3.4.1
7.1.3.6.1

6.7.1.62
67182
67222
6.7.2.42
67262
6.7.2.82
67322
6.73.42
6.7.3.62
67382
67422
6.7.4.42
6.7.4.62
6.7.4.8.2
6.8.1.2.2
6.8.1.42
6.8.1.62
6.8.182
68222
6.8.2.4.2
6.8.2.6.2
6.82.82
6.83.22
6.8.3.42
6.8.3.62
68382
6.8.422
6.8.4.4.2
6.8.462
6.8.4.8.2
7.1.1.22
7.1.1.42
7.1.1.62
7.11.82
71222
7.1.242
7.1262
71282
71322
7.1342
7.13.62

6.7.1.6.3
6.7.1.8.3
67223
6.72.43
6.7263
6.7.2.8.3
6.73.2.3
67343
6.73.6.3
6.73.83
6.74.2.3
6.74.45
6.74.6.3
6.7.4.8.3
68123
6.8.1.4.3
6.8.1.6.3
68133
68223
6.8.24.3
6.8.2.6.3
6.82.83
68323
6.8.3.4.3
6.83.6.3
6.83.8.3
6.8.42.3
6.8.4.4.3
6.8.4.6.3
684383
7.1.1.2.3
7.1.143
7.1.1.6.3
71183
71223
7.1.2.4.3
7.12.6.3
7.12.83
7.1323
7.1.3.43
7.13.63
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6.7.4.2.4
6.74.4.4
6.74.64
6.74.8.4
6.8.1.2.4
6.8.1.4.4
6.8.1.6.4
6.8.1.8.4
6.822.4
6.82.4.4
6.8.2.6.4
6.82.8.4
683.2.4
6.83.4.4
6.83.6.4
6.83.8.4
68424
6.8.4.4.4
6.8.4.6.4
6.8.4.8.4
7.1.1.2.4
7.1.1.4.4
7.1.1.6.4
7.1.1.8.4
7.12.2.4
71244
7.12.6.4
7.1.2.84
71324
71344
7.13.6.4
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<392>

<393>

<% 19

7.13.7.1
70411
7.143.1
7.1.4.5.1
7.1.4.7.1
7.2.1.1.1
7.2.1.3.1
72151
72171
72211
72231
722351
722,71
7.23.1.1
7.23.3.1
7.23.5.1
72371
724.1.1
7.243.1
72451
7.24.7.1
73.1.11
7.3.13.1
73151
7.3.17.1
7.32.1.1
73231
73251
73271
7.33.1.1
73331
7.335.1
73371
7.3.4.1.1
73431
7.34.51
7.3.47.1
74.1.1.1
7.4.1.3.1
7.4.1.5.1
7.417.1

A %>
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RN

[T PN TN
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7.22.12
72232
72252
7.22.72
7.23.12
7.2.3.32
7.23.52
72372
7.24.12
72432
72452
7.2.4.32
73.1.12
73132
731512
73.1.72
73212
73232
73252
7.3.2.7.2
73312
73332
73352
73372
7.34.12
73432
73452
73472
74112
74132
74152
7.41.72
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72233

72253
72273
723.13
72333
72353
72373
724,13
72433
72453
72.4.7.3
73.1.13
73133
73153
73.1.7.3
73213
73233
73253
732.73
73313
73333
73353
733.73
75413
73433
73453
73473
74113
74133
74153
7.4.1.7.3

7.23.1.4
72334
723.54
723.74
72414
72434
72454
7.2.4.74
7.3.1.1.4
73.1.3.4
7.3.1.5.4
7.3.1.74
73214
73234
73254
73274
733.1.4
73334
7.33.5.4
73374
7.3.4.14
73434
73454
73474
74.1.1.4
7.4.1.3.4
74154
74.1.7.4

71381
7.1.42.1
7.1.44.1
7.1.4.6.1
7.1.4.31
7.2.1.2.1
7.2.14.1
7.2.1.6.1
7.2.181
72221
72241
72261
72281
72321
72341
7.236.1
7.238.1
72421
7.2.44.1
724.6.1
7.2.4.8.1
7.3.121
73141
7.3.16.1
7.3.1.8.1
73221
73241
73261
73281
73321
7.33.4.1
7.336.1
73381
7.3.42.1
7.3.44.1
7.3.4.6.1
73481
74121
7.4.1.4.1
74.16.1
7.4.1.8.1

72142
72.1.62
72182
72222
72242
72262
72282
72322
72342
72362
72382
72422
72442
72462
72482
73122
73142
73.1.62
73182
73222
73242
13262
73282
73322
73342
73362
73382
73422
73442
73462
73482
74122
74142
74162
74182
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7.2.1.2.3
72.1.43
7.2.16.3
72.1.83
72223
72243
722483
72283
72323
72343
72.3.63
72.3.83
72423
72443
72463
72483
73123
73.14.3
73163
7.3.1.8.3
73223
73243
73263
7.3.2.83
73323
73.34.3
73363
73383
73423
73443
7.3.4.6.3
73483
74123
7.4.1.43
74.16.3
7.4.1.8.3

7.1.3.8.4
71424
7.0.44.4
7.1.4.64
7.1.4.8.4
72124
72.1.44
72.1.64
72.1.84
72224
72.2.4.4
72.2.6.4
7.2.2.84
7.2.3.24
72344
72.3.64
72384
72.424
72.4.4.4
724.6.4
72.4.8.4
7.3.1.2.4
7.3.1.4.4
73.1.6.4
73.1.8.4
7.3.224
7.3.2.44
7.3.2.6.4
73.2.34
73324
7.3.3.4.4
73.3.6.4
73.3.84
7.3.42.4
7.3.444
73.4.64
7.3.4.84
7.4.1.24
7.4.1.4.4
74.1.6.4
7.4.1.8.4
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<394>

<395>

7.42.1.1
7.423.1
7.4.2.5.1
7.42.7.1
7.43.11
7.43.3.1
7.43.5.1
7.43.7.1
7.4.4.1.1
7.443.1
7.4.45.1
7.44.7.1
7.5.1.11
75131
75,051
7.5.1.7.1
7.52.1.1
7.5.2.3.1
7.52.5.1
7.52.7.1
7.53.1.1
7.53.3.1
735351
7.53.7.1
7.5.4.1.1
7.5.4.3.1
7.545.1
75471
7.6.1.11
7.61.3.1
7.6.1.5.1
7.6.1.7.1
7.6.2.1.1
7.62.3.1
7.625.1
7.6.2.7.1
7.63.1.1
7.63.3.1
7.63.5.1
7.63.7.1
7.6.4.1.1

E 19 A%>

75252
75272
75312
75332
75352
75372
7.5.4.12
75432
75452
75472
76.1.12
7.6.13.2
7.6.1.5.2
76172
7.62.1.2
76232
7.6.2.52
76272
763.1.2
76332
76352
76372
764.12

75113
75133
75133
7.5.1.73

75213
75233
75243
75273
75313
75333
75353
753.7.3
75413
75433
75453
75473
76.1.13
76133
76153
76173
76213
76233
762.5.3
76273
763,13
76333
76353
76373
76413

75254
7.52.7.4
753.1.4
75334
75354
75374
75.4.1.4
7.5.43.4
75454
75474
76.1.1.4
7.6.1.3.4
7.6.1.5.4
76.1.7.4
76214
76234
762354
7.6.2.7.4
7.63.1.4
7.63.3.4
7.6.3.5.4
7.6.3.7.4
76.4.1.4

74221
74241
7.4.2.6.1
7.428.1
74321
74341
7.43.6.1
7.4.3.8.1
74421
7.4.4.4.1
7.4.4.6.1
7.4.4.8.1
75121
75.1.4.1
7.3.1.6.1
7.5.1.81
75221
75241
75261
75281
75321
753.4.1
7.5.3.6.1
7.53.8.1
7.5.4.2.1
75.4.4.1
7.5.46.1
75481
7.6.1.2.1
7.6.1.4.1
7.6.1.6.1
7.6.1.8.1
7.6.2.2.1
7.6.2.4.1
7.6.2.6.1
7.6.2.8.1
7632.1
7.6.34.1
7.6.3.6.1
7.6.3.8.1
7.6.42.1

74222
74242
74262

74322
74342
7.43.62
7.43.8.2
74422
7.4.442
74462
74,482
75122
75142
75.1.62
75182
75222
75242
75262
75282
75322
75342
753.62
75382
75422
75442
75462
75.4.82
76.122
7.6.142
76.1.62
7.6.1.82
76222
7.6.2.42
7.6.2.6.2
7.6.2.8.2
76322
7.6.3.42
7.6.3.6.2
7.6.3.82
7.6.422

74223
74243
7.42.63
7.42.8.3
74323
743453
74363
74.3.83
74423
7.4.44.3
74463
74483
7.5.123
75143
75.16.3
7.5.18.3
7.5223
75243
7.5.2.6.3
75283
75323
75343
7.5.3.6.3
7.5.3.83
7.5.4.2.3
75443
75463
7.54.8.3
76.12.3
76.14.3
7.6.1.6.3
7.6.1.8.3
7.6.22.3
7624.3
7.6.26.3
7.6.2.83
7.632.3
7.6.3.4.3
7.6.3.6.3
7.6.3.8.3
7.6.42.3

7.5.2.64
75.28.4
75324
7534.4
7.5.3.6.4
7.5.3.8.4
75.4.2.4
7.5.4.4.4
15.4.6.4
7.54.8.4
76.1.2.4
7.6.1.4.4
7.6.1.6.4
7.6.1.8.4
7.6.2.2.4
7.6.2.4.4
7.6.2.6.4
7.6.2.8.4
7.6.3.2.4
7.6.3.4.4
7.6.3.6.4
7.6.3.8.4
7.6.4.2.4
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7.6.431 76432 76433 76434 76441 76442 76443 76444
7.643.1 7.64352 76453 76454 76461 76462 76463 76464
7.64.7.1 76472 76473 76474 76481 76482 76483 76484
770010 77002 771013 77014 770210 77122 77123 77124
7.71.3.1 7.7.1.32 77133 77134 770141 77142 77143 77.14.4
77151 77152 77153 77154 77161 77162 77163 77164
77171 79172 77173 77174 77181 77.182-77.1835 77.1.84
77201 77212 77213 75214 77221 77222 77223 17224
7.723.1 77232 77233 77234 77241 77242 7724353 77244
7.7251 77252 77253 77254 77261 77262 77263 7.7.2.64
7.72.7.1 77292 77273 77274 77281 77282 77283 77284
7.7.3.01 77312 77313 77314 77321 77322 77323 77324
7.7.33.0 7.7.3.32 77333 77334 77341 77342 77343 77344
77351 77352 77353 77354 77361 77362 77363 77364
77371 7.73.72 77373 77374 77381 77382 77383 77384
77411 77412 77413 77414 77421 77422 77423 77424
77431 77432 77433 77434 77441 77442 77443 77444
77451 77452 77453 77454 77461 17462 77463 17464
77471 77472 17473 77474 77481 77482 77483 77.48.4
78011 7.81.12 78113 78114 78121 78.122 78123 78.12.4
7.8131 7.8132 78133 78134 78141 78142 78143 78.144
7.8.1.5.1 78152 78153 78154 78161 78162 78163 78.1.64
78..7.10 78172 78173 78174 78181 78182 78183 78.184
7.82.1.1 7.82.12 7.82.13 78214 78221 78222 78223 78224
7.823.1 7.82.32 7.8233 78234 78241 78242 78243 78244
7.82.51 7.82.52 78253 78254 7.826.1 78262 78263 78264
7.82.71 78272 78273 78274 7.828.1 78282 78283 78284
7.83.1.1 7.83.12 7.83.13 78314 78321 78322 78323 78324
7.833.1 7.8332 7.8333 78334 78341 78342 78343 78344
78351 78352 78353 78354 78361 78362 78363 78364
78371 7.83.72 78373 78374 78381 78382 78383 78384
78411 7.84.12 78413 78414 78421 78422 78423 78424
7.843.1 7.8432 78433 78434 78441 78442 78443 78444
7.84.51 78452 78453 78454 78461 78462 78463 78464
78471 78472 78473 78474 78481 78482 78483 784384
8.L.LL1 8LL12 81113 81114 81121 81.122 81123 81.124
8.1.13.1 81.1.32 81133 81.134 81.141 81142 81143 81.144

RN

8.1.151 81152 81153 81.154 8L1.61 81162 81.1.63 81.1.6.4
8.1.17.1 81.1.72 81173 81174 81181 81.1.82 81183 8.1.1.84
8.12.1.1 81212 81213 81214 81221 81222 81223 81224
8.123.1 81232 81233 81234 81241 81242 81243 81244

<397>
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<398> <i#¥ 19 A
81251 81252 81253 81254 81261 81262 81263 81264
8.0.27.0 81.272 81273 81274 81281 81282 81283 81234
8.05.1.1 81.3.12 81513 81314 81321 81322 81323 81324
8.43.3.1 81332 81333 81334 81341 81342 81343 81344
81351 81.3.52 81353 81354 81361 81362 81363 81364
8.137.1 81372 81373 81374 81381 81382 81383 81384
81411 81412 81413 81414 81421 81422 81423 81424
8.1.43.1 81432 81433 81434 81441 8.1.442 81443 81444
81451 81452 81453 81454 81461 81462 81463 8.1.4.64
8.1.4.71 81472 81473 81474 81481 81482 81483 81484
82.1.1.1 82112 82113 82114 82121 82122 82123 82124

82131 82132 82133 82134 82141 82142 82.143 82144
821501 82152 82153 82154 82161 82162 82163 82.16.4
82171 82172 82173 82.1.7.4 82.181 82.182 §2.183 82184
82211 82212 $2213 82214 82221 82222 82223 82224
82231 $2232 82233 82234 82241 82242 82243 82244
82251 82252 82253 82254 82261 82262 82263 82264
82271 82272 82273 82274 82281 82282 82283 82.284
82301 82312 82313 82314 82321 82322 82323 82324
82331 82332 82333 82334 82341 82342 82343 82344
82351 82352 82353 82354 82361 82362 823.63 82364
82371 82372 82373 82374 82381 82382 82383 82384
82411 82412 82413 82414 82421 82422 82423 82424
82431 82432 22433 81434 82441 82442 82443 82444
82451 82452 82453 82454 82461 82462 82463 82464
82471 82472 82473 82474 82481 82482 82483 82484
83111 83112 83113 §3.1.1.4 83121 83122 83.123 83124
83131 83132 83133 83.1.3.4 83141 83142 83143 83.144
83.1.5.1 83152 83153 83154 83161 83162 83.1.63 83.164
83171 83172 83173 83174 83181 83.1.82 §3.183 83.1.8.4
83211 83212 83213 83214 83221 83222 83223 83224
83231 83232 83233 83234 83241 83242 83243 83244
83.2.51 83252 83233 83254 83261 83262 83263 83264
83271 83272 83273 83274 83281 83282 83.283 83284
£33.1.1 83312 833.13 83314 83321 83322 83323 83324
83331 £3332 83333 83334 83341 83342 83343 83344
83351 83352 833.53 83354 83361 83362 83363 83364
83371 83372 83373 83374 83381 83382 83383 83384
83411 83.4.12 83413 83414 83421 83422 83423 83424
83431 £3.4.32 83433 83434 83441 83442 83.443 83444

<399> 83451 83452 83453 83454 83461 83462 83463 83464
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83471 83472 83473 83474 83481 834582 83483 834384
84111 84112 84.1.1.3 84114 84121 84122 84123 84124
8.4.1.3.1 84132 8.4, 3.4.1.34 84141 841437 84143 84.1.44
$8.4.15.1 8.4.152 34154 84161 84162 84163 841.64
34171 84172 8.4.1.74 84181 841.82 384183 84.1384
8.42.1.1 84212 8.42.1.4 84221 84222 84223 84224
84231 84232 8.423.4 84241 84242 84243 84244
8.42.5.1 84252 §4254 84261 84262 842463 84264
84271 84272 84273 84274 84281 84282 84283 84234
8.43.1.1 843.12 843.1.3 84.3.1.4 84321 84322 84323 84324
8.433.1 84332 84333 84334 34341 84342 84343 84.3.44
84351 84352 34353 84354 84361 84362 84363 84364
8.43.7.1 84372 84373 84374 84381 84382 84383 34384
844,11 84412 34413 84414 84421 84422 84423 84424
8.443.1 84432 3.4433 84434 84441 84442 84443 84444
84451 84452 84453 84454 34461 84462 844.63 84464
8.4471 84472 84473 84474 84481 84482 8.448.3 84484
851.1.1 85112 85.1.1.3 851.1.4 85121 85122 85123 85124
85.1.31 85.132 85133 85134 85141 85142 85143 85.1.44
8.51.51 85152 85.1.53 85154 85161 85162 85163 85164
851.71 85172 85173 851.74 85181 851.82 85183 835184
8.52.1.1 85212 85213 85214 85221 8.5222 85223 85224
85231 85232 85233 835234 83241 85242 835243 83244
852,51 85252 85253 85254 85261 85262 85263 35264
8.52.71 85272 85273 85274 85281 85282 85283 85284
8.53.1.1 8.53.1.2 853.1.3 853.1.4 85321 853.22 85323 85324
85331 85332 85333 85334 85341 85342 85343 85344
85351 85352 85353 85354 85361 853.62 853.63 853.6.4
-8.53.7.1 85372 85373 85374 85381 85382 85383 853.84
85411 85412 85413 85414 85421 835422 85423 85424
85431 85432 85433 85434 85441 85442 85443 85444
85451 85452 85453 85454 85461 854.62 85463 85464
8.54.7.1 85.47.2 85473 85474 85481 85482 854383 85484
8.6.1.1.1 8.6.1.1.2 8.6.1.1.3 8.6.1.1.4 86.1.21 86.1.2.2 8.6.1.2.3 8.6.1.24
8.6.13.1 86132 86.1.33 86134 8.6.14.1 86142 86143 8.6.1.44
8.61.51 86.15.2 86.1.53 8.6154 86.1.61 86162 8.6.163 86.1.64
8.6.1.7.1 8.6.1.7.2 86173 86174 86.181 86182 86183 86.1.84
8.62.1.1 8.62.1.2 8.62.13 86214 86221 86222 86223 86224
8.6.23.1 86232 8.62.33 86234 86241 86242 86243 8.62.44
8.6.2.5.1 8.62.52 8.62.53 86254 86261 86262 86263 862.6.4

2 2 2
<401> 8.62.7.1 86272 86273 86274 86281 86282 86283 86284
<402> <i#¥ 19 Az
8.63.1.1 86312 86313 86314 86321 86322 86323 8.63.2.4
8.633.1 86332 86333 86334 86341 86342 86343 8.6.3.44
8.63.5.1 86332 86353 86354 863.61 86362 8.63.63 8.63.6.4
8.63.7.1 86372 86373 86374 86381 86382 86383 8.6.3.8.4

8.641.1 86412 86413 8.6.41.4 85421 86422 8.6423 8.6.4.24
8.6.43.1 86432 86433 86434 86441 86442 86443 36444
8.64.51 8.6452 86453 86454 86461 864.62 86463 8.6.4.64
8.6471 86472 86473 86474 86481 8.6482 8.6483 8.64.84
8.7.1.11 87.1.12 87.1.1.3 87.1.1.4 87121 87122 87.123 87.124
87131 87132 87.133 87.1.3.4 87141 87142 87143 87144
87151 87.1.52 87153 87.154 87161 87162 87163 87.1.64
8.7.1.71 87172 87.1.73 87.1.7.4 87181 87182 87183 8.7.184
87211 872,12 87213 87.2.14 87221 87222 87223 87224
87231 87232 87233 87234 87241 87242 87243 87244
87251 87252 872353 87254 87261 87262 87263 87.2.64
87271 87272 87273 87274 87281 87282 87283 87284
87311 87312 87313 873.14 87321 87322 8.7323 87324
8.733.1 87332 87333 87334 87341 87342 87343 87344
8.7.3.5.1 87352 87353 87354 87361 87362 87363 8.73.64
87371 87372 87373 87374 87381 87382 87383 873.84
87411 87412 87413 87414 87421 87422 87423 87424
8.743.1 87432 87433 37434 87441 87442 87443 87444
87451 87452 87453 87454 87461 87462 87463 87464
87471 87472 87473 87474 87481 87482 87483 874384
88111 88112 88113 88.1.1.4 838121 88122 88123 §8.1.24
89131 88132 88133 88.134 88.141 88142 88143 88144
8.8.1.5.1 88152 88153 88.154 88.161 88162 88.1.6.3 88164
88.1.7.1 88.1.72 88.1.73 88.1.7.4 88.1.8.1 88.1.82 88183 881384
8.82.1.1 88212 88213 882.1.4 88221 88222 88223 88224
8.823.1 88232 88233 88.23.4 88241 88242 88243 88244
8.8.2.5.1 88252 88253 88254 88261 88262 88263 8.8.2.64
8.8.2.7.1 88272 88273 88274 88281 88282 88283 882384
8.83.1.1 883.12 883.13 88.3.1.4 88321 88322 88323 88324
88331 88332 88333 88.3.3.4 88341 88342 88343 88344
8.8.3.51 8.8.3.52 88353 88354 88361 88362 883.63 88364
8.83.7.1 88372 88373 88374 88381 88382 88383 88384
8.8.4.1.1 88412 88413 88414 88421 88422 88423 88424
8.8.43.1 88432 88433 8.8.43.4 88441 38442 88443 88444
8.8.45.1 88452 88453 88.45.4 88461 88462 8.84.63 88464
<403> 8.8.4.71 88472 88473 88.474 883481 88482 88483 88484
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<411>
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2ok Aglo)] HAe FHejE A W3E 50.6, 50.9, 50.15 ¥ 50.209] 3}%tEo] 7-$-oltt.

31514 19] 5§E] A

oo oste] 23H = FetEe] AL tiAE s7] dwbA g AN e 985 E2FE: (1) F2X
YolE ZRe=ge Ax; (2) EAFEMN 22 B@RT; (3) FERAle]Ee] W, (4) FATYOE AR
o] S| o] EY] AZH; (5) HEALIEY] X (6) EASHE TAZYOE FA7|E FH RAIES T
A7) 9% wLA: (1) LI FA Az, o GASS R} 59 A RREH wQl 584 19 5

gEol gg a7 %ﬂog AN, R7F 6-9 bl == melol AL vE v s el 554
19 SRS fAS BAoR Axd,

J
/
Q) ? @ Az 9
A1 ~— Ry—X—P—OH —~— [ )—x—p—or.
Rs éH B,G\? é.
R
2 B 3
t®
A\ f’
“@ 60,
G\O}—o + M—ﬁ—OR‘ — VGO>—X-§—OR
a b ?z OR
B

to to te

o} L 9
— X—P-=OR
g i

(1) H]Zolu]HolE TARY 0| EY AZE

HlA-F AT 2olu|go|E TR |19 AutA 3FA]:

Avdoz, NRR Y —N(Rw)—(CRlsz)n C(O)R" % T FAI obnlwdt A2 RE Ugkg Fg-ol sheta 1

= -HHolu|thE) o] EA EE FASk] ofuiAb | AHE(H; Al
CE %“éﬁ} FEAFUO|E(; UEFREEAFTYO|E)ZRE Axd 4 Q. u
gEggdoEx ASels ¥A2FAF 2 AA3MA|(chlorinating agent){dl; Elod F=2do]=(&3 [J].
Med. Chem., 1994, 1857](Starrett %)), A" ZF=eo]=(Ed [Tetrahedron Lett., 1990, 31,
32611(Stowell %)) TE 2934<¢1(F3 [Synthesis, 1974, 490]1(Quast 5))}ERE A% = Yrt. o7
gEzgdelEx ®=8 19 4838k tAdd o ~H2{&3 [Synth. Commun., 1987, 17, 1071](Bhongle )}
2 g o A 2{F3 [Tetrahedron Lett., 1983, 24, 4405](Still %), [Bull. Soc., Chim. Fr., 1993,
130, 485](Patois T)}=N5E A= 5 it

HMog= olg]d HA-ZIAFZolmHolEE A2stE EAZEAS 0 95/07920 = EFH [J. An. Chenm.
Soc., 1972, 94, 8528](Mukaiyama, T. 5)°l 7]&® wle} o] ygld F<] PPhy; ¥ 2,2'-t¥g|d U&Esol=
o] EAs}ol ofn =it ol AHE(d]; FEAl odoAHE)e} MgAFA Az 5 ).

15_16 1213

NR R »—MR)(WI{MQMR %}%ﬂQOWBﬂ_ﬂiﬂE%mEEOWBﬁ_ﬂiﬂE

o Agel sheba 19 Egtd wz-ErEsohudolEe] FAS 4G vish g UFE
AB(ASH "Dl ole BA AR HAlo] o4 =
o] 1§_]- H]];Hz]ﬂ H]/\ 4/\420}13

BrosHER Fustel FRAUES ARt £
o AT 271 G0l AAHE AFRAE AZF 5 Atk AN Beol|Eg A1 v 2ol F27)

E
[
il
5,
e
=2
[
o

o oo
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<417>

<418>
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13F ofyl = A2 ofv o 2EHE} HIAA EF vjzolm=R AFAIA F k. A
| ~E 2o e EANE AA(EP 481 214)E o] &3} 4|3 4= g},

514 29 BEHRS FAW A L LAEN o 2HZ P 2L ol §le] EAEA o iHZRYE A%
g AH o kg EAEM =S 2] A AgHEY, YYE 4P T

3L pe1A

o

5
gk, Fasg 49, AP AAA(acid
scavenger)(ell; 1,1 , 2 & Fe A A
Ak, gk AY detol=e FREEWYAITHES [J. Org. Chem., 1963, 28:2975](Rabinowitz)} 2
Bredugda a3 [Tetrahedron Lett., 1977, 155](McKenna %)} % QoL Evaas s [J.
Chem. Soc., Chem. Commun., 1978, 870]1(Blackburn &)}°] At} WHORE E2FEA JdXAHEE A %
Aste A (ell; HBr Hi= HCL: Moffatt 59 ™53 #13,524,8465.(1970)) wEAIZ 4 vk, ol o 2~
252 E3 A7) diEHEE FRASA(C; o9l "Hed F2de|=, BBry: &3 [J. Chem. Soc.,
19611 (Pelchowicz &))&E A F, FA 7FrasAlA E2E5E Algste] Alxd USRI EANYO|E
Afrstel BEAZ 4 k. ol 9 Wld X AEL oaHEE vbgA Bl wkg 2A{Ed [SyntheSIS,
1982, 412](Lejczak ), [J. Med. Chem., 1985, 28: 1208](Elliott ), [Nature, 1953, 171: 76](Baddiley
) EE wd 89 2A{EA. An. Chem. Soc., 1977, 99:51181(Shafer &)}atell A #AAA & k.
718484 (Shono %, J. Org. Chem., 1979, 44: 4508) ¥ A3 (Gupta 5, Synth. Commun., 1980, 10: 299) =
AEL et LAE5 od2gH2g F4A7]5=d o] &5 gl

(3) EAEt= e ZAo|E] W

ANESGEA EFEE o2 FHE T drEe] Fu FwE

AC)

FAel ZlEsol k(e 4

Fx). 3eh 49 g3tEe] A A ol FEHEALe|E EAlSkE H43te AFAE e Ao fEst
ARk, A Ao, HA-ste AFAELS &5 93T Yol EIMssiERE, EASte dHRZAO]EY ¥WH ol
A sEks AMgstE @A wsAdA HA=A 8T H X °E+E_ [Comprehensive organic

transformations, VCH, New York, 1989](Larock); [Comprehensive organic synthesis, Pergamon press, New
York, 1991](Trost)). d& E9], A, A" T B/} &2 E= Alojwr]el 38kl 19 3IEEL to|Z2H7|=E

of Mg 2 gara Fel(1) Aol Cul, Cubr, CuCl, Cuk)ahel whgol of3) eale ofmls|2ng Az +

gk, BRAEE G AE Al AR BRAs o 9T + Ak, A Fol, 5-uA-2-0f

vE|obE e Thobe wgAlok(el; NIS, NBS, NCS)E AbGate] p-olvlms5-dzElolER ABAA F ek,
-

[e]

-
Hzold defol=m {83 FikAloln, FF 227 (Suzuki), @A (Heck) Tz ~®”l(Stille) W&o 2 2
z Fole o2 ASA(d; A, A", B, B", C", D, D", E ¥ EMZE &ol3A HIEG
{Farina 5, Organic Reactions, Vol. 50; Wiley, NewYork, 1997; Mitchell, Synthesis, 1992, 808; Suzuki,

Pure App. Chem., 1991, 63, 419; Heck Palladium Reagents in Organic Synthesis; Academic Press: San
Diego, 1985}, A7k h=mimelz]el shshy [9] SgHEe thabat olrlomel slopm wal Bafe] 1o 4%

—r—‘

Se 97 AERAY AiHZERE AZT F gon, Y] 4 2R Ao BE 5] 8
P Ak O] EE L8279 S 19 SgtEel PO FEs. BRIl (s 2-nER
29

ElopE, 5-HEREoLE)S] thFet A (el; HSMe, HOMe 5)¥he] A2 Wk A, A", B 9 B"% 22 X
2 RQE] A1@ E e W dehdt. A8 S0, 2-2RREolEe WuE e A P 2
HE 2 EolE S AT

SRl ZAFl = (ell; olmvhE, 1,2,4-EflokE B 1,2,3 4-HEZE) T2 Aadxse] 494 dshs

o] ¥&F 43} ¥ (LA ddelol= ) o2 dglol= A &

AL
T 725 (Mitsunobu) 5 (&FZ&e] 75 )& o] 831 §9]

2 o JfAE Theet REES XAEA o aHE AR FHIZAEY AEYHS doE HE F
A ARE E3ld AxEy

29 e 227 dhg3 g o] 34 FHulE o83 AZH REEE 53] 38k 19 sgtEe A A
sttt FE| 2ol dgtol= = EFZdolE(triflate)(d; 2-B223E )3} M-POR'{71A4, N ZotF

Zo g FAdMAY 2-G-EfFdserd)Fad e 2-G-EEY)Fed7|Y[Farina %, Organic
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Reactions, Vol. 50; Wiley, New York, 1997; Mitchell, Synthesis, 1992, 808; Suzuki, Pure App. Chem.,
1991, 63, 419])AFol9] AZE wrgLe X7} Fe-2 5-tjd 7]l 3484 19 &S YA 7T, o3 ves

93 AZH A FFEEY] AFS I9Hd9 5 duta(d; S$2-X-P(0)(0-€Z),) 7] EjdAdretd T |
29 el zAtelEe] AZY) A4ET. #7715 (organostanne) ¥ LA o= ke dAId EFZEoE
Arele] 71} AZH HESER X7 EADVIQ FE 19 eSS Axsted AMRE 4 v BiuEa
ATk, A "EE olgste] X7F &AEVI] sk 19 FES AxE & Avh(Ed [Heck Palladium
Reagents in Organic Synthesis; Academic Press: San Diego, 1985]). ©] w352 E3| @& aAd=2A3 3
gl 2afol 2] o] &715 0] Qi B8t 19] FFEol| ek R 2A thgs s 2waEe] e Aia, o
U520 B3] & 234 o|BdEE AAAN7IE HHATA (parallel synthesis)(of; 13}

h
2
oy
o
off
BN
oot ol

ﬁr_\oj

[Bunin, B.A., The Combinatorial Index; Academic Press: San Diego, 1998] i golit
[Flynn, D.L. %, Curr. Op. Drug. Disc. Dev., 1998, 1, 1367])°l Zgrslct. o E Eof, od

14
N ot o

9
ko
to
7
|
o, it Y oox ox

FEEATUOIES AFe AEE e 2 el Wang FA] AZTFAA 5 2l oM, FH-AZEH
5-8.2 &-2-[5-(0-2-0-Nang FA)EAF ] Fde] F7IRG B Fr]F4oz ¥Y %A‘Ei dolw& S
22 B ' gk (379 vhe ) S Hgete] X7F FE-2,5-1 U] 3ok 39] BghE ] wholHeHE Al

A S5 EAEN tolsuz Jrore dzAol2e ALYel F83h. oE 5ol Aoprd 2=
=( ic chloride)E U¢Z WENESLZAFYO|E & YU ofu| X3

o R7} 1,3,5-Eelobzloln, X7b HE e m dgohuns]el st 1o SES AT = Yok, HAs
NS E4E el zE2 YRl s RAtel 2] AZY] ALGEL. oE Hol, slHRE Ee(el;
1.3, 4-ElolrjolE-2-E12) &  f7  dgEAFolE  HFEA(;  ICLPO)(0EL),,  TSOCHP(0)(OEL),,
TEOCHP(0) (OE1),) 2 Aol X7k dAE| @719l 3k3h4) 19 shahol olg & ot = the FejolA, T
&7 Wgdxz Az olE FXEA(d; ICH,P(0)(0Et),, TsOCH,P(0)(OEt) 5, TLOCHP(0)(OEt),) = 2] 3l el =& 7}
2RAR(; ElobE-4-72 RN U NS Xrb AFAFERYSI B 19 shgiel] o2 5
g, O e zase]E fFEA (4 ICH,P(0)(0Et)2, TsOCH,P(0)(OEt)z, TfOCHP(0)(OEt),) = 2] o el =3k
% Eot2 Rl EolE-a-Eleste e $g whee Wt dAEestendslel ety 19 a3
wo o2/ frh. BRAW sHBAlF(el; 4-FRAATFE)Y TrTuo|E(HelY HES AWML
ZlolE)E FHehe AAARY A W AFADY wE BUL oA/ e 19 sFgE Az F
g3tk g o), Xb CHOCH-719l 8teta) 19 shgEe v S=sAMdEsgdelE 2 A3 47|

cyanur

(e; F2SPUEF)E AHESte] 2-22zvdded B 4-S22vdEolE2ry Axd 5+ vk, A&
§& AT YA % AAAA ) e dWATIE A2 vbedt. &, ERE- R(EE) EXLLEIEAT
b ellzE2E AAAE FFshe s ZAelE (e - =GN, - ERESAYHY EE 4-5=
FALAEAE) R AST 5 g

FAE oA G (e ok FEhelm W, EF Faw Y, AERGomE Wk 2N =
S EAEA Hell a2 AR AZYAA XF o mrtERd B GFATIERITIR] 54544 19
setEel o2 = SUAEAFYO|E Ei=

7h ElobEoln X7b dlotuwbERY EE AR Y]
9 st 19 sgEe AT WHor:, ALY A dFBEe) 44 AAAA W HUsEu ol
I olgg wrg 7S}

o
%

1
o
ﬂ
mb
OTJ
i)
4
%0
o
o
A
b
N
o)
d
rlo
i
b
=
__)ﬂ‘
0%
kR
fr
ofo
12
o
(o
il

. 2394 seks ¢ 3

f&3ttk.  dE Eo], HOCH.P(0)(0Et)(0-FA1), HNCHP(0)(0EL)(0-FA4]) H
HOOCCHP(0) (OEL) (0-FA1) (T A | Mo & AF)E A7) hgES o] &3to] thket de2Ato]Z 5 AZHA
A X7} —C(0)0CH,~ H+= -C(0)NHCH,- 5=+ NHC(0)CH,-91 313t 39 shgtEo] gtolnejglE Aled 4 vt

AL GANSE B ougo] EPEE FFEES A% g8 ol§T + k. B Hol, YA J=IAL
AF2FYOIE Ex 08 op| AL AEI B EAG ElolE-4-st2 o] FoEgs e G
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U2 (Curtius' rearrangement)< X7} &Zoln|=7l2H doln| i T AIAJIE R dolu]| =72l 3} 1¢] 3}
eSS AT, od 1 %%—8— 22 f?} g2l 39] e thgst goluegle] 23FAAS s 48
AT dE B0, FHEAEZE 72522 HOCHP(0) (0Et) (0-F%]) HE+= HNCHP(0) (0EL) (0-A]) Fte] F=

B¢~ 2] (Curtius' rearrangement) ¥ X7} NHC(0)OCH,- = NHC(O)NHCH,-¢1 3}38H4) 19] 3}gt&9
golrgel7l 2 4 Q).

X7 A7) 38kA 9] FEEo tisle], matde] A-olE R 2 (Michaelis-Arbuzov) WHE(Bhattacharya =,
Chem. Rev., 1981, 81: 415), w|&tAz]2~-w|# (Michaelis-Becker) %2 (Blackburn %, J. Organomet. Chem.,

1988, 348: 55) % 9] IAAA(d; LHls]l=, AL, ofd Teol=, oyl U JE} 2RI fF=A])] ugh
A7 28 7]e BAACQ IAXYOE A HMHS o] 83ty EAEUYOEVE EYAZ 4 ).

EAEYE HRE
89 2olE el dEABAL] ololA 13A *Mj% golee Tty ZRREATYo|ER ¥ 85 ]
R7F slgldola, X7F 1-(2- ¥ 2% )73l 35t 19] =S Ax

(6) dEEA|ES] T4

op 1) BgEel POl EASH: sl Fol F8T AnE, DA P9, AUl FES wEolA
2 owyel sgEel o2ES ¥ FE gk sEEAllZo YHE GFF W 2AES S, FAE
P

A 7)eEo] Adt(Joule %5, Heterocyclic Chemistry, Chapman hall, London, 1995; Boger, Weinreb, Hetero
Diels-Alder Methodology In organic Synthesis, Accademic press, San Diego, 1987; Padwa, 1,3-Dipolar

=

Cycloaddition Chemistry, Wiley, New York, 1984; Katritzsky &, Comprehensive Heterocyclic Chemistry,

Pergamon press, Oxford; Newkome <&, Contermporary Heterocyclic Chemistry:Syntheses, Keaction and
Applications, Wiley, New York, 1982; Syntheses of Heterocyclic Compounds, Consultants Bureau, New

York). ¥ W FEES Ax=d F83 45 WHES 7] AAAZA AT,

(1) "Heol= 3z A9 T4

Hodbgol {83 ElolEe thkdt & vEE ay-¥ - (Metzger, Thiazole and its derivatives, part 1
and part 2, Wiley & Sons, New York, 1979)2 ©]&3}o] &oliAl AT 4 Yt}t. E|QLolu|=(E] QoA Eo}
= Eoggoh) ¥ du-dRvtand dFE(d; dy-F2AE, dy-FRdys| =)o 1 s} g2 Elo}
= A P 53] fFEsith. & 59, Efwolet s-UAEEAT e-2-[(2-BER-1-54)d D ]F
7re] wEsh WS R'7}F ElolEola, A7} obuwr]ola, X7} F&-2,5-T]A7]9l Beta [o] sHarEe] #4

/Kgﬂ

it

w

of f-galu]; EloSuolsl nEmuZHolE %7 o s zhe] mEls} WSS RV} ElolEo|m, X7b ol
2R, SFAFIERY, ot weTtE R dolu: e GFAIER oM 7| 5182 [9] FEE 9
AZo|  F83 2-olu|w-4-LdHZAFIERIEo}ES A|F3TH). E]Qolr]== F3(Trost, Comprehensive
organic synthesis, Vol. 6; Pergamon press, New York, 1991, pages 419-434)°. 2 HE Hu¥ H58 dQ
st Az £ Jon, du-dzitErd JFEESLS FA4ZF wkSE(Larock, Comprehensive organic
transformations, VCH, New York, 1989)< 53} *Jﬂ | A = dd. dE 29, oln== e A
(Lawesson's reagent) W= PS;E ARE3te] EleolH =R AN = 9o, AELS vhde 23} A (4,

NBS, CuBry)& Alg3sle] =8 e 5= )

(i) SAE a2A9 74

2 outgo] {83 SAIES S o) g3t A xg 4 AUH(Turchi, Oxazoles, Wiley &
Sons, New York, 1986). o]&AlelU=(d]; EAWEo] Aol E)et 7tE2RY 335 (do; du3l= @ ol &
2ololr) kel W ES o] &8t SAE AR FA4E F Uth(van Leusen &, Tetrahedron Lett, 1972,
2369). WHoRE, FHASE SAE nEAY S {8 ofu=(d; Sdof, FERAE) F G-
Zt2rd e85 st wkgo] o]gHtt.  dE 5o, fuol ¥ s-roEyrayie-2-[(-2-HER-1-5
)9 F o] wgo] R7F SALZola, A7} ofmwlolw X7b F@k-2 5-Tjd7]el §&HA 19 ST @A
fr&sttt.  of¥lF ojmdlo|E 7ho] Whgw SALE nHAE FASEH o] &¥th(Meyers &, J. Org. Chenm.,
1986, 51(26), 5111).
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(ii) v a2Ae 74

shahal 19 ghgtEe] Al &% FEde okt A FAAYHE o] 83te] AxT F UAk(Klingsberg,
Pyridine and Its Derivatives; Interscience Publishers, New York, 1960-1984). 1,5-tj7}2xYd 3}3&E &=
T 19 deES dEYel e dEUCE AANZ F e FFEN WSAA 1 4-HI=RIds 9
g A, oA HA gFistEe] FAydoR Hup. Ex3 1,5-H7tEEd IFE £ 19 SUHE(C);
IHE o]2)s AR&ste] fruyelet wkgA A, dEdS A4 95 5 vk 1,5-H7tERd S5kE &
T o] TUMES B4A gEks ol &ste Az ¢ k. oE Eo], 1,5-UAEL dudolEY o=(Ee
AFA wys] FG71(Gill %, J. Am. Chem. Soc., 1952, 74, 4923))¢o®9] wlo]Z H7}dk-3-(Michael
addition), AF=Zd A7Ae 7teE Ral, Tt A oz oz wWEAIHA LI kg
(Duhamel &, Tetrahedron, 1986, 42, 4777)3} & v HARE Fslo HIvbssitt. 47] 7l2Rd &4
% st AR ARk gElel s A9, olEe FEY w2 golstA 2-F 29 d(Isler &, Helv. Chim.
Acta, 1955, 38, 1033) X 2-olu]:=uZH (Vorbruggen %, Chem. Ber., 1984, 117, 1523)2 A= 4 U=
-9 =S APAZIY. EHoeRE, IEds dds|=, 1,3-t7t2Rd 3%E ¥ dEYolERE nHH o
2] (Hantzsch) $HAl(Bossart %, Angew. Chem. Int. Ed. Engl., 1981, 20, 762)% %3l A=z 4= gt}.
1,3-97t2xrd SIRHE(EE 19 571E)9 3-ofr-dl= EE 3-olu|-UEHTe] 3T IZds AgA
719 AFES 4= 9th(o); Guareschi Synthesis, [Mariella, Org. Synth., Coll, Vol. IV, 1963, 210])
1,3-97tE2rd SFEEe 48ehe 1,3-Us e &5 18 AAE dig Akt vgS Fate] Az 5 Q)
}(Mukaiyama, Org, Reactions, 1982, 28, 203). x&]@7} W% yjgjde] st o] &H U d; SAIE} &
A 7rel el 7 vk (Naito 5, Chem. Pharm. Bull., 1965, 13, 869) % 1,2,4-Egjo}zxl3} dlo}wl 7he] gdd
-4 (Diels-Alder) WH&(Boger 5, J. Org. Chem., 1981, 46, 2179).

(iv) =" meAe T4

gaka 19 F3HEo] Ao §&3 FEnd zmAE AA 7+ F AUFBrown, The pyrimidines, Wiley,
New York, 1994). 3ginjd gAJS 98 3 o2 E 1 3-t7lERd AR (EE 19 S71HE)9 N-C-N ©@3

o] AELol vk, N-C-N 4% - $-#ok(Sherrnan 5, Org. Synth., Coll. Vol. IV, 1963, 247), °}n|d
(Kennar 5, J. Chem. Soc., 1943, 125) X Fo}y ™ (Burgess, J. Org. Chem., 1956, 21, 97; VanAllan
Org. Synth., Coll. Vol. IV 1963, 245)2] Mg vjgnd AP E] (-20]42] XS 9-3rf. o YHE

oeFet A71E ZEE gsh 19 gEHEe] ol 53] &8stk E OE WHdAE, 1,3,5-Egokzly qlojwl
Ex Qdopul 7k ofx-tyAA-dy whgy 22 ;UL vhgS Feke Euds AxE 5 th(Boger
= ., J. Org. Chem., 1992, 57, 4331 % o] & ¢18% HuE3)

(v) olFdE n2A9 74

Fob4 19] sgEe) Aol F8F onThEe Tad Aold I WUES o83 folaA AzuT. o
[e)

kel 1a)s wh-go] olm iz -2 AEMallick 5, J. Am. Chem. Soc., 1984, 106(23), 7252) &&= <3}
-3 =Z XA E(Shi %, Synthetic Comm., 1993, 23(18), 2623) 7F¢] wWk&- Taﬂow} Adup-d2AE 7He] w3
2 dgs=et 1,2-t7t2Rd 33E 119 ot EAs vkET o] oju|thE: 3o dWbH o= ARE )

(vi) o|&SALE nE|AlY T4

3leta 19 g2l Aol FEF olASAIES SALE 18] Al (Grunanger &
Sons, New York, 1991)¢] FHAdl o]-&2 4= & st WHE(Y; YEZH SAlojzs}
318 7kl mElH7E Wk, 1.3-t7tErRd 33E = o HEl-olA Al JtER

, Isoxazoles, Wiley &
a4 e 24 wgA
d 3I3HE E£E G
-t Rstand s3E 59 $413)& ol&ste] &olA FAHETE. oE Eol, ¢

& A9 -t E AT e
-ERESAVEFS R A7](d; Egddobdl, F43] A7](Hunig's base), dd)o] EAstolA 2] v

o R7} o] ag A Fol T X7b Fek-2,5-0 A7) 9l §8t4 19] 8o 4o &ttt

(vii) ¥=E s A9 TA

sisha 19 e Ao F8% FgEe sz 1,3-YrtERdsgtE EE 1,3-trtERd
S7ECA; Ft2Rd ] & shurt ol L= ol gRA w27 (masking)®) 7re] HkS 9@ & =g
o] olmdRUEZ Y RIld o]e 1gld w3 (Dom %, Org. Synth., 1973, Coll. Vol. V, 39)% #& t}

o3l "W (Wiley, Pyrazoles, Pyrazolines, Pyrazolidines, Indazoles, and Condensed Rigns, Interscience
Publishers, New York, 1967)% o]&3&}e] &ol3lA AlzdTt. 2-(2-LZ-3-N, N-tjdeolu| )0} g 2 A-5-1]
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ANLEAEwFebe] smaldze] WS R7F defEolil, X7b Feb-2,5-T1d7|ola, B'7F 279l S |
o) ggEe] A g3t
(viii) 1,2,4-Ego}Z A 74

gleka] 19 3IEgE Aol F&3F 1,2,4-EfiolEe thrdt W E(Montgomery, 1,2,4-Triazoles, Wiley,
New York, 1981)& E3te]l €A & & vk, d& 5o, s=gA=9} onjyolE T El2olulfo]E 719
H-S-(Sui 5, Bioorg. Med. Chem. Lett., 1998, 8, 1929, Catarzi %, J. Med. Chem., 1995, 38(2), 2196),
1,3,5-Egold ) =gk 7ro] ¥r-8-(Grundmann 5, J. Org. Chem., 1956, 21, 1037) ¥ olm]:=Fol iz} 7}
2B o 22 719 uS-(Ried %, Chem. Ber. 1968, 101, 2117)S o]&3lo] 1,2 4-Egjo}ES A3}

(6) XXX o|EZ9 FHH=EA|E FAHS 93 w3

Er-2-[(2-BER-1-852) 44| FH 9§23 R7F SAEola, A7 opv|nrlola X7t F&-2,5-t1d”7]<l 3
skl 19| 3}gHE9 Ao F&dtth. S-UoEEAE-2-FELY I =, 47 opnl 1,2-tAE 2 olNEAY
B kel wkee R} olwtiEola, X7b Fe-2 5-t197]9 #EHA 19 sEEe] FAdol &tk ol g
Hefol nElgy wkee w3k B oulgo] {83k vEld e vgude Al AFEE 5 Tk dE B9,
S-Uoe AT w-2-[3-UHEopr| -2-d ol ZH 2 A F L AololyEolu|=o] 7] EAEtY W2
5-4A-3-Alo}-6-[2-(5-HNE XA X ) Fehd [-2-F 2| =S A ¥t (Jain &, Tetrahedron Lett., 1995,

36, 3307). o5 2-mElEe] ALalE - HEdo R T& A(3H ZALo|Z] WF] e vy 304
AE&H Fawd Fx)S R7F gEdela, A7y @27)o)a, X7F F-2,5-vd7]o|aL, B} ¢Vl sk 1

Al E Bolth.  5-ydld A~z e-2-[3-tHdoeln] e-2-dZ)olad 2 Y| Fe F opntl ]
A7) EAE] WG e 5-A-6-[2- (5L L AT L) -Fehd DS e, oA R7F wandol
71olaL B7F 47711 318k 9] stgtER = Flojtt,

2 dyol A #3Ee e STEE FHAES Aty or Fdd EAEtE HlolE EAlske WY ¥E
o]F o] FE o] &3] AxHETE. AW e el F&F FAY dF FAAS 2 PAA
7= gkt

theFel ofd EAFUOlE tgd o AHEE 33HA 19 gl3tEe] FAdd 53] f&sitt. odE B, X7t F
T-2,5-t 47|19 #3219 sFES v Foid AFAREY AT ¢ dvk. 7EF AFAe] F4 o
Ak BhE dAEY] AR e dRE wmEn, olgjg wEEY Ui WFo] Folg AFAEES A3 sE A
olgf Azttt SHLAEAZNE-2-FIIIERY SE (o) SHAEEAE -2-F 2 S =, S-HodEs
Er-2-obEFE) 2 X7F FH-2,5-147]] e 19 E3tEe el obF A et ol d FUHAES
YEAENS, JtERIY|o RS 9 JlERdY|e] gHE e e B4H sEE o] &ste] F ke FH f =
AZEE Azxdd. «oF 59, FAE PHE oL F %(Gschwend, Org. React., 1979,

e
o,
L
ol
rT.‘L*'
2 T

P 2-velEEAE TS AT
Mo wd 2-23F Fak(d); 2-F2S M (furoic acid))ol 2gEo] 5-UL AT AT w=-2-23F FeH(qd;
S-UAHEAEE-2-F 2R E AT 4 ). 7| ofF Z2AEN JqAHER o]
g3to] AT 4 vk AT, HHo R, oY delolm EE EEYolE
. 7]¥} #H(Balthazar 5, J. Org. Chem., 1980, 45: 5425; Petrakis &, J. Am. Chem. Soc.,
1987, 109: 2831; Lu %, Synthesis, 1987, 726)< o] &3lo] o} EANUYoO|EES Azt ofd xAFEA
dAHER Sol2A A& FstdA ol XA ERRE AT 4 Jth(Melvin, Tetrahedron Lett.,
1981, 22: 3375; Casteel %5, Synthesis, 1991, 691). UL ZAFYo|ES dZeFE FuAete] N-<5
Al ot 1 FHEE-2-XAFU0|E o AHZE % E v Ay F4E AT Srh(Redmore, J. Org.

Chem., 1970, 35: 4114).
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<451>
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<453>

<454>

<455>

<456>
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A2 GEASNEE FAE o]&ste] LU=y, EFUdattd EE 279} L ofd ¥ AXYolE Yd
zEHE ] A2 7E EYT 5 AR, VIE olgd #AFYI(d; GHEE)E AAdEE TAE YHE A7
gt 4= Qui(d]; L= S 93 Wl anlolol-af 3 W3- (Vilsmeier-Hack reaction T3 #}o]m}=-gloluk wk
& (Reimar-Teimann reaction)). 7] A2 HFXFN-E DdAdA, EASE L& 18 & det= AS7E
A4 BN Aok(el; ddsl=E 98] DNF, HCOR 5 °l&) EE Fo dste #As7l2 4% 33k
ol g3le] WMYPAIE 7(d; €IE, daHE, YEL, 47 A=z Hydd £ 32 AgEe Ao
2 A, «dE B, 2-USAEATLF(d; -UoEdEAT T BA4H 2 sl EX S
(ell; THF Z<] LDA)Ol o]ofA 28 A BAE Fol&s WHAA(d; Egidrl F2ge]s T 90=)2 ¥
gato] 5-¥s 4 (functionalized)-2-H A XL e F (o) 5-EFE 2t d-0-td EAF W Fe EE 5-8
E-2-YAEEAFIEFE) S vt ol whgEY A% MESs JHANE AR nEE. S, L9
T E WA By §, xaxEs 9hS @ o vk, A 9] wAE w2 9 Bev)d wet
g Folrt, x~xYs) e, o]y3 e 4FE v FXE W () dus=Y oA, ojujdR
Aol B3 AR AYRAY BIE)E o]&dte BIF vk A& T, oolA, BREH #FVE

23383 & Avb~7 (unmasking) FTH(Protective groups in Organic Synthesis, Greene, T. W., 1991,
Wiley, New York). o]& S0, 2-F2dds=e 1,3-Z2R0] S ofAEdR2Ae Bio o]e gFXINS v
(a2 E°] LDAZ AFY) 2 2ol U FZZIEAHO|E(d; told FR2FAdo|E )R] ¥3 2 &

A gRs Z2AF A oMY BE7]Y $& GHIE SUUYAEAE-2-F 2L I E(o; 5-UEEAE -
-FEdd=)E AFstt. ® o8 de 8] HAES EPEE SAE-2-UYAE AT F T A xolth:
Feo] Zgld-FH2E Wk (Friedel-Crafts reaction) &7 3he] ofdslz 2-ABEFT 5, FHol A7)
2o Az B3 (d; 1,3-Z230E 12y Ag) Fo A7]|3 nio} 72 gEAINGoR s-rUdUT s
Ex-2-F AR 5, 1,3-Z23A0E 18y AEERA AE RS, “}X]“Loi A7) Ags dE B0, A

x 7]
skl A BRFt 2-AE-S-HAAELT e F (o) 2-obE-5-HA G EAELFE) F5.

HHo g 2-Ef|dAaetdFe(d; 2-EfeauidFEeh) ) o FRo|=(d]; olddE FRelols, o)A
FEE F2golm) o] kg Su] S 5o 2-AEF TS AT F Ao, 2N YolE e 2-E
g A e dFE(d); 2-EgFEsud-5-tEEATEFES) Fo =A% 4 g}, 2-AE-5-UIdAFTAE
LFTL w3 Ak AR ol FRelo]l=29] Al o]& IuE A2k FH7lo old) 5-UUAEAER

| ARgE S vk oE 5o, 2AE-SHEEE
DA E dEnde Az {83 1.3-H7t2Ed fRAR § A8 5 3l
AT UYL ZAF e F (o) 2o E-S-HoHdZ AT e eh) o] vz xFopn| = fb opA (e v
EEo = Ould oAl el whe2 2-(3-Hbdon h-2- Aol A-H R D) 5T A XA W FA(; 2-
(S—EM@OWI&O}E%E%J)—5—E1011%§.¢§L:+TL)2§H 3-H7tREd SrbEs Al

l

F FEAY B AT P PHES Ay EE ok WY P ok EaEN <>ﬂiEﬂ CHECE
EAEA o sE 2, Hd EAEN ol AHE ER veld 2AEY daH2)e ge ged e G8% 1

7] Agbsd B4 PES DAY wE S JAFAL 9 Austel, oleld WS A Wy o
AEHoletwl, ¥ wwe] Egu: FBPase Al A&F SR(FE B ABAA) ATE AFT 5 ek
Ae nAY 5 Ak

slery xel sigrel §A4
Wl S slEe) AL aA s Aud wAe) e oauﬂ——g— 58
128129 A% () EEOE o
(5) obd@ FEA 4. WA () 2L W
$9l ol sl A, ol wHEe

Al (2) ol 1011*1 iglﬂ ar, oA

B Gl r‘ru:
ru

o me
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A2

I
g}shAl (1) ﬁ
P X —— L2 xZ—T—oH
oH
g? 2
T @
AZ
A

M NH;
o)
L2 x2 [PI—OR L ch) )
( (2 e—p—OR'
OR' ,
E? 2 O
g2 2
)
M NH,
5
L2 w2 ..L__
EZ J2

(3) dEH=A ]2 74
(1) WlzE}E A

G" = SS9 &k 39 ik, =, WEEorEL ¥ Bid vdd d4UEE o8] AxT 4 Y.
< 270e] e @ﬂi/ﬂ a7 Agdtk. @ WS AldEs dEEolE fEAS HEshe
i

H, X = = CH0 2 R' = Et<l 3382 39 3}FELS A%sl= F WA{BBrs(Node, M. &, J. Org. Chem. 45, 2243-
2246, 1980) T HE(d; EtSH) EA18FY] AICL9F £ A2F(McOmie, J. F. W. 5, Org. Synth., Collect.

Vol. V, 412, 1973)2=& 4-w|FA]-2-oln| =l ZE|o}EE 4-3| EFA|-2-on| I ZE| o} 2 HFA|Z] $, =4
g Ag Sl (el DIF) o] Ask f7](el; NalDe] EAste] Heldxaxevd EdEFe2rdsiy

=]
=

O

o
] H-

JE(Phillion, D. P. %, Tetrahedron Lett. 27, 1477-1484, 1986)°.22] #H=7]9o] 4A3lE Q15+ 51

= F5IE Foto] ABEe 4w EA-2-obv e ElotE R EH AT 5 Q.

P2 HES ol&3te kel oldUES wWlxHolER HAIAU 4 ti(Spraque, J. M., Land, A. H.,

Heterocycle, Compd. 5, 506-13, 1957). 01]% S0, W7k HQ 8184 49] 33E 9] thokst B4 WS o] &
a3zl 7]el] o3 2-ofw] Wl ZE]o}E(A = NILQI 313H2] 3)& AZXT & Ak, o W HEE T KSN

3 CuS0,0 EdEw AgsA AekE obd®E Aejste] Aghd 2-opv|mwlzElobE(Ismail, I. A., Sharp, D.

E., Chedekel, M. R., J. Org. Chem. 45, 2243-2246, 1980)< < 3
°] KSCNo| EAlstel] Br, Helel s 2-olm| el zE]olES A3 4 irh(Patil, D. G., Chedekel, M.
R., 2

J. Org. Chem. 49, 997-1000, 1984). o] W22 dAZ3l= T wAZ T 4% g, o2 S, CHCl,
=9 Br, & 3% HIE L $HolE AHysle] X% 2-oln Wl xEo}lEL Ad=rh(Patil, D. G., Chedekel,

M. R., J. Org. Chem. 49, 997-1000, 1984). 2-o}m]i-wlZE]o}Z&L w3l Ni Zuje] ZA3lo] E]o Lo}z o
2E 29% oldde E3te 93] Az 4 dth(Takagi, K. Chem. Lett. 265-266, 1986).

i)

FW

ek WHoRt, oMEM F

HZEol£L FAAA Wk X3S Al 6-x8 HXElolEE A ¥ (Sprague, J. M., Land, A. H.,
Heterocycle. Compd. 5, 606-13, 1957). o= So), 6" =S, A =N, L', E, J°=H, X = CH,0 @ R' = t
ol #st4) 39 BgHEe] AcOHSt @& F4 8u] Fo] ngoze nFsh WS E = Brol ety 3¢ s

R Eacia=
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<465>

<466>
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<468>

<469>

<470>

<471>

<472>

<473>

<474>

<475>

<476>

<477>
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5

F, A BE, N, SFA, DUEQ T BAL 3 39 FFRES JIFHE ofvle AFBEVE A
st 4= 9lth(Larock, Comprehensive organic transformations, VCH, New York, 1989; Trost, Comprehensive
organic synthesis; Pergamon press, New York, 1991).

(ii) M=Z2ALE
G" ol 3}ska 39 FgE, F, WMEZSAEZS Hd Al(d; Aol FElo]=(A = NH,; Alt, K. 0. &,

J. Heterocyclic Chem. 12, 775, 1975) T+ o}M|EAHA = CHy; Saa, J. M., J. Org. Chem. 57, 589-594,
1992) T+ EgdZ 2=2E¥ 2 o]E(A = H; Org. Prep. Proced. Int., 22, 613, 1990))° % Q2 EZE olu|x
A& nA 7Sl o8] AxET 4 Ju.

(4) ZxTolE AE ¢

g3t2) 49] SRR = CH0 2 R' = 97)e Aold WA (e; %As @ ASH 8 whe) 0w Axd 5 9
o}, A=, N = OHQ 3} 59 3gES A v XA &uj(o; DMF, DMSO) F< Agst 7| (d; Na
Dz Agstn YAE FHAxalel= Sl Aesl IHAA FF FAFYOE AE EA3lol(d; Hold 20
Euﬂﬁ‘ﬁ*ELﬂﬂE, Yolgd EgERezdesinyd ¥AFYE, Udd p-WadERZderewdyAyg
YolE) &3d 4= . 473 He dHs 7|7 245l o]AS EAFYE i ARow d73e
= J= 3 59 FgtEo ik AgA = HET 2 Juh. HHowE 3 49 FFES oA
o, B27)(d]; EFE B F22)7F YEZV| dl& LEE X &AMt 38t 59 g§Ee] digh

=

=
ATA SR A9d @oRRE AXT FE Ak o Sof, o4 49 FFEX = 0 L R' = E
t)2 DMF 9] NaOCH:P(0)(OEt),= A late] 2-FE2=2-1-HEZWA FeA=Zie A2 5 Aok, FAsHI,

X7h -9-5- m -9A-N-91 Bhehy) 49 FABE AT 5 Yo,

THS EEHEC] ofldd LAY FAC tigte] HalEe] glom, o] MHES &% A Fdel A
g3to] 38k X9 slgtEd ol& ¢ k. dE Eol, t¥s dAd Ee olHIES Holud FHl RbE
(Kasibhatla, S. R. <] WO 98/39343 ¥ o] &l A&H HuFd)E E3to] ANy Ao =Hd 5 Ak
obdUEL 19 AS3te UER FEAZITE F9uks(d; 10% Pd/Ce EA3 e F=237Mbe =& 01 59
SnCl, 183 k99 9-3-(Patil, D. G.; Chedekel, M. R. J. Org. Chem. 49, 997-1000, 1984))% %E3}o] Az

@ 4 Ao,
o4 3.

staty X1l sigtee] 4

O 98/393432 3}3h4] XI9] wlz=o]w]thZe] s
zolnldlo]E AT Y| EL 384 [9] 3gtEol tstd]
A (formulation)

= 2o gE2 oF 0.0lmg/kg/FAF WA °F 100mg/kg/FA%, 2 °F 0.1

FoFe] T 1Y Foj¥er AFol "Hu. @4 AR WESEEE xdsy] 9% /\17& -3 (time-
release) AP Abgo]l wejdrt. Ko g vhe] ¥ Fojgkon Fold £ vy, V]EF WHE(Y; A
) Fol)& ARER A, 0.05 WA 10mg/kg/AZE B 0.1 WA Img/kg/Abe] ReIHe] SRR Y XA
ﬂa‘%% Fog. A7l HEe ol dghesol sl =od wpeh o] A Fold A9

N

= o o rz :(o
QL‘
92
2

g
oX,
oX,
M
o
%
o
ol

¢
2
12
N
oX,
d
o
o
b
ol
rlr
it
£
o
e
=2
o
s
ot
jalS
fo
fo
ol
=
e
4
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o
oy,
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o
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<514>

25:66-73, 1994; Howard, G. &, Circulation, 93:1809-1817, 1996). FBPase A4l ¥ 19 T2 =g

T3 F5E PIAA AT 2FIE FEE TAAZ e JidgiEd. o] ade HE R (EE db]
DG (pre-diabetic), & 7+9] @A (hepatic glucose output, ©]3F "HGO") T A 3 ¢35 F7HA7]
A olyg) A JRA A doju= AolEl AZET,  SolE e & S deEd BHE AAAA FUhE
£d FEE5EH s A e dHTY AES AAAZ Holr,

ol gt FEIES 317] ©l A8 Ayt

4 Al o

1. §}§‘LAI IA/] 5}61— ,] UI—/H

AAd 1.

U)o EEAY--2-ZE2¢ g5 =(1)Y AR

DA A, THR(EIEgs|==z3Eg) Fo] 2-Fzoty st rod o€ (lmmole)d €HLS nBuli(lmmole)Z -78C
ol HstAtt. 1A 3, fod FR2 XA olE(1.2mole) S 718 HFES 4087 A Y. FE

[e]
9 FwE g4 e A,

G4 B. AAE 2 2AS 90ToA 80% olHEAIC R 44 b APt FE 2 ARvEIYRE
SIRHE 18 e 34 od2A dAYt. HHoREe, o] Gus=E S7|g uiel o] FTFOZRE] AT

PN
T A

g4 C. Yd¥ dEH= F2 FH(lmmole)e] &S TMEDAN,N,N' N'-e|EzHEojddt)oldl)(Immole) =
nBuLi(2mmole) & -78C <l OﬁlﬁéﬁPﬂﬂ&@W Hold S22 2H0]E(1.2mmole) S HHe- &3HE9 7}
sta F7EE 1AZE 53k FE 9 FHZ fod 2-FAXAFYO|ESE T 9UdZA dY.

9A D. TBF F9 Yo 2-FdEAXYolE(lmmole)d] &N LDA(L.12mmole, & N,N-tjo]A

T)E -78TeA 2023 A skt “ﬁiEEﬂﬂEﬂ5mo@£7ﬁﬁlivﬁ%1“@%@Pﬂiﬂﬁq.
F& 9 AFvEIHAR SFE 1S FEe 34 A=A . vgAEAE, o] ¢ds

oF o] 2-F=v|s| =2 HE zﬂ s

=
off
o

FJ_E
(.
2L
=
T XL

94 E. EFA F9 2-F=2Lds|=(lmmole) ¥ N N'-Tudo&dl tjol7l(Immole)o] §4S AAHH= B
=] EAS B3 FASIHA SAFAHT. 24 &, &ulE AT AAS T JFRES SFAA FHE-2-
(N N'-gudejugEeeh) S £ F4 A (HH 59-61C (3mm Hg)) ZA] AJt}.

9A F. THF ZF9 Fa-2-(NN'-tugolnthZEZa ) (lmmole) 2 TMEDA(1mmole)$] €M nBulLi(l.3mmole) =
-40 WA -48ColA st HFS-ES 0TolA 1.5417F FeF wbAl7l & -55C
gZ22 I AFolE(l.Imole)e] €Mo= st 25THA] 12A7F <k wyl & ul
7131 FE38te] 5-Ho’dE AT =-FF-2-(N N -t do]n &) S 24 e dzx A,

A 6. E T sUdEzaFe=FE-2-(N N -trE-olu &) (lmmole)] €8S pHrl 10] € w7}A]
o7 AP, F& % ARnEIE SFE 1S T A odwA dr),

o 11
i)
olo
rfo
ok
i
[o
Iy
T
>

5 3t
AAd 2.
SO EXAF=-2-1[(1-S2) LA F& 4 6o FXAF-2-[(1-) 4] 9gd 9] A=
94 A, EFd F9o FT(1.3mmole)d {ANE 4-wE HEMH Immole), EFSFQZOMANEA FFE
(1.2mmole) 2 &34 e o]E(0. Immole) & 56ColA 3.5A%F FeF Agstdtt. dzd wke 2325
24 ZEAESE(1.9mole) 2 AAA 7)1, AglolE s £ e, &, 29 9 2Rz o-
[(4-vWE-1-S2) AL ] F S 22 2Ad(H]F 65-77C, 0.1mm Hg) ZA] AT},

94 B. WAl =9 2-[(4-wE-1-&2)HAE ] F S (1lmmole)d] &XE ojdal ZF(2.lmole) Z p-EFAEE
4(0 05mmole) & #Falol 60417 ¢t d-2~Ela ERS 53t ES AASHEA Hsn. Eddd 22

EFES FUIE AN B RS JMEsY. 2 2 ST

EXa2voE(0.6mole)S 7tata A
2-(2-F2hd)-2-[(3-wWE)Fd]-1,3-¢

%A C. THF =9 2-(2-Fgd)-2-[(G-ve)Fd]-1,3-t=EH(Immole) 2]  &918  TMEDA(Immole)



<515>

<516>

<517>

<518>

<519>

<520>

<521>

<522>

<523>

<524>

<525>

<526>

<527>

<528>

<529>

<530>

<531>

<532>

<533>

S=50ol 10-0875335

nBuLi(1.1mmole) & 45Tl A A star, AFHEH w-g EFES -5 WX 0ToNA 1Az Bk wdtslglel. o] uk
EFES 45CE YAA7]a, THF 59 ded o= JMEetE o]&ste] -45Tol|A

Jardrk. g EFES FHRXERZ 1.26A% AH HHF] stAHY. FE 2 SRR 2-[2-(5-tdE

Eaxw)Fed]-2-[(3-HE)FE]-1,3-USESS A L dEZA A

(2.2) 5-go g XX w--2-olAF ¥ 125-136C, 0.1mm Hg.
Z)FEFES: 130-145C, 0.08mm Hg.

Hyors, oldd sigeEe vl Haks ol&dte] Alxd &

g
I,
_m
=3
rﬁ’
ofy
Lo
\}
x
®
=

g-1-22) Mg [ F2 (lmmole, ©HA AclA e} o] Ax)o] &-of
())j\

Z21(2. Immole) % EZZF L ZOLAHEAH0.05mmole) 2 E-F3dlo] 6A17F B2k A3} 2 2-
[4-ME-1-S2) A ] F2 N N-THE s|=e&s 24 A=A AU,

DA F. 2-[(4-vE-1-S2) 3 ]F& NN-tHE sl=gf&d o7 Co AAE Agste] 2-[(4-wd-1-54) 9
d]-o-godx 2y e NN-tgHd sl=gtEs 44 dAZA da, o3& dasE-5 F9 d3siiE
(ID(1.1 B&F)E 25ClA 6217 <t A3t 5 2 S/ I3FE 2.15 HS 2dAY 2d=2A4 ¢
et

opte] 5ot 2 AR e-2-[(1-S2) A ¢ 817] dafs o] &sto] Alxdn:

94 G FEZ2IXE FY FFE 1(lmmole) F 1,3-Z2FAUES(1.1lmole)2] &HE E3Fa oeHHE
(0.1mmole)Z 25TColA 24A1ZF &oF AHeldtt., S 2 AZvEIIR 2-(2-(5-YolE XX ) FEd )~
1,3-tEors &3 oAz A},

THF 29l 2-(2-(5-Tlelg@E A2 w)Febd)-1,3-T]E|¢H(Imole) ] &L -78CE PZ}A]7] 3L nBuLi(1l.2mmole)
2 Agsiirt. ARE ¥, -BTM b E9Es ASRLIEdvE BRrlolEg AHgjsta weas -78T
ol F7FE 1ARE SF Ak, F5 B ARvEINY R 2-(2-(-HAEE A ) FE )2 A F R IR
FrE-1,3-HEke edmA A9

M EUEH-& '&4 2-(2-(5-t e EAE L) Feld)-2-A| S 2 Z 23| E-1,3-T]E]H(1mmole) &) &ML 25T
ol A 24A7F Fob [ A(EYZFLRAEAD L= WACmole) 2 AFEdt. F5 2 I2vEagd=
S-HO R EAY L -2-(2- A F2 X2 o A|E) FaS gk QAN 2d=2A] AT},

st7] eSS o] dxpel el Alxsh3itk:

(2.4) 5-T) T AT -2-(2-o| BEAFtE R Dol E)FE

9

>4
K|
r

(2.5) 5-to| & EAE -2 (2-HHE] S o}A &) FES
(2.6) 6-UdEEAE--2-olET g

AA4 3.
4-[2-(5-EAX ) FAYEo}E, 4-[2-(6-FAX )T IAL]EE I 4-[2-(5-F2AF L) Fed | dAo}E A
%,

Fatel 3217 B¢ Akl
A& ARvEIHIE AA|
BATE.

Z)AE]F & (lmmole) E E] 29-@loF(2mmol
. Z} SHAIA A=A AdE A ZE-(foam)
) Foll dgAFT. AR A uAE AR A 2-olu|E=-5-0] &
]

G4 A oEE Fo 3EE 2.1(Imole)] &N P ES(11)(2.2mmole) = 3F
= Z AzAFHY. AddE 22 2

H \:l
gto] 5B E AT w-2-[(2-HER-A-vE-1-520) AL | F &S 2044 o

lo

rS& for
X



<534>

<535>

<536>

<537>

<538>

<539>

<540>

<541>

<542>

<543>

<544>

<545>

<546>

<547>

<548>

<549>

<550>

<551>

S=50ol 10-0875335

e
[>
e
b
H
jg
I
52
o
i)
s
=
O
3
Lo
dﬁ
%
o
[N~}
()]
Q

9A C. Astdd Fo] 2-ofn| =-5-0] e -4-[2-(5-T] | &
ol A 8AIZE Tt REREZ YA F(10mole) = 2] 3}3IT). %%%3%%‘0%“ﬁ7ﬁ%1b«ﬁ%%%€%
of AgAtt. AAE AAE AHRE FAI Y 2-otu|i-5-o] AR EH-4-[2-(5-E X ) F [ EobE(3.1) &
Al gA 2 AAT. §H- > 250C.  CuliN:0 PS + 1.25 HBroll thsh ¥4 AAkx]: C: 32.75; H: 4.06;
N

D 6.94. A=x: C: 32.39; H: 4.33; N: 7.18.

47 A WAL AR Aol BRH S olgdtel of WAF o WIAA 7] BFRES Az

(3.2) 2-WE-5-o] AR E-4-[2-(5-EAE ) Feld JEJo}= . CulNOy PS + HBr + 0.1 CHClol thdh 22 Al
A C: 37.205 H: 4.44; N: 3.58. 2ZFX]: C: 37.24; H: 4.56; N: 3.30.

(3.3) 4-[2-(5-FE2XEN)Febd]Elo}E . CHNOPS + 0.65 HBroll thadh #24 AAbx]: C: 29.63; H: 2.36; N:
4.94. AZX: C: 29.92; H: 2.66; N: 4.57.

(3.4) 2-wWE-4-[2-(5-ExXx)Fepd]Eo}E. &3 235-236T. CHNOPS + 0.25 H00] thdk 24 Aakx]:
C: 38.48; H: 3.43; N: 5.61. A=x]: C: 38.68; H: 3.33; N: 5.36.

(3.5) 2-dld-5-olafE-4-[2-(5-EAx ) Feld]EolE. CHieNOy PS + HBroll oigh #4] A4bA: C:
45.96; H: 4.31; N: 3.15. AZ: C: 45.56; H: 4.26; N: 2.76.

(3.6) 2-olATRAA4-[2-(5-E2Fw)Fed]Eo}E.  §H 194-197C.  CHpNOPSel thak 241 AakA]: C:
43.96; H: 4.43; N: 5.13. AZFX]: C: 43.70; H: 4.35; N: 4.75.

(3.7) 5-olaRE-4-[2-(5-x2x ) Fed]EolE. 3 164-166T.  CHuNOLPSHl tigh &4 A C:
45.99; H: 4.91; N: 4.88. AZX]: C: 45.63; H: 5.01; N: 4.73.

(3.8) 2-ol B QItERE-4-[2-(5-E 2 ) Febd HokE.  §4 189-191TC.  CHN0PSoll gk 241 7
ABX]: C: 33.105 H: 2.43; N: 9.65. AZX]: C: 33.14; H: 2.50; N: 9.32.

-—\

(3.9) 2-(1-F¥gd)-5-0o]af-e-4-[2-(5-FE L) F eI e[ o}E . CellpN,0PS + 1.3 HBrofl thah 4 ALt
C:

X]: C: 40.41; H: 5.15; N: 5.89. A=x]: 0.46; H: 5.36; N: 5.53.

(3.10) 2-(2-Elold)-5-o] &R E-4-[2-(5-2 22X ) Fepd Eo}E.  CHiNOPS, + 0.75 H00 oigk &4 Ak
A C: 47.05; H: 4.61; N: 3.66. 2ZX: C: 47.39; H: 4.36; N: 3.28.
A A

(3.11) 2-(3-Fgd)-5-0o]AFE-4-[2-(5-EAX ) Fed JEo}E.  ClN,0PS + 3.75 HBrof| i3t
2t C: 28.78; H: 3.13; N: 4.20. A=X: C: 28.73; H: 2.73; N: 4.53.
(3.12) 2-olM|Eoln|E-5-0] AR E-d-[2-(5-FAX ) Fed]Elo}E . §A 179-181C.  CisHipN.OPS + 0.25

00l that =4 AAEX]: C: 44.76; H: 5.06; N: 8.03. A=x]: C: 44.73; H: 5.07; N: 7.89.

Al AAEX]: C: 34.15; H: 2.87; N:

e

(3.13) 2-ohi)—4-[2-(5-E2E ) FehdElolE.  CHNO, PSOl
11.38. A=x: C: 33.83; H: 2.83; N: 11.17.

(3.14) 2-Wdopr|-5-0]| ARE-4-[2-(5-E2X ) FEpd |EolE. &34 202-205C. CipHiN0PS + 0.5 H00l
3 B4 AAEA] D C: 44,305 H: 5.58; N: 8.60. AZX|: C: 44.67; H: 5.27; N: 8.43.

(3.15) 2-(N-o}n] =-N-H| &l Yo} m] e -5-0] A X B -4-[2-(5-FE A X ) Fed [ El o} =, 7 179-181TC.
CoHigNsOPS + 1.25 HBroll oigk 41 A4kx]: C: 33.33; H: 4.49; N: 9.72. A=X: C: 33.46; H: 4.81; N

9.72.
(3.16) 2-op):=-5-WE-4-[2-(5-E ¥ ) FPd JElo}E.  §4 200-220T.  CglgN.0,PS + 0.65 HBroll wfgh +
A AAEx]: C: 30.72; H: 3.11; N: 8.96. A=X]: C: 30.86; H: 3.33; N: 8.85.

(3.17) 2,5-twg-4-[2-(5-FE2F ) Fed]EolE. 4 195T (&),  CHNOPS + 0.7 HBrol| ik A
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SS=50dl 10-0875335

AEA D C: 34.22; H: 3.41; N: 4.43. AFX]: C: 34.06; H: 3.54; N: 4.12.

(3.18) 2-oM|wEle7tERY-5-0| AFE-4-[2-(5-ZAF ) FEd]Elo}E . CpHiN0PS, + 0.1 HBr + 0.3

EtOAcoll tigh &4 ZA4EA]: C: 41.62; H: 4.63; N: 7.35. AZA|: C: 41.72; H: 4.30; N: 7.17.

(3.19) 2-oEAFFERE4-[2-(5-2 X )Fehd]EolE. 3 163-165C.  CioHiNOPS + 0.5 H0o ok
BA AR Cro38.47; H: 3.55; N: 4.49. AZX]: C: 38.35; H: 3.30; N: 4.42.

(3.20) 2-opM|=-5-0| AEZH-4-[2-(5-EAE k) FePd |E]o}E.  CplsN0,PS + 1 HBrell digh &4 A4kx]: C:
32.53; H: 3.82; N: 7.59. AZx: C: 32.90; H: 3.78; N: 7.65.

(3.21) 2-op-5-o8-4-[2-(5-FE A F )Rt JEobE.  §3 >250C.  CHuN,0PSell gk &4 AxbA]: C:
39.42; H: 4.04; N: 10.22. AZX]: C: 39.02; H: 4.15; N: 9.92.

(3.22) 2-Aolwemg-4-[2-(5-FE 22X ) FedElolE, 3 204-206T. CollN, 0PSOl thdk &4 Axx]: C:
40.01; H: 2.61; N: 10.37. =X C: 39.69; H: 2.64; N: 10.03.

(3.23) 2-ol| B  7FE R d o m] Lo -5-0) AR - -4-[2-(5- 2 A ) F e | E o} +d  177-182C.
CisHiNjOPS; + 0.2 &4k + 0.3 HBrofl thak &2 Alakx]: C: 39.35; H: 4.78; N: 10.43. 2Z: C: 39.61; H:
4.48; N: 10.24.

(3.24) 2-opv|:e-5-TwA-4-[2-(5-FAF ) Fetd HolE . §1 235-237C.  CylsNo:0,PS + 0.3 H001 oigh
24 A4EX]: C: 40.90; H: 4.67; N: 9.54. AZX]: C: 40.91; H: 4.44; N: 9.37.

(3.25) 2-ou| -5 BAFFE R U-4-[2-(5-E 2w ) F e JEolE.  §3 248-250T.  CyHpN.0PS + 0.1
HBroll thgk &4 7Al4kx]: C: 36.81; H: 3.43; N: 8.58. AZX]: C: 36.99; H: 3.35; N: 8.84,

(3.26) 2-olH|=-5-mEE 0 -4-[2-(5-X X )Fepd |HolE.  §3 181-184C.  CHoN.0,PS, + 0.4 H00l T
3 B AR C:o32.08; H: 3.30; N: 9.35. A=x]: C: 32.09; H: 3.31; N: 9.15.

(3.27) 2-op|=-5-A|EREZRIA-4-[2-(5-F 2 F =) Fetd [EoFE. CllyN.0PS + 1 H,0 + 0.75 HBrol th3gk &
21 ARk C: 32.91; H: 3.80; N: 7.68. A=x]: C: 33.10; H: 3.80; N: 7.34.

(3.28) 2-oln=-5-vetETd-4-[2-(5-FE X ) FeldElobE.  §F >250TC. CgHgN,OsPS, + 0.35 NaClell of
3 B AAR]: € 29.23; H: 2.76; N: 8.52. AZX: C: 29.37; H: 2.52; N: 8.44.
(3.29) 2-oln|x=-5-HlAL ATt E R YA4-[2-(5-FAZ ) F e g olZE . CsHiN,OPS + 0.2 H00l tish 4 A

ABEX]: C: 46.93; H: 3.52; N: 7.30. AZX]: C: 46.64; H: 3.18; N: 7.20.

(3.30) 2-o}v|-5-A|FRBE4-[2-(5-EAX ) FEP JElolE . CHpN0PS + 0.15 HBr + 0.15 H00] thgh
B2 AR Cr 41.93; H: 4.30; N: 8.89. A=X]: C: 42.18; H: 4.49; N: 8.53.

(3.31) 2-ol|x=-5-AFR2ZZHA-[2-(5-EAEE)FeI]Eo}E s=ZBEulo]= . (ol N,0,PSBr + 0.73
HBr + 0.15 MeOH + 0.5 H 500 tha+ 4] A2 C: 33.95; H: 3.74; N: 7.80; S: 8.93; Br: 16.24, AZX|:
C: 33.72; H: 3.79; N: 7.65: St 9.26; Br: 16.03.

(3.32) 2-04] e-5-[ (N, N-t] v &) olu] e & | —4- [ 2-(5-E A L) Feld JEJo}E U =2 HZulo]=
CioHigNs0BroPS + 0.8 CHClLool thdh 224 Axbx]: c. 24.34; H: 3.33; N: 7.88. AZFH: C: 24.23; H: 3.35;

N: 7.64.
(3.33) 2-oM|:-5-wW|EAFIER I4-[2-(5- XX ) FEd|ElolE.  §- 227C(EF) . CHN.0PS + 0.1

H0 + 0.2 HBrell oisk 4] AAbX]: C: 33.55; H: 2.94; N: 8.69. ASX]: C: 33.46; H: 3.02; N: 8.49.

(3.34) 2-oln|x-5-oHE] Q2R I-4-[2-(5-EA X ) Feld]ElolE. 3 245T (&), CliN0sPS,0 o
3 B2 AAEX: C: 35.93; H: 3.32; N: 8.38. A=x]: C: 35.98; H: 3.13; N: 8.17.



<569>

<570>

<571>

<572>

<573>

<574>

<575>

<576>

<577>

<578>

<579>

<580>

<581>

<582>

<583>

<584>

<585>

<586>

SS=50dl 10-0875335

(3.35) 2-ojv|:e-5-ERASAFLE R I-4-[2-(5-FEAF ) Fed ol §H 245T(Fal).  CHiN0sPSel
ek B4 AAX]: C: 39.76; H: 3.94; N: 8.43. A=X: C: 39.77; H: 3.72; N: 8.19.

(8.36) 2-opn|e-5-WlA-4-[2-(5-EAF =) Feld JElo}E.  CullpN0 PS + W00 e &4 AR C: 47.46;
H: 4.27; N: 7.91, ASX]: C: 47.24; H: 4.08; N: 7.85.

(3.37) 2-obu| ==5-[ (N, N-T] o & ) o} 1) s & ] 4~ [ 2~ (5-E A e ) F e JE] o} & 3| =2 H Zrjo] =
CioHaoNsOBroPS + 0.1 HBr + 1.4 MeOHoll W3k ¥4 AXbx: C: 29.47; H: 4.74; N: 7.69, AZ2: C: 29.41;
H: 4.60; N: 7.32.

(3.38) 2-o}u]=-5-[(N,N-THle) 72t d |-4-[2-(5-FE A F =) FF JElo}2 . CyN;0sPS + 1.3 HBr + 1.0
H0 + 0.3 oA Eoll th3k =2 AMEX): C: 28.59; H: 3.76; N: 9.18, AZX]: C: 28.40; H: 3.38; N: 9.01.

(3.39) 2-opv|-5-F}2 R A-4-[2-(5-E 2% Febd ElobE . CHN, OPS + 0.2 HBr + 0.1 H00 ok &4

ALEA: C: 31,185 H: 2.42; N: 9.09. AZX]: C: 31.11; H: 2.42; N: 8.83.

(3.40) 2-0}P|=-5-0|AZZHEAFFER I-4-[2-(5-FEAE ) FF Elo}ZE.  §3 240T.  CyHiNOPSol oh
A AR Cr 39.765 H: 3.94; N: 8.43. A=X]: C: 39.42; H: 3.67; N: 8.09.

(3.41) 2-wWE-5-old-4-[2-(5-FEAF ) Febd [Elo}= . Clp0PNS + 0.75 HBr + 0.35 H,000 thdh 22 Al

2. C: 36.02; H: 4.13; N: 4.06. 2ZX]: C: 36.34; H: 3.86; N: 3.69.

(3.42) 2-WME-5-AEREZZ2H-4-[2-(5-2 X ) FepdEolE.  CHpNOPS + 0.3 HBr + 0.5 CHClzoll gk

B2 AAEA] D Co37.415 H: 3.49; N: 3.79. AZX]: C: 37.61; H: 3.29; N: 3.41.

(3.43)  2-WE-5-oFA IR R E-4-[2-(5-E X ) Fepd EolE.  CuHpNOgPSel ok 4 AlLbx]: C:

41.64; H: 3.81; N: 4.40. AZX]: C: 41.61; H: 3.78; N: 4.39.

(3.44) 2-[(N-otA&) ol e ]-5-m EA W& —4-[2-(5-F A F =) Fehd JE]o}E . CyHNo0PS + 0.15 HBroll thdh

w2 Aabx]: € 38.36; H: 3.85; N: 8.13. AZX]: C: 38.74; H: 3.44; N: 8.13.

(3.45) 2-opr|:-5-(4-REFTd)HE-4-[2-(5-E2X ) FEd Elo}E T8 =2H2ulo|=.  CppllisBroNs0sPS

+0.25 HBroll tigh B4 Axbx]: C: 27.33; H: 3.49; N: 7.97. A=X]: C: 27.55; H: 3.75; N: 7.62.

(3.46) 2-011) e-5-A| F R Z AW EA| T2 R H-4-[2-(5-F 2 F ) Febd [ g o} &, SH 238T (&)

CioHisNsOsPSOll T3k 2] 7AAkX]: C: 41.86; H: 3.81; N: 8.14. AZX]: C: 41.69; H: 3.70; N: 8.01.

(3.47)  2-opv-5-v ¥ w)FebdEoE NN-UASRAAdgEE. &4 >250C.
CsHoN2OPS, + 1.15 CooHloNell Thed 24 74131: C: 52.28; H: 7.13; N: 8.81. AFA: C: 52.12; H: 7.17; N:

}o
,4>
|
IS
N
T
> Pm
Pm

8.81.

(3.48) 2-[(N-gra)otm|z]-5-0] a4~ [2-(5-E X ) FEP JEJo}E . CoullyN;0sPS, + 0.5 HBroll gk #-4
AR C: 47.96; H: 4.64; N: 7.29. A C: 48.23; H: 4.67; N: 7.22.

(3.49) 2-o}:=-5-(2,2, 2-E|EF ¢ 2o 8)-4-[2-(5-F2F ) Fed |Eo}E . CHNF 0PSO that B4 A
A2]0 C: 32.94; H: 2.46; N: 8.54. AFX]: C: 32.57; H: 2.64; N: 8.14.

(3.50) 2-Wd-5-WEE]-4-[2-(5-2 22 )Febd]Elo}E.  CHiNOs PSell oigh &4 A4k C: 37.11; H:
3.46; N: 4.81. AZFA]: C: 36.72; H: 3.23; N: 4.60.

(3.51) 2-o}m=-5-WEHE]| Q-4-[2-(5-EAFE L) FeldElot: I ER.  CHpNOPSol that 824 AxA: C:
31.07; H: 3.91; N: 13.59. A3x: C: 31.28; H: 3.75; N: 13.60.

(3.52) 2-Alofw-b-old-4-[2-(5-E X w)Febd JE o}, CullN,0 (PSell thigh &4 AAFA: C: 42.26; H:
3.19; N: 9.86. A=x]: C: 41.96; H: 2.95; N: 9.76.
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<588>

<589>

<590>

<591>

<592>

<593>

<594>

<595>

<596>

<597>

<598>

<599>

<600>

<601>

<602>

<603>

<604>

<605>

SS=50ol 10-0875335

(3.53) 2-o}m|=-5-3| EFA M E-4-[2-(5-2 2~ ) F et JE]o}E. CHoNoOPSell ok 41 AXEA]: C: 34.79;
H: 3.28; N: 10.14. AZX]: C: 34.57; H: 3.00; N: 10.04.
(3.54) 2-Alohie-5-0] 2R " -4-[2-(5-EAE ) FEElo}E . CpllpN, 0,SP + 0.09 HBrol theh 4 AAakx]:
C: 46.15; H: 4.20; N: 8.97. A=x: C
(8.55) 2-o}n|=-5-0| AT ZHE]| 4-[2-(5-E2X ) Fed]Eo}F S mZHEulo]= . (il BrN0,PSoll o st
B2 AAEA] D o 29.945 H: 3.52; N: 6.98. A=X]: C: 30.10; H: 3.20; N: 6.70.
(3.56) 2-°}7e-5-9|HE] @ -4-[2-(5-2 =X ) F et JE|o}E.  CuHiNOPS ol st 24 AAEA: € 44.07;
H: 3.13; N: 7.91. AZX]: C: 43.83; H: 3.07; N: 7.74.
(3.57) 2-opv|:-5-t-HEHE Q-4-[2-(5-22F ) Fetd Elo}E . CHisNo0PS, + 0.6 CHCLyoll tigh 4] ALt
. C: 36.16; H: 4.24; N: 7.27. A3 C: 36.39; H: 3.86; N: 7.21.
(3.58) 2-o}m|-5-Z R HE] 9 -4-[2-(5-EAE ) Fetd |Eo}E =B Rnfo]= . CH,BrN,0,PS0l thek &
A AR Cr o 29.94; H: 3.52; N: 6.98. AZX]: C: 29.58; H: 3.50; N: 6.84.
(3.59) 2-ofv:-5-o|HE] Q-4-[2-(5-2 22X ) FEtd JE|o}E . CHiN; OPS, + 0.25 HBrol| ok 4 ALbA|:
C: 33.11; H: 3.47; N: 8.58. A3x: C: 33.30; H: 3.42; N: 8.60.
(3.60) 2-[(N-t-F-dSA7tER ) ol e |-5-HFA & -4-[2-(5-2 2~ =) Fepd JE]o}E. CHiN.0,PSell ot
B2 AAEX]: C: 43.08; H: 4.91; N: 7.18. A=X]: C: 42.69; H: 4.58; N: 7.39.
(3.61) 2-3|=FA-4-[2-(5-E2E k) Fepd]Eo}E.  CHNOPSol theh ¥4 Alabx]: € 34.02; H: 2.45; N:
5.67. A= C: 33.69; H: 2.42; N: 5.39.
(3.62) 2-3=FA-5-o€-4-[2-(5-E X )Fefd]EobE. GHNO; PSell digh 4] A4kx]: C: 39.28; H:
3.66; N: 5.09. AZX]: C: 39.04; H: 3.44; N: 4.93.
(3.63) 2-3|EFA-5-0l X R2HA4-[2-(5-E2X ) FEd]Eo}E. CullpNOPS + 0.1 HBroll djg &4
AAA] D Cr 40.39; H: 4.10; N: 4.71. ASFX]: C: 40.44; H: 4.11; N: 4.68.
(3.64) 2-3|=FA-5-o|aRE-4-[2-(5-E X )Fepd]EjobE. CHuNOPSel tigk 4] A4kA]: C: 43.57;
H: 4.65; N: 4.62. AZX]: C: 43.45; H: 4.66; N: 4.46.
(3.65) S5-olSAIFtERE-4-[2-(5-2 =X )Febd EobE. CylliNOs PSell thgh 4] ARkl C: 39.61; H:
3.32; N: 4.62. ZAZFX]: C: 39.60; H: 3.24; N: 4.47.
(3.66) 2-opW|-5-H|d-4-[2-(5-E X ) Ferd EolE . GHN.0 LS + 0.28 HClel uigk &4 Ak C:
37.66; H: 3.26; N: 9.46. AZX]: C: 37.96; H: 3.37; N: 9.10.
(3.67) 2-obv|—4-[2-(6-E 22X )V ]E|o}F S| =g H Znjo]=
(3.68) 2-WI”HE]-5-0]|AafE-4-[2-(5-E X ) Fepd JEo}E.  CpHiNOPS ol digh &4 AlLkA]: C: 43.24;
H: 4.84; N: 4.20. AZX]: C: 43.55; H: 4.63; N: 4.46.

Febd o}, CyHpN, OPS + 0.1 H00l thak 224 AAkA:
3.68; H: 5.38; N: 8.98.

PM

(3.69) 2-o}H| =50l R E-4-[2-(3-2E 2
C: 43.45; H: 5.04; N: 9.21. A=X: C:
(3.70) 2-ope-5-o) A E-4-[2-(5-2 ¥ ) Fepd Al g vE . CyHisN.0,PSe + 0.14 HBr + 0.6 EtOAcol ©j
3 BA AR € 38.93; H: 4.86; N: 6.78. AZX]: C: 39.18; H: 4.53; N: 6.61.

(3.71) 2-o}v|=-5-WHE] 2~4-[2-(5-2 2~ ) Fed | A E.  CHN0PSSe + 0.7 HBr + 0.2 EtOAcell oist

B4 AR C: 25.57; H: 2.75; N 6.78. AZX]: C: 25.46; H: 2.49; N: 6.74.
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<606>

<607>

<608>

<609>

<610>

<611>

<612>

<613>

<614>

<615>

<616>

<617>

<618>

<619>

<620>

<621>

<622>

<623>

<624>

<625>

SS=50dl 10-0875335

A

4 AR C

o
M

E]';]_ Hlaﬂb}“*‘. CanNg 04PS€ + HBroﬂ EH
26.60; H: 3.16; N: 6.81.

PM

(3.72)  2-opn| =5 &-4-[2-(5-F =
26.89; H: 3.01; N: 6.97. AZA: C
AN 4,

5-82-4-[2-(5-X2F ) Fehd|Eo}E Y Ax

9A A EFREIXE Fo 2-olun4-[2-(G-UdEEAFE N )FEdElolE (A e 3¢ wA BolA A
Z)(Immole) ] &AE& 25ToA 1AIZF B¢ N-HER %00 m = (NBS)(1.5mmole) 2 A 2laict. & 9 3=
ntE Yy 2 2-olu|e-5-B 2 W -4-[2-(5-T] oD E A ) Febd |-Elo}E S 24 uA =M AT,

9A B, 2-obH|:-5-HE2 R -A4-[2-(5-T]ol| & E JL)—%E}L Ejo}Zol AAle] 39 ©A (& A83t 2-o}n| -
5-H B2 R -4-[2-(5-E2¥ ) FEd ol (4.1)S 3 uA(FF > 230C)2A Ak, CHNy0, PSBrol| o3

B4 A4 C: 25.86; H: 1.86; N: 8.62, AZxX]: C: 25.93; H: 1.64; N: 8.53.
7] FFEES o] Al wEh AR
(4.2) 2-o 0 e-5-F22-4-[2-(5-EAFX ) FEEoLE . CHNO [PSCle thdk 4 AAX]: C: 29.96; H:

2.16; N: 9.98. A=x]: C: 29.99; H: 1.97: N: 9.75.

(4.3) 2-°0}M|%-5-8 Q0 &E-4-[2-(5-E X )Fefd JElo}E. CHN0 (PSIol gk 4 ALbA]: € 22.42; H:
2.28; N: 6.70. AZX]: C: 22.32; H: 2.10; N: 6.31.

(4.4) 2,5-HB2RA4-[2-(5-E2Xx)Fd]Eo}E.  CILNOPSBr »o thdt 4 AAbX]: C: 21.62; H: 1.04;
N: 3.60. A=X: C: 21.88; H: 0.83; N: 3.66.

A 5

2-82-4-[2-(5-XA2X =) FFHI]E| )=

GA A, oFHNEUE F9 2-otu-5-0| ARE-4-[2-(5-To|d EAFE ) -Febd |E|o}Z (A A o] 39 &7 Bl
et ol AZE)(Immole)e] £9L 0TolA 1AZF B¢t BEIFT2(ID(1.2mmole) B o]iold o}z AL
(1.2mmole)Z A3ttt F= 2 FZulEIHYR 2-HZH-5-0] AFE (- [2-(5-TdEEAT ) Fetd g

ofES AN nA=A AT

B4 B. 2-HER-5-olafd-4-[2-(5-UdE ) Fepd Ejo}Eel HAd 39 A (5 HE3le] 2-HR
BE-5-ol AR E-4-[2-(5-E X w)FEd]EelE (5.1)& 4 FH54 1AE Atk CuHipNOPSBroll widh &
A AAFA D C: 36.08; H: 3.58: N: 3.83. A=3]: C: 36.47; H: 3.66; N: 3.69.

at7] FEES o] Axfdl wet Azl

(5.2) 2-FEZ-5-0|AaREA4-[2-(5-E22 k) Fd |EolE.  CyHpNO, PSClell gk #41 Abx]: C: 41.07;
H: 4.07; N: 4.35. AZX]: C: 40.77; H: 4.31; N: 4.05.

(5.3) 2-BER-5-vYEo-4-[2-(5-EAFx)Fed]Elo}=.  CHNO, PSsBroll thgh ¥4 AXEX: C: 26.98;
H: 1.98; N: 3.93. A=X]: C: 27.21; H: 1.82; N: 3.84.

A A 6.

theksk 2- 9 5-X|3 4-[2-(5-E2¥ ) EZFAJ|Eo}E9 Ax

GA A, DNF T9 2-BH2R-5-0] hRE-4-[2-(5-T D EAFE )-Fetd e o}Z(Immole, AA]d 52 A A9
Aeb o] A|Z)e] NS 100TANA AAaste] EgHE M Y)E (5mmole) ¥ ZEtE HA(EgdAdE~d) OF
2] =(0.05mmole) & A kSt HAIZF -, WZE v EFES TIAY|L ARES AZvEINIE
3alo] 2-H|d-5-0]| &K E-4-[2-(5-TE EAT ) Ftd | o}EHS 4 uAEA AAT).

9 B, 2-¥d-5-olAFE-4-[2-(5-Tlolle X x ¥ ) F e |E|o}Fol| AAld] 39 ©A (& 4835t 2-v]d-5-
O AR -4-[2-(5-E2E ) FEEo}E (6.1)S A mAZA dAdr}t.  CuHNOLPS + 1 HBr +0.1 Hy 0o o)
3k BA AAR]: C: 39.43; H: 4.38; N: 3.54. A=x: (C: 39.18; H: 4.38; N: 3.56.
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<626>

<627>

<628>

<629>

<630>

<631>

<632>

<633>

<634>

<635>

<636>

<637>

<638>

<639>

<640>

<641>

<642>

<643>

G 5-A % 4-[2-(5-EAF ) FeEolES 9] Aesks dRASE RN Alxsh=t

94 C. 2-olue-5-B 2R -4-[2-(5-TEEAE ) Fd)Elo}Ze] AZY AozM 2-EfRdrvtdFas
ol g3l ©A AS HE3lo] 2-ofn w-5-(2-Fehd)-4-[2-(5-UoE EAF ) F g o} &S AU},
%741 2o 5= (2-3F gt ) -4~ [2-(5-T]o P X 2~ ¥ ) F et d |E]o}Fo| A Ao 39 ©@A (& H8&3to 2-o}
v -5-(2-FEhd)-4-[2-(5-EAX ) FEd ] EolE (6.2) (83 190-210C)E dYtt.  CuHN.0PS + 0.25 HBr
)3 A1 AARR]: C: 39.74; H: 2.80; N: 8.43. 2A=X]: C: 39.83; H: 2.92; N: 8.46.

3l7] SREES o Ao wEt A x=sH T

(6.3) 2-o}mx=-5-(2-Elod)-4-[2-(5-T]ol e EAE - )Fetd | Eo}=.  CHN0PS, + 0.3 EtOAc + 0.11 HBrol
sk B4 AR C: 40.77; H: 3.40; N: 7.79. A=x: C: 40.87; H: 3.04; N: 7.45.

AAd 7.

- g-4-[2-(5- XA X %) EedE| o} =,

GA A dEE T 2-vd-5-0]ARE-4-[2-(5-Ud E A ¥ ) Fed |-Elo}=(1mmole, A Al 62 THAl Aol
Ao} o] Az)el LA e FebE(0.05mmole) Z FA 17]9stol A 12417F B9 A sttt Whe &3
S oysta, ode T, FHES AZrEINYE AHAG S 2-dE-5-0)ARE4-[2-(5-E2F
w)-FEtdEelE (7.8 34 mAIRA AATk. CpliNO ,PS + 1 HBroll sk 4] ALk C: 39.41; H:
4.83; N: 3.53. A=x]: C: 39.65; H: 4.79; N: 3.61.

A A 8.

L-E I v SA M EE o} Ax

9A A, DWF 9 tog =2 AW EZAEY O E(lmole)e] NS FAFEF(1.2mmole)el] o]ojx] 2-1)

g-4-Fz 2 dE ol (lmole) 2 0CAA HEstar 25ToA 12A17F Bk wHkA AT, F2 9 3ZulE 7
92 -84 (Y EEZAT - EA W E)E|o}EH S AT},

94 B, 2-vE-A4-toEdI AT -wEAEEo}Fo| AAd 39 @
WEE]olE (8.1)S AU, CllNO, PS + 0.5 HBr + 0.5 H,00] that B4 AXA: C: 26.43; H: 4.25; N:
5.14. A=x]: C: 26.52; H: 4.22; N: 4.84.

94 C. 2-WE-4-tod ¥ a¥ v EAWEEo}F AAld 49 A Aol o]o] HAld 39] ©@A (& 4835t
5-H 2R -2-vE-4-F¥AX =W EA Y EHEo}E (8.2)8 AU,  CHNOPSBr + 0.5 HBroll thdk &4 AXAx]: C:
21.04; H: 2.80; N: 4.09. A=X: C: 21.13; H: 2.69; N: 4.01.

SA D, CHCLo(10mL) T2 olE 2-[(N-Boc)ol] = ]-4-Elo}Z7t2 R go] E(Immole) 2] £ NS -78TC 2 WJZHA]
7)aL, DIBAL-H(IM, 5mL)E A g]stdtt. HFSES -60TColA 3A17F ot wwkA] 7] 3, NaF/H,0(1lg/1mL) %] e
o2 AINHY. AAHE EIES oFstal, JAS FHAA 2-[(N-Boc)otu| = ]-4-3| =FA| W EElo}ES 11
AZA AU,

@A E.  DNF(10mL) << 2-[(N-Boc)o}v] 0C= YZhA17)aL,
Nal(1.1mmole)Z Attt EFES A2olA 3083 WekAZ the, :-ii:ﬁ‘:_uﬂ'é Eal FQ Z2vehE Y
°]E(1.1mmole)S 713ttt A-2olA A2 & RS SUAIA AXRAIEY. JRE A
2utE2d 2 2-[(N-Boc) o] = ]-4-to| D ZAZ - EA W HEo}ZS A ZA AL}

GA F. 2-[(N-Boc)ot| = ]-4-t]o|D X~ 2 W EAI W HE]o}Zol] Ao 39 ©A CE #&3t 2-olu|-4-%
AW EAMEE 0}E (8.3)8 HAZA AUk CHNOPS + 0.16 HBr + 0.1 MeOHell thdh 24 A C:

25.49; H: 4.01; N: 11.66. AZX]: C: 25.68; H: 3.84; N: 11.33.
AAd 9.
-2 R Ud-4-[2-(5-F A ¥ ) Fad [E|o} =,

b
L
o
[
S
>
=
iu}
A
o
,@
=
H g
3
Ad
FO
l
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<644>

<645>

<646>

<647>

<648>

<649>

<650>

<651>

<652>

<653>

<654>

<655>

<656>

<657>

<658>

<659>

<660>

S=50ol 10-0875335

SA A x3 vESA dEYol &4 T 2-o SRR d-5-o] A" -4-[2-(5-T] o D E A ) Fehd [ Bl o}
E(Immole) o] &A& 25TelA 12213F &3t Aelsiiet. S% B ARvtEIgv 2 2-7F2ntRd-5-0]afd-
4-[2-(5-Held XA ) Fepd JE oSS WA A=A A0

YA B 2-7hubR olG-o] AR E-4-[2- (G- A E AT ) Febu | ElokEol LAl 39w CE Hgshe] 2
FtER R d-5-0] AK-E-4-[2-(5-E X )Fed JEolE (9.1 AARA dATh. &4 185-186T. CpHisN:0

sPSoll thak B4 AALX]: C: 43.64; H: 4.58; N: 8.48., A=x]: (: 43.88; H: 4.70; N: 8.17.

3l7] 3EES o] i wEl A z3H T

(9.2) 2-7hEutd-4-[2-(5-FAF %) Febd EokE. &4 195-200TC.  CgNOPS + 0.25 H00l it &4 7
AFX]: C: 34.48; H: 2.71; N: 10.05. 2=X]: C: 34.67; H: 2.44; N: 9.84.

H

- EA 2R D -4-[2-(5-UE 2T ) FEH [EolE S 2 2-AF 4-[2-(5-F2F ) Fd]EelEE A
A = Q).
G4 C. WEE F9 2-oEAFERY-4-[2-(5-UodEAF L) F T E o= (Immole) o] XS F43EAL
EE(1.2mole)Z 25ToA 12A13F &9t At F5 2 AZvfEIIR 2-3|=F AW E-4-[2-(5-t] 9]
By Ay y)Fgd]EelES AU,
EAHE-4-[2-(5-T]N D X2y ) F et d [E|ofEo] AAld 39 T (& 4835t 2-3| =F A
Ex)Fgd]EolE (9.3)S Ak, §3 205-207C. CHNOPS + 0.25 H,00 thshk #24 AAk
2] C: 36.16; H: 3.22; N: 5.27. A=X: C: 35.98; H: 2.84; N: 5.15.
3l7] 3EES o] Hxjol wEl A Z3H T
(9.4) 2-3| =2 AW E-5-0]| 2R E-4-[2-(5-EA X k) Fed |Eo}Z.  §4 160-170C. CpHigNOPS + 0.75 HBr
of tjak A AAEX]: C: 38.13; H: 4.47; N: 3.71. A=x]: C: 37.90; H: 4.08; N: 3.60.
BA E. femEd T 2-3 =S A M E-5-o)atEl-4-[2-(5-T e Y X ) Febd JEolEe] &8 25T
A 217 B AFBESII(1.2mole) 2 A st F& 2 ARnEIYIR 2-H I RWE-5-0] ARE-4-[2-
(G-t g xray ) Fed]EolES I,
9A F. 2-BErud-5-0] AR e-4-[2-(5-tdEF AT yw)Fad | Elo}Zo] AAd 39 ©A CZ # &3l 2-
BE R g-5-0] AR08 4-[2-(5-FE2AF ) Fetd [EolZE (9.5)& AArt. &3 161-163C.  CpHisBrNOLPS +
0.25 HBrell tiah &A1 AAx]: C: 35.99; H: 3.84; N: 3.50. A=x]: C: 36.01; H: 3.52; N: 3.37.
3l7] 3EHES o] il wEl A z3H T
(9.6) 2-BREWE-4-[2-(5-E2¥x)Fed]EolE.  §3 >250TC.  CGHBrNOPSol thgt &4 AAbx]: C:
29.65; H: 2.18: N: 4.32. AFA: C: 29.47; H: 1.99; N: 4.16.
A 6. dFuEU Fo] 2-3 =2A W E-5-0] AR E-4-[2-(5-T] D E AT ) Fed | E]o}E (lmmole) o] &HS
aog F2Fe|=(1.2mole) 2 25TolA 2A1ZF &L At F& 9 AZvEI9RE 2-F22vE-
- ]J—T%_4_[2_(5_qoﬂ i—)—\—il_‘)"l—a'?]_ E]O]'ge C/\/\T;]—
9A H 2-FE2v"-5-0o] A g-4-[2-(5-HodEAE ) Fe}d [EolZe] AAd 39 ¢4 CE {3} 2-
Sz avE-5-o| AR E-4-[2-(5-E2X ) FEdElolE (9.7)S dUY. &4 160-162TC.  CpHiCINOPS +
0.45 HBroll o3t &4 ALkA]: ; H: 4.18; N: 3.76. A=x]: C: 38.78; H: 4.14; N: 3.73.

9A 1. DNF F9 2-B2RwY-5-o|aFd-4-[2-(5-HlldEAF =) Fepd [EobE (Immole) o] &S ZF
golu=(1.2mole) 2 25TCAA 12A13F & Attt F5 2 AZvEIHAR 2-Zgo|n] = E-5-9]
el 4-[2-(5-Uod X AT )FEed g o}E S AT,
9A J. cEE F9 2 olu| L gl-5-0] AR E-4-[2-(5-T D EAE ) Fe}d [-El o} (Immole) d] & RS
25Tl A 12417F §¢F =g zl(1.5mmole) & A irt. o7, T 9 IAZvEIHIAR 2-ov| mm g -5-0]
ARE-4-[2-(5-T] X~ E ) Febd g ol &S ATt

2 1&:\

3 Elo
e
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<661>

<662>

<663>

<664>

<665>

<666>

<667>

<668>

<669>

<670>

<671>

<672>

<673>

<674>

<675>

<676>

<677>

<678>

SS=50dl 10-0875335

A K. 2-otuiewd-5-0] AR E-4-[2-(5-UEd ¥ AT ) Fad | Elo}Zol] A 39 ©A CE Hgdhe] 2-
ofu| W g -5-o] AR -4-[2-(5-X 22 ) Fetd [ElolE (9.8)S dvk. & 235-237TC.  CpHiN,0PS +
0.205 HBroll thadh ¥4 AAFX]: C: 43.30; H: 5.21; N: 8.41. AZX: C: 43.66; H: 4.83; N: 8.02.

A7) HAfe] whEAY AR Aol oFgte] 22 WPS Fol, 3] IFEES AXSSITH

(9.9) 2-7}E2RlEA-5-AFEZ2HA-[2-(5-EAX ) Fepd JElo}E . CHiNOPS + 0.15 HBroll tidh #2417
AbX]: C: 40.48; H: 3.44; N: 8. C: 40.28; H: 3.83; N: 8.34.

o
(2

¥
S

©
—
e
Do
N
R
n
jur]
=
|
o,
9
=2
i)
B
o
5
Hil
Hil

B ]EobE. ClliN, OPS + 0.75 HBroll tidk 24 ALbX]:
C: 38.04; H: 3.99; N: 8.87. AZFA: C: 37.65; H: 3.93; N: 8.76.

A Ao 10.

L[2-(5-E 2 w) FAY|SAE U a[2-(-EaTm)Fepd]olaldE el AZ

A A, t-BuOH 9 5-folgd¥AEL-2-[(2-BE2E-4-HE-1-S) g ¥ d (Immole) 2] &S $-dlo}
(10mmole) & ZHF3lol] 72A17F 5 A gk, A7, T 9 AZulEIHIAR 2-ofv| -5-0] AR E-4-[2-
G-golg ¥y 2y ) Fed ]| SALE el 2-3|EEA-5-o]| a4~ [2-(5-TiE E A ¥ ) FEhd | o] vt &S
At

G4 B. 2-opn|w-5-0] AR E-4-[2-(5-YoHEAE ) FE [ SALE] AN 39 & (& % &35to] 2-o}n]
E-5-0| ARE-4-[2-(5-F AL ) FHE ] 2AE (10.1D)E IAk. &3 250C(E3]) . CiHisNOsPoll thalk &4
AR C: 46.16; H: 5.28; N: 9.29. A=X]: C: 45.80; H: 5.15; N: 9.55.

A C. 2-3|E=EZA-5-0] AR EA4-[2-(5-To Y EAF ) Feld ol nthEd] AAld] 32 @A (S % &3l 2-
B EEA]-5-0] AR E-4-[2-(5-EAE = TEH_ olH|thE (10.14)S LY. §F 205°C(E30).  CulliN0s Poll

H

st B4 AAEA]: C: 46.16; H: 5.28; N: 9.79. A=x]: C: 45.80; H: 4.90; N: 9.73.

Aoz, 4-[2-G-F2¥m)FRE]SAE 2 4-[2-G-E2im)FedlomuEs i3t go] AxT F
AL}

GA D. oMHEA Fo 5-HdETEATw-2-[(2-B 28 4-Hd-1-2) AL ]FF(1mmole) 2] &H-E 100TColA
AAZF Bk oM EANEFH(2mmole) & oA EANIE F(2mmole) B AP HT. ¢ W gEutEadY R 2-v
g-5-0| A fE4-[2-(5-Yod X AT ) Fepd [ SA}E, 2-vE-4-o] af e -5-[2-(5-Y o d XA T ) Feld |24}

= 4 2-me-5-0] AR EA4-[2-(5-To|d F AT ) Fed o] n &S AT},
@A E. 2—ﬂ1%—5—°1i$—%—4—[2—(5—ﬂOﬂ‘éﬁ*Ei)—ﬁrﬂ‘r% SN, - E-4-o] 2R -5-[2- (5T L EAE
WFHLISAE 2 2-HE-5-ol xR d-4-[2-(5-UE x AT ) FEld o] u|tiEol] Ao 39 @A CE A&
3t 317] FAFEES Ay
0.4 H0el gk 241 AXx]: C: 38.60; H: 4.81; N: 3.75. 2A=x]: C: 38.29; H: 4.61; N: 3.67.
(10.19) 2-HlE-5-0]ARE-4-[2-(5-FE A~ F ) F | 2ALE  BEIFLAY. CiHiBrNOsPoll i3k 22
AAFA]: C: 39.36; H: 4.68; N: 3.83. A=x]: C: 39.33; H: 4.56; N: 3.85.
(10.21) 2-wE-5-0]ARE-4-[2-(5-E X ) Fd JolntpE BESFAAA. CplliBrN,OP + 0.2NHBroll o
3 BA AR C: 37.46; H: 4.93; N: . A=) C: 37.12; H: 5.11; N: 8.28.
HHo g2 4-[2-(5-F 22X ) Fed]olntEe vy o] Az 4= U

F. dEre T 5y EEAT - 2-(HERoAE)F T (1mmole) 2] £HS ETEZFQ ZolA EAH 2mmol
) 2 80TelA 447 Fek Ak, T 9 ARnEadYR 2-Ef IR 2vd-4-[2-G-UdEE AT
-If—)il—i‘a' ]U]E]'EE —J—OE]E/H t:/\AT;]'

G4 G. 2-EfZFozvd-4-[2-(5-toeEAF ) Fed]oluthEe] AAld 39 &7 (E H g3l 2-Ex
ZZ0 2w El-4-[2-(5-E2X ) FEd o thE (10.22)S AUY. 7 188CT(E&). CHFNLO P + 0.5
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<679>

<680>

<681>

<682>

<683>

<684>

<685>

<686>

<687>

<688>

<689>

<690>

<691>

<692>

<693>

<694>

<695>

<696>

<697>

SS=50dl 10-0875335

HBroll thsk 241 AXbx]: C: 29.79; H: 2.03; N: 8.68. A=x: C: 29.93; H: 2.27; N: 8.30.

Mo, 4,5t E-o] aRu-o-[2-(5- X axw) Fehd ol et gol AxY 4 vk

9A H WxA ZF9 5-gEyAYe-2-F2d 3] =(Ilmmole), O EAISEE(1.4mmole), 3,4-F-Ehr]&
(3mmole) % o]AXdolW(3mmole)d] &M 100ToA 24A17F =<t 7Fdsignt. 29 9 g=2nEagd=
4,5-tE-1-o] A d-2-[2-(5-Tdd XX ) Fepd JolnthES &4 A 2A AT},

o

35
> J
b

|e-1-o] A e-2-[2-(5-t]o|d X2~y ) Fepd Jolu|thEe] AAd] 39 ©@A 5 #4835}
Fe-2-[2-(5-EaX ) Fepd ]oluthE (10.23)S IATE. CisHigN:0P + 1.35 HBroll o gk i
A AAFA]: € 38.32; H: 5.03; N: 6.87. AZX]: C: 38.09; H: 5.04; N: 7.20.

7] Azatel] mEAY AR Ao ozt e BFS vlste], 3] SFEES AxdTH:

(10.2) 2-ofme-5-Z 2 BA4-[2-(5-FAF ) FEd | SALZE . &4 250T(E8)) . ColN0sPoll thdh 23 A4t
A: Cr 44.13; H: 4.815 N: 10.29. AZx]: C: 43.74; H: 4.69; N: 9.92.

(10.3)  2-ofH]x-5-od-4-[2-(5-E 2w FetH [FAE.  CHuNO P + 0.4 H000 g &4

40.73; H: 4.48; N: 10.56. A=x]: C: 40.85; H: 4.10; N: 10.21.

M

x
B
£
(@]

(10.4) 2-op|:=-5-WE-4-[2-(5-ZAF ) FH | SAE. CHNO P + 0.1 H 00 thak £4]
39.07; H: 3.77; N: 11.39. AZ=X]: C: 38.96; H: 3.59; N: 11.18.

A

2
B
£
(@]

(10.5) 2-o}v]:=-4-[2-(5-EAF ) Fed | SAE . CHNOs P + 0.6 H000 w3t 84 AXFX]: C: 34.90; H:
3.43; N: 11.63. A=A C: 34.72; H: 3.08; N: 11.35.

(10.6) 2-op]ie-5-0)| AR E-4-[2-(5-E 2~ X 0 ) F et [ ZAME BEshaaibed. CulligN:0sBrP + 0.4 H00 oi&h
24 AAEA]: C: o 35.29; H: 4.52; N: 7.48. AZX]: C: 35.09; H: 4.21; N: 7.34,

(10.7)  2-op]=-5-3d-4-[2-(5-F 2 F = )F et [ SAFE.  CugllpN, OsPoll gk &4 A4EA: € 50.99; H:
3.62; N: 9.15. AZ=x]: C: 50.70; H: 3.43; N: 8.96.

(10.8)  2-opH|e-5-MA-4-[2-(5-E2E W) Fepd A, CullpN, 0P + 1.1 H0e wigk &4 Alxkx]: C:
49.45; H: 4.51; N: 8.24. ASA: C: 49.35; H: 4.32; N: 8.04.

(10.9)  2-opwe-5-A]F 28] A v &4~ [ 2~(

ol

SEAE)FHI]SALE . CuHiN0P + 0.3 H000 tiE B A
X1 C: 50.70; H: 5.96; N: 8.45. AZx]: C: 50.60; H: 5.93; N: 8.38.

(10.10) 2-o}v|=-5-UH-A4-[2-(5-FAF =) F L ISAIE . ClliNo 0P + 0.4 HBr + 0.3 H,00 thdk &4 7
ABX]: C: 39.005 H: 3.93; N: 9.10. ASX]: C: 39.31; H: 3.83; N: 8.76.

(10.11) 5-°0]&aF"-4-[2-(5-EAF)FI]SAE . CullN0 Pl thdh ¥4 AAA: C: 48.72; H: 5.20;
N: 5.16. AZFX]: C: 48.67; H: 5.02; N: 5.10.

(10.12) 2-ov|-5-FE-4-[2-(5-EAF¥ ) Fepd | SAE. CuliN; 0P + 0.2 HO0°] ojgh &4
45.59; H: 5.365; N: 9.67. AZX]: C: 45.32; H: 5.29; N: 9.50.

A

2
B
2
(@]

b

(10.13) 5-9)Aa¥E-4-[2-(5-EA¥ ) Febd | SAE-2-2.  CyHuNOs P+ 0.39 HBroll ojsh &4
41.45; H: 4.55; N: 4.39. AZA]: C: 41.79; H: 4.22; N: 4.04.

A

%
B
2
(@]

l

(10.15) 5-AF2IAME-2-3| =FA-4-[2-(5-E X %) Fepd ]oln|thE . CyHiN,0sP + 0.05 HBrofl w3k &4
A4k € 50.90; H: 5.815 N: 8.48. AZx]: C: 51.06; H: 5.83; N: 8.25.

(10.16) 5-F4-2-8|=FA-4-[2-(5-E2 =X ) Fepd o thE. CullN, 0P + 0.2 H00l ik 4] ALEA]:
C: 45.59; H: 5.36; N: 9.67. AZFX: C: 45.77; H: 5.34; N: 9.39.

(10.17) 5-W1d-2-3| =FA|4-[2-(5-ExX ) Fed Jo]uthE . CHpN, OPol it &4 AAkx]: C: 52.51;
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<699>
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<703>

<704>

<705>

<706>

<707>

<708>
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<710>

<711>

<712>

<713>

<714>

<715>

s=53d 10-0875335
H: 4.09; N: 8.75. A=A: C: 52.29; H: 4.15; N: 8.36.
(10.20) 2-W9-5-X 2 d-4-[2-(5-EAX ) Febd Jo|nthE HE854049 . CulliBrN,0P + 0.5 H,00] ok
B AR C:36.69; H: 4.76; N: 7.78. AZX]: C: 36.81; H: 4.99; N: 7.42.
(10.24) 2-opv|:=-5-(2-FHol|dHd)-4-[2-(5-E =X ) F eI [ SARE . CpllN0sPS + 0.9 HBrell ok #4] 7
ARX]: C: 36.125 H: 3.01; N: 7.02. AZX: C: 36.37; H: 2.72; N: 7.01.
(10.25) 2-yWdolu]m-5-0] AR E-4-[2-(5-F A F ) FE | SALE BEIFLAA . CgllyBrN0P + 0.05
HBroll thgk &4 7Al4kx]: C: 39.11; H: 5.06; N: 7.02. AZX]: C: 39.17; H: 4.83; N: 6.66.
(10.26)  2-ol A~ EF-5-o| AfF-4-[2-(5-E X ) Fepd | $AE . CullNOP + 0.8 HBrell oisk &4
AAEA] D C: 44.48; H: 5.55; N: 3.71. AFX|: C: 44.45; H: 5.57; N: 3.73.
(10.27) 2-oH|=-5-| BA 2R E-4-[2-(5-XAZ ) FH ] ZAME.  §3 245CEE3N) . CilluN0Poll ot
24 AALX € 39.75; H: 3.67; N: 9.27. AZX: C: 39.45; H: 3.71; N: 8.87.
(10.28) 2-mlgopn|=-5-0] A H-4-[2-(5-FEAF ) Fepd |54 BESF20Y . ColliBrNOP + 0.7 H0°l
gk A Ak Cr 36.60; H: 4.97; N 7.11. AZX]: C: 36.50; H: 5.09; N: 7.04.
(10.29) 2-ollg-5-o] Aafd-4-[2-(5-FEAF ) Fepd | SAE BE35ab . CglligBrNOsPell theh &4 A4
21 C: 41.07; H: 5.04; N: 3.68. AZX]: C: 41.12; H: 4.84; N: 3.62.
(10.30) 2-¢]€lo}m] m-5-0] AFE-4-[
AARA]: C: 39,515 Hi 5.10; N: 7.09. AZX|:
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(10.31) 2-¥]d-5-0|AafE4-[2-(5-E X)) FEPd | SAFE . CiHligNO; P + 0.25 HBroll digh 4 Al4kx]: C:
49.18; H: 5.16; N: 4.41. AZX]: C: 48.94; H: 5.15; N: 4.40.

(10.32)  2-ope-5-ME-4-[2-(5-2 2= E ) F et [ SAFE. CpllipN, OP + 0.5 H00] digh &4 ALk C:
46.61; H: 5.87; N: 9.06. A=A]: C: 46.38; H: 5.79; N: 9.07.

(10.33) 5-:d-2-3|=FA-4-[2-(5-E =X ) Fetd]o|HthE. CpllpN, OPell oigk &4 A4FA]: C: 48.00;
H: 5.71; N: 9.33. AZ]: C: 48.04; H: 5.58; N: 9.26.

(10.45) 2-o}n|=-5-WHE]~4-[2-(5-E2Z ) F D] ZAME. &4 196TGESN) . CHN.OsPSell oisk &4
AAEA: C: 34.79; H: 3.28; N: 10.14. AZX]: C: 34.60; H: 2.97; N: 10.00.

(10.35) 2-o}l=-5-HlA LA T ER I -4-[2-(5-FE2AF ) FeFI ] SA . §4 230C(E80).  CillsN,0P + 0.7
00 th3k 2] A2Fx]: C: 47.81; H: 3.85; N: 7.43. AZX]: C: 47.85; H: 3.88; N: 7.21.

(10.36) 2-olm|e-5-0| AL R2ASAFER D-4-[2-(5-FAF ) FEI1SAIE . §4 221°C(2).  CullN0P
+ 0.9 H00 thdk 22 A2 C: 39.75; H: 4.49; N: 8.43. AZX]: C: 39.72; H: 4.25; N: 8.20.

(10.37)  2-olH|=-5-WEA I 2R G -4-[2-(5-E2Z ) P SAME. 83 240C(E38]).  CHN.OP + 0.3
H0 + 0.1 oAl &l i3k &4 Abx]: C: 37.31; H: 3.43; N: 9.36. A=X: C: 37.37; H: 3.19; N: 9.01.
(10.38) 2-ob)-5-[(N-H &) 7}2u R A ]-4-[2-(5-EAFE ) FePd | SALE . §4 235T(E30).  ColNs06Pell
ek B4 A4k € 37.64; H: 3.51; N: 14.63. AZX]: C: 37.37; H: 3.22; N: 14.44.

(10.39) 2-o}v|=-5-o|HE| @7} 2 B U-4-[2-(5-EAF =) FE | SALE . 8 225TC(E3).  CollNa0PSoll th
S BA AR C: 37.74; H: 3.48; N: 8.80. A=x: C: 37.67; H: 3.27; N: 8.46.

(10.40) 2-o}n|=-5-0]|AX R HE]|Q-4-[2-(5-EAEN)FEI ] 2ALE . CHN,0sPS + 0.2 HBroll tjsk &4 A
AP C: 37.48; H: 4.15; N: 8.74. AZX: C: 37.39; H: 4.11; N: 8.56.
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<728>

<729>
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<732>

<733>

<734>

SS=50dl 10-0875335

(10.41) 2-oP)-5-HdE| & -4-[2-(5-E X ) F e | SAFE . CsHiN0sPS + 0.25 HBrell tigk &4 ALbA|:
C: 43.55; H: 3.16; N: 7.81. X=X (C:
(10.42) 2-o}|:-5-AHE] 2 —4-[2-(5-E =X ) F et [ SAE.  CHiN, 0PS + 0.85 HBrell ojgh ¥4 ALbA|:
C: 30.11; H: 3.33; N: 7.80. AZA]: C:

Iy

43.82; H: 3.28; N: 7.59.

0.18; H: 3.44; N: 7.60.

(10.43)  2-o}7|e-5-Z ZIGE] Q-4-[2-(5-E 2w ) Fepd [ SAFE . CllNo0s + H00 gk 4] AlikA]: C:

37.27; H: 4.69; N: 8.69; H,0: 5.59. AZX]: C: 37.27; H: 4.67; N: 8.60; H0: 5.66.

(10.44) 2-opv|=-5-t-F-HE 0 -4-[2-(5-E X W) Fepd | SAE . CuflisNo0PS + 0.25 HBroll thgh &4 A4

22 C: 39.03; H: 4.54; N: 8.28. AZx]: C: 39.04; H: 4.62; N: 8.06.

(10.34) 4,5-tHg-2-[2-(5-Exx ) Fepd oluthE.  CHN.0 P + 1.25 H00] i 24 A C:

40.84; H: 5.14; N: 10.58. AZx]: C: 41.02; H: 5.09; N: 10.27.

AN 11,

N-92 3} 4-[2-(5-¥2F =) Fepd]o]nthE g 4-[2-(5-F2F =) F e | SAES] Az

9A A, DNF Tl S (L.5mmole) B 2-WE-5-o] i E-4-[2-(5-TlolE ¥ A ) Fehd ol vhE

(Immole)®] HEFNE 25TelA 16A1%F ¢t L =W eH(1.5mole) = HE33rt. F5 9 A=ZutEa#dR

1 2-tulg-4-o] 27 E-5-[2-(5-Hold 2 A¥ o) Fepd Jo]nthE Bl 1, 2-T) v d-5-0] A E-4-[2-(5-T] o 3£ 2~

X)) Fepd oluthES Aol

94 B. 1.2-tidg-4-o]xRE-5-[2-(5-t]d XN ) Febd oluttE 2 1 2-t]wE-5-0] AR E-4-[2-

(G-HogZ Az Fepd]olwtEe] A 39 & C& H&3ld 7] 3FES AU

(11.1) 1. 2-tjed-5-0] aRE-4-[2-(5-E =¥ ) Fepd [olu|thE HES420 . CullyN:0:PBr + 0.8 Hy00l

ek B4 A4EA]: C: 39.67; H: 5.53; N: 7.12. AZX]: C: 39.63; H: 5.48; N: 7.16.

AN 12,

2-[2-(6-F2=X =) v ]9 d | A=z

QA A HEEEdE Fo 2,2 -v9 2D (Imole) o] &4E 0CAAN n-FZZHSA ML 2mole) = A 23t
g EFES 25ColA 2A1FF T wRkARY. FF 9 ARntEddIR 2,289 g d-N-SAlol =

AUtk

[>

v

=
=

%ﬂ

oo

v

(Redmore, D., J. Org. Chem., 1970, 35, 4114) 2,2'-v]3gd-N-2Alo]= WE o €| Z(lmmole,
ZAME F9o gy L¥olE % 2 2'-H¥gd-N-SAlo] =2 RE A|FX)E -30TAA god TAJE
n-5¥ ZEH(Immole)o] &Hol HHM3] 7tskgleh. A ¥ES EFES 25TA 12417 & wRkskSITE
= 9 gvEadyz 2-[2-(6-toEEA¥ ) v d ]y e S At}

G4 C. 2-[2-(6-tdExax)vg|d]dgede] HAAld 39 @A (& H&3t] 2-[2-(6-F2X ) ¥ 2]
9 (12.1). §4 158-162°C. CiHoN 50,P + 0.5 H,0 + 0.1 HBrol thdt ¥4 AXA]: C: 47.42; H: 4.02; N:
11.06. A=x]: C: 47.03; H: 3.67; N: 10.95.

A A4 13,
4,6-0uQ-2-(FAF eu|EA W) A el ele] AZ

GA A, AEEEAR Fo 2.4,6-F2d(Immole) 2] §HS 80ToNA 12413t F<F NBS(5mmole) ! oz <
Abo]l=(0.25mmole) & A 2aict. whE EFES 0CE WZstal IHES oY), oAe AFEHAIH
th. FErEaYYR -2 RdE-4 6-tiEsads a9

)
lﬁmﬂﬁ

By

DA B, EF< 39 rdd sleE2EAMEEAEYOE(Imole)d 8RS 0CAA F423IIIEEF(L. Immole) =
@3 3 168 Hof 2-BEudE-4 6-tirEy g d(Immole)S 7F5IAT. 3AIZF -, ¥bs EFES] & 4

AzvtEaggd 3 2-tgizAz-mE-4 6-tHEdFgdS I
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<735>

<736>

<737>

<738>

<739>

<740>

<741>

<742>

<743>

<744>

<745>

<746>

<747>

<748>

<749>

<750>

<751>

<752>

SS=50dl 10-0875335

97 C. 2-teldxxievE-4 6-tiudsede] AAle 39 @A (& 283t 4,6-tIvd-2-
AdE) I Ed (13.1)S Iyt §3 109-112C.  CHNOP + 1.0 H,0 + 0.5 HBroll th3h &4 741@%1
37.32; H: 5.74; N: 4.84. AZX]: C: 37.18; H: 5.38; N: 4.67.

7] sgES ke W
(13.2) 2-ofv]=—4-vE-
1.6 HBroll tigk 24 Ak
AN 14,
Hog-5-ERE2ed-2-FAX A FYo|EQ AZ

THF 9] tolg 2-FerHEsEuo] = (lmole, AAld] 18] ) ColX Al)e] Gl 78T WAAZIL, A
2 15kl AA TECA T T AR Nolaxg AR den g0 SR, 4 £Y

i
lo
fet
2
BN
o

~IRg-6-EAFE W EAMET Y, §A4 153-156C.  CioHgN:0P + 1.25 H0 +

O
[\]
o
—
—
jemm}

5.21; N: 9.84. 2A=X: C: 28.25; H: 4.75; N: 9.74.

ol
EE -78ColA 2417 et n¥tAl7|a -78C 2] THF <9 EgH-de Z2go]=(lmole)?] &doz ANedts
E3lo] 2080 24 %‘EWB} ololA], EFES -7T8TolA IAZE <t wRkAIZ|aL, 25T 12A12F &<F
WHAIFTE, & 9 A2eEOYE 3FEE (14)E 93 Sd2ZA I,

AN 15.

6-[2-(5-X2=¥ ) FFd |9 de Ax

g4 A e F9 2,6-0FZ29Ed(120mmole) ] §9S AAE FolA 60A17F B G o} F=&o
(28%, T o2 160-165TAA ATttt & 9 ma=znfEdgz 2-olnyx-6-FZ 23 ggds WAl 14

2A A}

94 B. p-IAd F9 2-oln|x-6-FE22Z9 YU (Imole) & 3FTE (Immole) 2] &N 3HF3lo 12417 &
ol HEHI|A(EFAEEAY) FEHE(0.05mmole) &2 A 2|5 T}, %% 9 FRalE a2 2-olu] x-6-[2-
G-yolg¥y 2~y w)Fed ]I ds S a2 AJ.

9A C. 2-ofv—6-[2-(5-Helld Az n)Febd |y et Ao 39 ©A (& #HEste] 2-ofmn-6-[2-
(b-2x)FHd]FEd (15.1)8 4k, &3 186-187TC. CoHN,OP + 0.4 HBrol thsk =4 AAEA]: C:
39.67; H: 3.48; N: 10.28. A=x]: C: 39.95; H: 3.36; N: 10.04.

GA D. oMAEL F9f 2-obun-6-[2-(5-Tlol B E 2 )Febd |98 d (Immole) ©] &S oA EAL Fo] HF
SA(IN, Immole) o= 25ColAl 0.5A1ZF &< Attt ST ¢ ARvEIYIRE 2-opr|n-5-H 2 F-6-[2-
(G-velgzazyw)Fetd]ged 2 2-opw)e-3 5-tH2 R -6-[2-(5-te g 222 ) Fepd |92 dS At
74 2-oh) e-5-H 2 B-6-[2-(5-T D £~ E )]y 9 2-obw] -3 5-t] R B-6-[2-(5-T] | &
wFgd e del AAld 39 @A (E A&l ] JFEES AU

(15.2) 6-oln|=-5-B 2 W-2-[2-(5-EA¥)Fetd [J . ClHBrN, OP + 0.7 H,0 + 0.9 HBr + 0.12PhCHsoll
ek B4 AAX]: C: 28.44; H: 2.73; N: 6.74. AX]: C: 28.64; H: 2.79; N: 6.31.

m o

(15.3) 6-o}m=-3,5-0H2R-2-[2-(5-EA¥ ) Fed |dgld. &4 233-235C. CoHBroN.,0,P + 1.2 HBrol
sk B4 AAEX]: C: 21.84; H: 1.67; N: 5.66. A=x]: C: 21.90; H: 1.52; N: 5.30.

9A F. DNF &9 2-o}H]%-3,5-t{H2R-6-[2-(5-tdd X A~¥ v )-Fed ]I g d(lmole) 2] §4& EFE
(B E(1.2mmole) ¥ HEZIVA(EALELT) ZEHE(0.2mole) & 85TolA 4413 &<k AT, =
U 9 geeeEadu R 2-opn] -3 5-H| A2 (0] d)-6-[2-(5-Ho ¥ ¥ A X ) FEd 9 dS AT},

_G. o€ olAEIolE T 2-oln| -3, 5-H| (M) d)-6-[2-(5-H o E EAE ) FE ]9 2 (Immole) 9] &
‘%‘% FAa 1719 2 25T shelld 12417 B¢ ZEbE/HAa10n) 2 Assit. o3, Fu 4 ﬂiﬂ}ElﬂM

2 2-otu -3, 5-Hol g -6-[2-(5-UNE LA x ) FEpd [T d S dA).

9A H.  2-op)=-3,5-t]ol Ed-6-[2-(5-T] el  E ~ zi)—ﬁrﬂ}é o] AAle 39 GA (5 #&3te] 2-obv]
.13‘__3,5_]:]01]%_6_[2_(5_:‘1—1__)_\_:{;5‘_)‘1‘a'El_ J’]E]T‘;]__ 4 c:)\AT;]' %Xd 217_2180C C13H17N204P + 07 Hzo +

1.0 HBrol ok #24 A4kx]: C: 40.06; H: 5.02; N: 7.19. A=X: C: 40.14; H: 4.70; N: 6.87.

Ei m
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<753>

<754>

<755>

<756>

<757>

<758>

<759>

<760>

<761>

<762>

<763>

<764>

<765>

<766>

<767>

<768>

<769>

<770>

SS=50dl 10-0875335

GA 1. 48% BE352AH4.dmmole) F9 2-o}u|:=—6-3]ZH (Inmole)d] & HS ‘%BMO)OEOTﬂﬁl

[e)
Az Bt Agstdrr.  olo]A, olANUEF(2.5mmole) ] F&AS pta, WS EIES 0TolA 0.54%F
ot Agedrr.  ololN, FAFIEF(9.4mmole) FRAS Jleta, WS EFES 25T W 1A17E 59F ik
NAY. %3 2 g92uEddyE 2 3-tHEr-6-192e 9 2 3 5-EgHE2R-6-vZUL A},

94 J. 2,3-gBR2R-6-3ZFHo AAd 159 @A BE 83 S A 39 &4 (E &3] 5-HER
- E-6-[2-(5-E2F =) Fed 198 d (15.5)S AUk, §4 207-208C.  CyHoBrNOP + 0.6 HBroll o3k &

A AR Cr 32.76; H: 2.64; N: 3.88. AZX]: C: 32.62; H: 2.95; N: 3.55.

at7] SteES 7] Aabl mEAY B34 S ol &ate] ofghe] WA S st Akl

(15.6) 2-[2-(5-Txxw)Fad]dgd.  §3 220-221C.  CHNOP + 0.1 HO + 0.45 HBrol oig ¥4
AlAA] D C: 41.05; H: 3.31; N: 5.32. ASX]: C: 41.06; H: 3.10; N: 5.10.

(15.7) 2-oPa-3-UE=R-6-[2-(5-X2x ) Fepd ] d.  §4 221-222C.  CoHgNjOsP + 0.55 HBr + 0.02
PhCHzoll th3t 4] AALX]: C: 33.12; H: 2.65; N: 12.68. AZx]: C: 33.22; H: 2.43; N: 12.26.

(15.8) 2,3-tJoju|-6-[2-(5-E X)) Fepd |9 gd.  §3 150-153C.  CoHpN:0,L + 1.5 HBr + 0.05 PhCH;
of thak A A C: 29.46; H: 3.15; N: 11.02. AZX]: C: 29.50; H: 3.29; N: 10.60.

(15.9) 2-E2=2-6-[2-(5-EX2=x)FHd|TEd. §4 94-96TC. CH,CINOP + 0.25 HBrol| wigh &4
2. C: 38.63; H: 2.61; N: 5.01. AZX]: C: 38.91; H: 3.00; N: 5.07.

(15.10) 3,5-HEF22-2-[2-(5-22¥X)Fed 9. §3 180-181TC. CoHeCLNOL + 0.7 HBroll thgh &4
AAkA] D C: 31.61; H: 2.01; N: 3.94. ASX]: C: 31.69; H: 2.09; N: 3.89.

(15.11) 3-EZE2-5-EfEFoZvE-2-[2-(5-22x )] gd. §5 253-254C.  CyHCIFNOPo o
A AALA]: C: 36.67; H: 1.85; N: 4.28. AZX]: C: 36.69; H: 1.89; N: 4.30.

=
A

(15.12)  2-opm|:=-3-old-6-[2-(5-2 2 )Fetd g ed. &3 220-221C.  CyHpN.0,L + 0.6 HBr + 0.2
H00l th3F 24 AAbx]: C: 41.24; H: 4.40; N: 8.74. 2ZX]: C: 41.02; H: 4.57; N: 8.68.

(15.13) 6-o}m|e-3-ole-2-[2-(5-2 =2 ) Fepd ] 2d.  CyHpN, 0P + 1.0 HBr + 0.3 H00l tist 4] 7
2B € 37.27; H: 4.155 N: 7.90. AFA]: C: 37.27; H: 4.19; N: 7.51.

(15.14) 6-ofv|x=-3-Z2E-2-[2-(5-E ¥ ) Fed 9. §4 252-253C.  CpHisN:0,P + 1.0 HBr + 1.0
H,0 + 0.32PhCH 5ol o3k 24 AAbA]: C: 41.65; H: 5.05; N: 6.82. A=x]: C: 41.97; H: 5.19; N: 6.83.
(15.15) 2,4-dHE-3-R2F-6-[2-(5-E X x)Feid ] gd. &4 232-233C.  CyHiBrNOL + 0.45 HBrell
gk 24 AxX]: C: 35.85; H: 3.13; N: 3.80. A=X]: C: 35.98; H: 3.10; N: 3.71.

(15.16) 2-FzZZ-4-o}v—6-[2-(5-F 2 ¥ =) Fetd 2. ClN, O,PCI + HBr + 0.5 H,0 + MeOHol| th3k &
A AAFA D C:o30.99; H: 3.38: N: 7.23. AZ3: C: 31.09; H: 3.21; N: 6.96.

(15.17) 3-3|=&4-2-[2-(5-E2¥x)Febd |9gd.  CHNOP + 1.1 HBr + 0.3 CHsPholl th3t &4 A4kA):
C: 37.26; H: 3.24; N: 3.91. AZX]: C: 37.66; H: 3.55; N: 3.84.

(15.19) 2-opr|e-3-AlEF R Id-6-[2-(5-E 22X ) Febd |9 2. CpliN.0,PClL + HBr + 0.4 H00] thgh &
A AAbA] 0 C: 39,137 H: 4.05; N: 7.61. AZX]: C: 39.06; H: 3.85; N: 7.37.

(15.20) 2-o}r|e-5-Al R IA-6-[2-(5-E 22X ) Febd |9 2. CpligN.0P + HBr + 0.7 CHPholl thgh &
A AL C: 47.69; H: 4.64; N: 6.58. AZX]: C: 47.99; H: 4.62; N: 6.91.

(15.21) 5-opr|e-2-w|HAl-6-[2-(5-2 2= ) Fepd [ 2| d . ClluNe 0P + 0.2 H000 thgh 24 AlLkA]: C:
43.87; H: 4.20; N: 10.23. AZX]: C: 43.71; H: 3.77; N: 9.77.
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<771>

<772>

<773>

<774>

<775>

<776>

<777>

<778>

<779>

<780>

<781>

<782>

<783>

<784>

<785>

<786>

<787>

SS=50dl 10-0875335

(15.22) 2-Wlg-5-Alof—6-[2-(5-E2X ) Fepd ]9 d.  CyHN, OP + 0.75 HBr + 0.5 H,0 + 0.5 MePhell
)3k 24 AAFA: C: 45.84; H: 3.91; N: 7.37. AZ3): C: 45.93; H: 3.56; N: 7.36.

(15.23) 2-0}1]2=-3,5-H] A (Alobie ) —4-WE-6-[2-(5-EAE ) Febd |9 gl CullN,O,P + 0.7 H00l th3h &
A AR Cr 45.49; H: 3.315 N: 17.68. 25X]: C: 45.48; H: 3.06; N: 17.51.

(15.24) 2-F22-4-ANolx-6-[2-(5-E 23X )Fepd]FEd. N, OPCLAl tigh 4 A4bA]: € 42.20;
H: 2.13; N: 9.84. AZFX]: C: 41.95; H: 2.10; N: 9.47.

A A 16.
2-[2-(5-F2¥ =) FEd v gud F 4-[2-(5-F2¥ ) FEd v gnd e Ax
oA A —-tWEExSoln= tlug ofMg F9 5-T]EE AT --2-[(1-242) g ]FT gANE 1247

NN
T S FAZT. S 3 ARnEIRE fod 5-(2-Z2E-3-NN-tvdor| ot A 2 d-2-F o2

T DEER S

94 B. dere Fo tod 5-(2-Z&F-3-N N-t]Hdojr]n)olaH g J-2-FHF A F o ol
3 (1.2mole) @ UEF dEAL]=(lmmole) & 80TolA 12417 S %a]é} ick. Wb &9

) AFES 2o SAATE. o] FEAS HICNE 34 7)o, 7etstel SFAHT. &

E2903 g7 FIAIA 2-opne-5-Z2FA4-[2-(5-oEBEATE ) Fd g dS 3 uAzA A

o
-

tlo o 4
o|N

;1 e e o

T
i)
mL
%)

Ehe v d(Imole) D Eod F2gol=2 243 &
HZEA 13’—, ARES dddA Fol Fajal7|a, e vy
2 o EF-E 25T oA 12A17F B9 HEElen. F9 @ mEaleEaga 2 2-oju e-5-Z 2 F-4-[2-(5-T] 9
Exyw)Fepd g Ends At

2-o] 5= 2 A -4-[2-(5-T] D E 2 ) Fetd |9 gudoel] A 39 ©A (& #&3to] 2-o}n|
d-4-[2-(5-Exx ) Fepd]ggnd (16.1)& AU, &4 258-259C.  CiyHuN0P + 1.33 H00
AlAA]: C: 43.01; H: 5.47; N: 13.68. AZX]: C: 43.18; H: 5.31; N: 13.30.

at7] shgtEg o] dxel| wek Azt

(16.2) 2-olv]ie-5-o] 2R E-4-[2-(5-EA¥w)Febd ], §4 218-220C.  CpHeN.0P + 0.75 HBr +

£
I,
\o

o

o

)

b

o

&

il

1=

T

o

|

&

2

“ﬁ‘“

=
* 0
u

uf oo
g
=2

I,
=]

rob
M
1

= Plr v
T
[
ku

b

0.3 PhCHzoll oigh &4 AAkA]: C: 43.925 H: 5.01; N: 10.90. ASX]: C: 44.02; H: 4.62; N: 10.69.

HHo 2= O 4-[2-(5-X2x %) Fed |9 dS 517 dapd g Az = o)

GA E. S3HE 2,20 HAAld 169 ©A AR A8t told 5-(3-N N-tHEolu| )ol T 2 U-2-FHEE
Yol EE oullxA mA=M A},

94 F. ded 5-(3-NN-tHdoelr)olad 2 d-2-FH X~ Fo]E (lmmole)o] &9, YEF o FAlol=
olghg &l (2mole) R TolUd A4FA(1.1mole) S 55TCollA 2A1%F gt 7HEaith. whg EFES Wxo
A %7 A7 INHCLE Fsketint. S % AsvtEaea e -ohuled-[2-(Gorel R ) Fehd 9]¢l

udg S TAZA AU
9A G, 2-ob|x—4-[2-(5-Told ¥ ~¥ ) Fed ]I o] AAld 39 ©A (& A&l 2-ofr]-4-[2-
(5-F2Ew)Fad]vEud (16.3)2 AP, 3 >230C. CHaN,0P + 0.75 H,0 + 0.2 HBrol| tist 24 7
AEX): C: 35.48; H: 3.61; N: 15.51. A=x]: C: 35.42; H: 3.80; N: 15.30.

9A H  WEE 2 SREIXE 9 2-opvk-4-[2-(G-He g xAEm)Febd |9 2 v (Timole) ] §9&
NBS(1.5mmole) 2 25TColA 1A1ZF B9k A s, 5 9 AZvlEIIR 2-o}v] x-5- B 2 X 4-[2-(5-T] 9

ExA¥ ) Y EudS 3 a2 ATt

GA 1. 2-olw-5-HEH-4-[2-(5-ToExaT ) Fald |2 del] 2o 159 @A F & G—% g3 &,
A 39 WA B Hgste] 2-ofmw-5-o"l-4-[2-(5-ZAE ) Febd Y (16.4)S ATt
>225C. CioHis NsOLP + 1.4 H,0 + 0.2 HBr + 0.25 PhCHsoll W ¥4 Axbx]: C: 42.30; H: 5.14; N:

=

&4
12.59.
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<788>

<789>

<790>

<791>

<792>

<793>

<794>

<795>

<796>

<797>

<798>

<799>

<800>

<801>

<802>

<803>

<804>

<805>

<806>

<807>

SS=50dl 10-0875335

AZFZ]: C: 42.74; H: 4.94; N: 12.13.

(16.5) 2-[2-(5-¥2¥x)Febd ]9 gnd . 74 194-196C. CHN, OP + 0.1 H0 + 0.55 HBrol] th3h #2417
AR C: 35.27; H: 2.87; N: 10.28. A=X]: C: 35.26; H: 2.83; N 9.89.

(16.6) 2-ofv|=-6-md-4-[2-(5-x X w)Febd [ rd.  §5 238-239C. CelliN:O,P + 0.9 HBrol| thgh &
A AAEA D C: 32,965 H: 3.35; N: 12.81. AZX]: C: 33.25; H: 3.34; N: 12.46.

(16.7) 2-W9E e-4-[2-(5-F2X ) Fad 9, §4 228-229C. CHN:0PS + 0.5 H00l w3t 4 A
AFA]: C: 38.44; H: 3.58; N: 9.96. AZx]: C: 38.19; H: 3.25; N: 9.66.

=
i)

(16.8) 2-Wd-4-[2-(5-Z2X ) Fepd|Fgrd. §4 206-212C.  ClN:0,P + 0.9 H0 + 0.25 HBrol uijgh

A ALEA S € 34.05; H: 3.30; N: 8.82. AZA]: Cr 34.02; H: 3.06; N: 8.75.

l

(169) 4,6_‘:] Uﬂ%—5—.‘ii£'_—2 [2 (5 iii.‘t)—ra’é J}E]U]‘;] ‘%@ 251_252°C . CloHloBI'NQO4Poﬂ EH?_]_' Tv‘:_"}—\j,

AXEA]: C: 36.06; H: 3.03; N: 8.41. AZX]: C: 35.89; H: 2.82; N: 8.11.

(16.10) 2-o}n|=-5-F 2 Z2—4-[2-(5-F 2T ) Febd ]9 gnd. CH,CIN; OP + 0.5 HOol thgh 24 AAakxA]:
C: 33.76; H: 2.83; N: 14.76. ASX]: C: 33.91; H: 2.86; N: 14.20.

(16.11) 2-ol|:—6-HEH e—~4-[2-(5-E X)) Fetd [F v, CloNs0,PS + HBrol gk &4 AAFA]: C:
29.36; H: 3.01; N: 11.41. ASX]: C: 29.63; H: 3.02; N: 11.27.

(16.12) 2-o}n| =-5-H 2 R-6-W|HE] 0 -4-[2-(5-Z X =) Fepd |F 2 vd . CHN:0,PSBr + 0.8 HBr + 0.2 MePh
of gk
(16.13) 2-o}v]e-(4-R 2 Zg|y)—4-[2-(5-E 22 w)Fepd (g gud.  §3 >230C.  CpHN,0P + HBr +
0.05MePhell w3k ¥4 AAX]: C: 36.02; H: 4.01; N: 13.61. A=x]: C: 35.98; H: 4.04; N: 13.33.

A AAbx]: C: 27.80; H: 2.56; N: 9.35. A=X: C: 27.74; H: 2.40; N: 8.94.

i

(16.14) 6-olr|x=-4-FE2E2-2-[2-(5-E2Ex)Fd]ggud.  §3 >230C. CHN:OPCl + 0.5 H00l that
BA AAEX]: C: 33.76; H: 2.83; N: 14.76. A=x]: C: 33.83; H: 2.54; N: 14.48.
AN 17.

(17.1) 2,5-gdg-3-[2-(5-X 22X ) Fgd |22, 3 212-213C.  CyllNo0P + 0.75 HBroll tjdt 24 A
Abx]: C: 38.15; H: 3.76; N: 8.90. A=x]: C: 38.41; H: 3.93; N: 8.76.

ki

(17.2) 2-F22-6-[2-(5-E2xx)Fepd]9akz.  §4 204-205C. CgHsCIN,OL + 0.3 HBr + 0.02PhCHsoll th
3k A1 AAEX]: C: 34.10; H: 2.27; N: 9.77. A=x: C: 34.36; H: 2.07; N: 9.39.

(17.3) 2-ov|=-3-Z2F-6-[2-(5-22X ) Fepd |9 epxl.  §3 227-228C.  CyHuNsO,P + 0.7 HBrell sk
A ALEA Cro38.87; Hr 4.36; N: 12.36. AZX]: C: 39.19; H: 4.36; N: 11.92.

(17.4) 2-o}mx-6-[2-(5-T2AT ) Fepd ] 7. 8 235-236TC. CHN:0P + 1.15 H,0 + 0.03PhCHsell o 3+
B4 AALX: C: 37.26; H: 4.01; N: 15.88. A=X]: C: 37.09; H: 3.67; N: 15.51.

(17.5) 2-op|=-3-BR2H-6-[2-(5-E ¥ ) Fetd ]Ik, CHN:0 PBr + 1 HBro| sk &4 AkA]: C:
23.97; H: 2.01; N: 10.48. AZX]: C: 24.00; H: 2.00; N: 10.13.
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<808>

<809>

<810>

<811>

<812>

<813>

<814>

<815>

<816>

<817>

<818>

<819>

<820>

<821>

<822>

<823>

<824>

(17.6) 3-HlHE 2-2-[2-
3.49; N: 10.09. AZX:
(17.7) 6-o}n]|=-3-HHE] @ -2-[2-(5-EA ¥ ) F2hd ]9 2k
of thak ¥4 AAX: C: 27.19; H: 3.54; N: 8.85. AFA:
)Febd o el
C: 29.49; H: 3.04; N: 11.03. A=X: C: 29.23;

EIEEE
3.11; N: 9.67.

(17.8) 6-o}n| =—5-WEHE @ -2-[2-(5-E X%
A AR
(17.9) 6-o} e-5-HFAI 72 R I-3-F 2 2 -2-[2-(5-E =X
MePholl thgh #21 A

(17.10) 6-°}1|=-3-W e E] @ -2-[2-(5-E 22 %) Fahd |7 g2
AALX: C: 29.30; H: 3.77; N: 15.18. A=x]: C: 29.03; H:
(17.11) 2-o}| —4-H|d-6-[2-(5-FAE ) Fed ] Eg o}zl

X1 C: 39.45; H: 3.16; N: 13.73. A=x):
A A4 18,
X1 dEAFERY, WEEedlEnd, HEojnylenyd o

CoHoNs0s PS + 0.3 H, 00 thdlk B4 AAkx]:

C: 34.15; H: 2.68; N: 11.62. A=

SS=50dl 10-0875335

C: 38.94; H:

ColioNs OPS + 1.5 H,0 + 1.7 HBr + 0.25 MePh

C: 27.10; H: 3.85; N: 8.49.

ColioNs O4PS + 1.1 HBr + 0.05 MePhol whh &
H: 2.79; N: 10.87.
i’—i‘a' J’]E]'X CngNgOﬁPCl + 0.3 HBr + 0.04

2t C: 34.20; H: 2.90; N: 11.21.

UI-E%?—O& . CgH13N4O4PS + 0.8 HBroﬂ EH‘;‘J‘ T":_L}S}
3.88; N: 15.08.
C13H11N4 04]3 + HBr + 0.1 EtOACOﬂ EH% 'H\fﬁ 7:”)1\__

C: 39.77; H: 3.26; N: 13.48.

Hesterdoln| =9l FAAY] Ax

4-EE

oA A
Hulo]E(1.2mmole),
w2 Ax2ARAY. JARE
94 B. EtOH:H.09 2:1 &£3&
NaOH(3N, 3mmole)Z A 2|slal, ¥WH-$ES 60TAA 443t

i, AR aAE Aqas

ES FE319] 2-[N-Boc(o}r]| ) ]-4-

pH 52 ZF3}A7]a Z3) %Ask] 2-[N-Boc(obn] )]
AATh.
24 C.  CHCl(5ml) T2 2-[N-Boc(obv]i=)]-

(4mmole) & A-2o|A =& 3sFAT}.

0ColA CHCly(5ml) %2
A=
o] 2-[N-Boc(o}m] )]

4AIZE Rk & e a s
ol g (sl ==

Upes deez AeAla, it
—4-t] 9 Eiﬂ A7tE R JE oS

AElz AANE ) AR AAF sk

Al 7] A,

Mo
o

A (5nl) £ 2-[N-Boc(e}H] )]

371

9 FRulE g2 2-[N-Boc(o}r] )]

9A D. g Gn) 2 EETFRMNELNGN) F 2-
BYEol=(Immole) % o}<(0.1mmole) o] &NS 0T 117
A A, S, F& 9 AZvEIY IR 2ol 4-T]o|e ¥ 1 ¥
GA E. 2-olux-4-TodEAFE W EATLZH JE] o} A

| EAFFZ R UEo}E (18.1)S 1AZA dUTh.
25.22; H: 2.96; N: 11.76. 2AZ=x]:

DA F. CHCly(5ml) F9] 2-[N-Boc(o}m] )]

A AR ZE B BE(2mole) 2 AP st 9 @ &= o-

SHEAAERY Y 4T e S A 72 A )

1,4-054H56ml) F9] 2-olu|e—4-o EA 72 R JE]o}E (Immole) 2] &8-S A0 A t-t-F& g2
mwmammm)gDmmammmﬁéﬂaaﬁﬂ— %%%EZW%}%%EWW} =

(10ml) << 2-[N-Boc(o}v] )]

EQ WA ZI T

-4-7F2 B A g o}Z (1mmole) o] &HS A2
¥d FEgol=Cmole)E A3 t}e g d(F=E2AHE)EAFYO|E(2mole) & A g
“4-gofd I AT v EA T2 R IE|o}ES 3 A

F3 >240C(E3h).

e

-4 EAF}EZRY  E]o}ZE(1mmole) 2

HHS-ES 0CE W¥Zhslal, 3N HC1=E
-4-FtE2EAEo}Z S WA TA 2 A

o,

deEds Hod F2gol=
i AZA AT, FFES CHCL(5ml) o &3)

D (2mmole)2] &-o

i

oA 4A7F Fet, HE-ERdE
Bl >, F&
odgA Art

[N-Boc(o}H] ) |-4-Cl A D E A e 5 A
FoF nWkA7] AL,

MEAERdEelES aARA 29

)
fhn 5N

AAlel 39 @A CE A&38to] 2-opv]i-4-%
CsHNo0sPSOll T gh 41 AkA]: C:

C: 25.30; H: 2.86; N: 11.77.

“A-T] Y ZAF W EAFFZ R HE o} (Immole)d] §HE 2120

[N-Boc(o}r| =) ]-5-B 22 -4-T]JE T AT -1 E



<825>

<826>

<827>

<828>

<829>

<830>

<831>

<832>

<833>

SS=50dl 10-0875335

AZIERIEoLES QXM QUdBA Aar, AArjd] 182 wA Dol o]ojA HAld 39 WA CE A83}o 2-
olH| =-5-B 2 H-4A-EAXL-HEAZFIZ2HYE LS (18.2)S A=A LU}, 4 >230C(E).
CsHeNoOsPSBrol] thgh A1 Alxkbx]: C: 18.94; H: 1.91; N: 8.84. A=x]: (C: 19.08; H: 1.76; N: 8.67.

o4 G. DMF(5H11) 9 2-[N-Boc(o}] ) |-5-H 2 K —4-T] o H A | FA] }Ei‘éﬂo}i(lmmole) 4 g2
2HA(EYHALdE2a)Z 5 (11)(0. lmole) o] &H& EFEME)H(2.5mole) 22 Ak, &S 60
Toll A 2A17F J‘ wkelit, &nlE AAst, FFES EtOAce ¥, & 5ml F< NaF 2mmol3} €A 14]
K ol A “\] E} F% 9 J=2vEIHIE 2-[N-Boc(o}] ) ]-5-Hld-4-T N E 2 A X W FA| 7L 2 H H E]

94 H.  MeOH(5ml) 59 2-[N-Boc(o}H|:)]-5-Hld-4-TE XA X =W EA7F 2 R JE o} (Immole) 2 10%
Pd/C(0.5mmole) o] @AENE Hy 7IH(FAD) sholl Aol 1543 st wwkAIZn. o3 3 S%z 2-[N-

Boc(ol| ) ]-5-od—~4-To|d Ex A X | EA 72 R JE| o} &S A uAZA doledl, o|RAE AAld 189
Al Dol o]ojx AAd 32 ©A (S 2 &3lo] 2-ofn| w-5-H-4-FAF W EAFIEH JEo}E (18.3)S 1A
24 AT, FA >230CGE3).  CHN 0PSel st &4 AlAFA]: C: 31.58; H: 4.16; N: 10.52. AZFHA:

C: 31.80; H: 4.04; N: 10.18.

1284 dE o~ Z(1lmmole)d] &MS F<= THF(10ml)

9A 1. F4 THF(2ml) F<] N-[H]=(WEE)Hd A

9] t-BuOK(1.4mmole)2] &Holl -78ColA 7}8ta, EIES 3087 AHAFH T, o]ojA, F4= THF(Z2ml) F9]
od o]AE| Ao E(lmmole) ] §HE 7}8tal, WHgES -7T8T oA 30&7F WHkAI7]aL, A2ofA 2417t &
oF WHkAIZY, WeES B2 AP, FE 4 EU}EZEME 2-m 9] 2 -5-(N-o| & o}u| .= ) —4-H] E-A|
FFEREEolE S M AEA AR, o|RS AHAld 189 WA B 2 CE A&3% o3 A4 39 wA C

2}
Z Agato] 2-wEE @ -5-(N-o ol i) -4-F iiﬂ]%’\]ﬂii‘éﬂo}%‘ (18.4)& A=ZA dA. §H
>200C(&#3).  CgHiNoOsPS, + 0.1 HBrol|l thdt 4] AAbx]: C: 29.99; H: 4.12; N: 8.74. AFX]: C: 29.71;
H: 4.10; N: 8.60.

A J. CHCL(Gml) F° 2-[N-Boc(olv]im)]-4-ElolE7t2 g o]E 4F Z22to|=(lmole) % I
(2mmole) ] &= -78TE WAL ILS(@) 2 7] &5 1083t WaFAZH. whea& 78Tl 302
b Wk g Aeow Jhedlgit. EFES N HCIE AT, §718S Bysta, AxA)a, B
FAA 2-[N-Boc(o}m] =) [-4-Eo}ZLH @7t 2 R4S S A=A AT,

@A K.  THF(5ml) << 2-[N-Boc(o}W|im)]-4-EJo}EE o712 54 Immole) 2] §A& -78CE Y2711
NaH(Z2mmole) & Ao & o] A3t 108 §F, ¥$ES THFGnl) T tddXaxvd EgZo]
ARG, FEF 9 AZvtE

Eo] g0 At WEES -78TelA 147 Fet anke b, B2
s 2-[N-Boc(o}r] ) J-4-tl D 2 A X e 0 7t R B0} & A
o 189 @A Dol o]o} el 39 ©@A CE HE3le 2 o}ﬂli—4—£~ii e
aA =AM DA FH >230T(Ea) . CHNOPS:ol Bk 24 AREA]: C

. C: 23.77; H: 2.61; N: 10.73.

4-[(N-Z2xedeE) 7tz d]golE, 3-[(N-ZaxredE)slenmyglolrEolE: 2 2-[(N-ZXAZwwE)7}
zntrdlyide] Az

@A L. DMF(Gml) 59 2-[N-Boc(o}H] ) ]-4-Elo}& 725 A A (Immole) o] &N& A2o)A 24A17F &2, 1-
(-t gotn =z 2 9)-3-d g2 Ht]oln=  GAA(EDCI, 1.5mmole) L 1-3=2AWREFoLE $3E
(HOBt, 1.5mmole)® A8t the tlo|d olnxmdZ AF Y o]E(1.5mmole)® sttt W&o =
= 9 Fa=vEadgE st 2-[N-Boc(oh| ) [-4-[(N-Tlo| € ¥~ e ) It 2nl R A ol £S WA A2
A Aar, A4 189] A Dol o]0} A A4 39 <A cs A &35t
2-obn e—4-[(N-EAX =wE)7l2u R A JEo}E  (18.6)S w24 uA=zA Ao, FH >245T(EH).

CsHsNsO,PS + 1.05 HBrell w3l E21 AAkx]: C: 18.64; H: 2.83; N: 13.04. A=X: C: 18.78; H: 2.43; N:
12.97.

2-[(N-ZAF eopA|e)obn| Bl opE gl 2-[(N-Z A F obAd) ot ] 2 o] A%

©A M. DMF(5ml) T9 2-otu]:—4 5-tyWEEo}lE FAE (2mmole) F Uold EAEZ oM EAH Immole)2] £
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<834>

<835>

<836>

<837>

<838>

<839>

<840>

<841>

<842>

<843>

<844>

<845>

<846>

<847>

<848>

<849>

<850>

ol & EDCI(1.5mmole), HOBt(1.5mmole) X EgoEoldl(2mmole) & Ao A 24217+ FeF A glstdy. Wb
I 35 9 ARvEIRYE Pote] 2-[(N-TEExsx ol g )olu| = ]-4,5- ‘:]”ﬂ%]ﬂo}a%

2A @A, ol& Arld 189 WA Dell o]ojA, HAld 39 WA CE A&t 4,5-tHE-2-[(N
T]Eo}E (18.7)2 T24A uARA AJY. FFH >250C(E&).  CHuNOPSol theh &4

C: 33.60; H: 4.43; N: 11.20. ASX: C: 33.62; H: 4.29; N 10.99.

7] BFEES A7) A AL $4A 5E olgstel of ] oRie] A& WIS ehel Az

=

(18.8) 2-[(N-xXwvEe)7t2ntnd]ded . CHNO, P + HBr + 0.67 W00 thdk ¥4 AXEA]: C: 27.20;
H: 3.70; N: 9.06. A=x]: C: 27.02; H: 3.71; N: 8.92.

(18.9) 2-[(N-Ex¥opd)olm ]2, CHNOP + HBr + 0.67 H00l thdh 24 AALX: C: 27.20; H:
3.70; N: 9.06. 2ZX]: C: 27.05; H: 3.59; N: 8.86.

(18.10) 4-oEA7FE R I-2-[(N-2E =X wobAl')obr] e JEJ o}, Cll;pN, OPSell thgh #4] AlLkA]: C: 32.66;
H: 3.77; N: 9.52. AZX]: C: 32.83; H: 3.58; N: 9.20.

(18.11) 2-o}|-5-HEFA-[(N-EAE=wE)7t2und]EelE, 3 232T(E3H).  CHNOPSBr + 0.15
HBr + 0.1 ko] dgk &4 AAbx]: C: 19.97; H: 2.56; N: 12.48. AZX]: C: 19.90; H: 2.29; N: 12.33.
(18.12) 2-opn|w=-5-(2-Elold)-4-[(N-EA¥ e 7tEnt R d JElols. &3 245TCT(Eal).  CHNs0PS, +
HBr + 0.1 EtOAcoll T3t &4 AAbx]: C: 27.60; H: 2.91; N: 10.27. AZX]: C: 27.20; H: 2.67; N: 9.98.
(18.13) 4,5-UZF22-3-[(N-¥2¥Hd)72nl2d o] AEo}Z, §4 189-191C. CH:N:0,PSClol T3l £
ALk € 20.63; Hi 1.73; N: 9.62. AZ2]: C: 20.43; H: 1.54; N: 9.51.

(18.14) 2-o}e-5-H 2 R -4-{[N-(1-Z X x-1-Fd) |72 R d teo}Z. 4 >250C. CyHiN;0,PSBrell
gk A AR C: o 33.69; H: 2.83; N: 10.71. AZX]: C: 33.85; H: 2.63; N: 10.85.

(18.15) 2-o}m%—-5-(2-H o d)-4-EAZ =W EAFFZ R HE o} E . §4 >230CT(23]).  CHN0PSol thdlh &
A AR € 33.75; H: 2.83; N: 8.75. ASX]: C: 33.40; H: 2.74; N: 8.51.

(18.16) 2-ol|=-5-MlA-4-FAF =W EAFI2 R LElo}E . §F >230T (). CppHpN0PSoll thak B2 A
X1 C: 43.91; H: 3.99; N: 8.53. AZA|: C: 43.77; H: 4.03; N: 8.25.

(18.17) 2-"dE-5-wRoln| —4-E A X | EAIZFE R e oL, GHN,OPS, + 0.2 HBrol gk &4
ALk € 26.74; H: 3.59; N 8.91. AZx]: C: 26.79; H: 3.89; N: 8.89.

(18.18) 2-oju|-5-oE-4-[(N-Ex¥=WE)7t2n R |EolE. §H 180C(E3). CHpN0P + HBr + 0.4
CHCly ol thgh A AMEX]: C: 23.49; H: 3.67; N: 11.18. A ZF=A]: C: 23.73; H: 3.29; N: 11.42.

(18.19) 2-otv|-b-o|AZ R A-4-[(N-EAF erg)7h2ut R A JE|obE . 247-250TC  CHuN,OPSell ok &4
AAEA] D Cr 34,415 H: 5.05; N: 15.05. A=X]: C: 34.46; H: 4.80; N: 14.68.

(18.20) 2-ol|:=-5-0] AT RA4-FAX =W EAJIZRYE0}E . §3 >230TC.  CaHlNo0sPSell thdh #24 A2
A € 34.29; H: 4.68; N: 10.00. AZX]: C: 33.97; H: 4.49; N: 9.70.

(18.21) 2-opr|-5-Hd-4-E A X W EAFF2HHEo}E,. 4 >230C. CyHpN0sPSell tidt &4 Axkx]: C:
42.04; H: 3.53; N: 8.91. AFA: C: 42.04; H: 3.40; N: 8.72.

(18.22) 2-olM|e—4-FAX =W EA 2RI EALE . CHNOs P + 0.09 HBroll thdlk &4 AAbx]: C: 26.18; H:
3.12; N: 12.21. A3 C: 26.29; H: 3.04; N: 11.90.

(18.23) 2-o}m=—6-[(N-¥AE ol E)obr] =32, CHNO P + 1.1 HBr + 0.25 MeOHell w3l &2 At
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<851>

<852>

<853>

<854>

<855>

<856>

<857>

<858>

<859>

<860>

<861>

<862>

<863>

<864>

<865>

<866>

<867>

<868>

SS=50ol 10-0875335

X1 C: 26.54; H: 3.72; N: 12.80. AZX]: C: 26.79; H: 3.63; N: 12.44.

(18.24) 2-ob|-5-HE-4-[(N-EAZdE) 7 2ulR A JE|o}E,  §3H >250T.  CilyN,0,PS + 0.06 EtOAcell
ek B2 AR C:29.22; H: 4.12; N: 16.38. AZX]: C: 29.03; H: 3.84; N: 16.01.

(18.25) 2-otM|-3-H2X-6-[(N-E2X ol E)otu =], CHNOPBr + 1.25 HBr + 0.8 EtOAcol &k
B2 AAEA]: C: 25.43; H: 3.48; N: 8.72. AZX]: C: 25.58; H: 3.71; N: 8.56.

(18.26) 2-o}H] -3 ,5-UH 2 R-6-[(N-EAEX ol E)olr| |3 2Jd . CHN:O,PBr, + HBr + 0.5 EtOAcoll ok
BA AAEX]: C: 21.03; H: 2.55; N: 8.18. A=X]: C: 21.28; H: 2.55; N: 7.91.

o

(18.27) 2-ol|x=-5-WE—4-FE A X =W EA 72 R JE]o} = <A 230C (). CeHoNoOsPSell  th3k A
ALEA: C: 28.58; H: 3.60; N: 11.11. AZX]: C: 28.38; H: 3.49; N: 11.10.
(18.28) 2-opn|:=-3,5-toe-6-[(N-E=F wolAe)olr| =] gl . CH N0 + Hell sk MS AXEX]: 288

A2 288.

)

(18.29) 2-opM| -3 5-HHEZR-6-{[N-(2,2-TJHER-2-X 2~ )olAd Jopn e} eld . CHN;,O,PBry + 0.5
HBr + EtOAcoll ti3dh &4 A2bx]: C: 19.56; H: 2.16; N: 6.22. A=x]: C: 19.26; H: 2.29; N: 5.91.

(18.30) 2-o}0|=-5-0| AL 2 HA-FI AT LHEATZRYSGAIE . ClN, OP + 0.2 HBroll it 224 A1)
C: 34.27; H: 4.75; N: 9.99. AZFX]: C: 34.47; H: 4.84; N: 9.83.

(18.31) 2-opv]e-5-[1-(2-A ZF2 A AW ) Bl d |- 4-E XX v S A 72 W E] o} 4 230CE).
CulligN:OsPS + 0.1 HBrofl ok #4241 7Al4kx]: C: 45.89; H: 5.25; N: 7.64. AZX]: C: 45.85; H: 4.96; N:
7.44.

(18.32) 2-olm|:-5-[1-(4-A o} ) RE L |-4-Z AZ - EAFF 2R HEo}E . §4 230C(E3).  CioHioNs0sPS +
0.25 HBroll thak ¥4 AAFx]: C: 35.80; H: 3.08; N: 12.53. A= C: 35.92; H: 2.99; N: 12.20.

(18.33) 2-oju]:=-5-HE-4-EAF =W EAFF 2R ISALZE . CHNO P + 0.15 HBroll w3t &4 Aakx]: C:
29.03; H: 3.71; N: 11.28. ASX]: C: 28.98; H: 3.66; N: 11.21.

(18.34) 2-o}v|:=-5-[1-(4-Alo} ) FE |4-EAX =W EAFF 2R DEo}E . &7 230TC(H3).  CiolluN0sPSell o

3 BA AAEX]: C: 37.62; H: 4.42; N: 13.16. A=x]: C: 37.23; H: 4.18; N: 12.79.
(18.35) 2-olv|x=-5-HAE-4-FAFEHEAFF2RI2ALE . C N, OPell thdk 24 AAkx]: C: 41.10; H:

5.86; N: 9.59. A=x]: C: 41.16; H: 5.75; N: 9.50.

(18.36) 2-[N-Boc(o}m] =) ]-4-[(2-FEAZ ) EAFFER Y Eo}E . CH N, 0PSOl tig 24 Axx: C:
37.50; H: 4.86; N: 7.95. AZXA]: C: 37.10; H: 4.59; N: 7.84.

(18.37) 2-op|—4-[(2-E 22X )| BEAIZF 2RI [HolE slE=g HEuol=.  ClHN,0;PS + HBroll ogh &4 7
AbA]D Cro21.635 Hi 3.03; N: 8.41. A5 C: 22.01; H: 2.99; N: 8.15.

(18.38) 2-opn|:=-5-REA4-FT AT L EAFFER Y SALE . CHENO Poll g 24 AR € 38.86; H:
5.43; N: 10.07. AZx]: C: 38.59; H: 5.43; N: 9.96.

(18.39) 2-opm-5-[1-(1-54-2 2-te) T2 A |4-FAZ -H|EXN T 2R JEolZ . CHN0PSel that 24
AXEA: C: 37.27; H: 4.69; N: 8.69. AZX: C: 37.03; H: 4.69; N: 8.39.

(18.40) 2-o}M=-5-ZR2H-A-XAFX =W EAIFI2H L GALE . N, 0P + 0.35 EtOAc + 0.05 HBrof| sk &
A AAkA]: C: 37.75; H: 5.34; N: 9.37. AZX]: C: 37.69; H: 5.21; N: 9.03.

(18.41) 2-olM|=-5-Z2HA-F2X =W EA 2R HEo}E.  §F 134T (F30).  CN0PSell digh #41 A
2B Cro34.29; H: 4.68; N 10.00. AS5X]: C: 33.90; H: 4.305 N: 9.61.

- 124 -



<869>

<870>

<871>

<®72>

<873>

<874>

<875>

<876>

<®77>

<878>

<879>

<880>

<881>

<882>

<883>

<884>

<885>

<886>

<887>

SS=50dl 10-0875335

(18.42) 2-otu|-5-HE-4-E X - EAIFFERIE o}, §FH 130CGHESN) . CiHiN0sPSell tist &4 ALk
Z]: C: 38.96; H: 5.56; N: 9.09. AZX]: C: 38.69; H: 5.25; N: 8.85.

(18.43) 2-o}m|e-5-H 2R -4-FA~F W EHE| Q72 R YEo}ZE. A 230T(E).  CHN0PSBroll sk &4
AAER: C: 18.03; H: 1.82; N: 8.41. A=xX: C: 18.40; H: 1.93; N: 8.18.

(18.44) 2-olu|w=-5-(2-F}d)-4-ZE AL W EXFLERGEo}ZE.  §A 230C(E3).  CHN,OPSol thah HA
AXEX: C: 35.53; H: 2.98; N: 9.21. AZFX]: C: 35.78; H: 3.05; N: 8.11.
(18.45) 2-o}u|x-5-o|H-4-FE AT - EA 72 H DAL, 4 141CcES). CHuNOPOl o3k B4

AXER: C: 33.61; H: 4.43; N: 11.20. ASFX]: C: 33.79; H: 4.47; N: 11.09.
(18.46) 5-W"g-4-[(N-ZAZx=HE)JIEnE Y] o] n|T}h=, CellioNs0  Poll T3 4 AAFA: C: 32.89; H:
4.60; N: 19.18. AFx]: C: 33.04; H: 4.65; N: 18.84.
AA 4 19.
3-[2-(5-X 23 =) Fepd | v]EpEe] Az
A A dEE F9 fod 5-(2-0]ARE-3-N N-tudolr])ol g 2 A-2-F A F AT Y| o] E (Immole, A
o 179] A Aol wh AZ)9 &N F=ERl(1.2mole) Z 80TCA 12A417F Bt Hsit. T% 2 A=
nfE T892 4-0]ARE-3-[2-(5-T X AT ) Fed T ES AT},
94 B, 4-0]ARE-3-[2-(5-tdEAE ) Fed ]9 g Fe AAd 39 wA (S HE3d 4—°1i%‘—%—3—[2—
G-E2EX)FId]VEE (19.D)S 4. &4 210-215C.  CuHN0pPol o3t &4
5.60; N: 10.37. A=x]: C: 48.67; H: 5.55; N: 10.20.
GA C. 4-o)a¥E-3-[2-(5-yolgdx A )Fepd ]y gEo] Ao 119 @A AE A &3] 1-vE-4-o]2
E-3-[2-(5-togdz Az ) Fed |9 g &S dgr).

G4 D. 1-WE-4-o]aRE-3-[2-(G-UoExa¥x ) Feld Tt &l Ao 39 &A (& H-&3d 1-vE-4-
]i E-3-[2-(5-¥Ax ) FH 9 EE (19.2)S At CpHpNOP + 0.85 HBr + 0.75 H 00 ok &4
AR C: 39.32; H: 5.32; Nt 7.64. A=X]: C: 39.59; H: 5.30; N: 7.47.

AAd 20.
[2-(5-FAX )T 0| A ZALES] A X,

DA A, dEE F 5-UgEEATE-2-F 243 E(lmole)d) §HRE ) ==22ol7l(1. lmmole) D oA EA
UEF(2.2mmole)Z 25ToA 12A13F &<k AHEssitt. F& % AZrEdgaa 5-to'd EAE--2-F 22
H3|= S48 ATt

94 B. DIF T2 5-Hold¥XAXw--2-F24 3= A (Immole) o] €9S N-FEZ25200= (1. Inmole) &
25Tl A 12713 &< A2t FEFZ 5-HANEdEAXw-2-F 22 S A =TS ATt

_4

ﬂlﬁ F-|~

km

94 C. THoE JdHE Fo 5-fo|EdEATL-2-ZF 2R AN EF S (Imole) L o€ T2 Lo E (5mmol
e)o &9& Egddoltl(Cmmole) 02 25TolA 12A13F Tt HElsdet. FF 2 AZvfEIHIRE 59 54
FtErd-3-[2-(5-Uold A ¥ =) Fetd o] 22ALES AT,

BA D. 5-oEATERI-3-[2-(5-UAE A E ) Fehd ] o] 2 ALEd AAo 92 A Al oo A4 3
o] B & Agsle] 5-7tERRY-3-[2-(5-F A F ) Fg o] A2AE (20.1)S AUt §4 221-225T.
CsHNo OsP + 0.25 EtOHel whak ¥4 Aabx]: C: 37.86; H: 3.18; N: 10.39. A=x]: C: 37.90; H: 3.02; N:

10.05.

7] s o Axel uel Axssit:

(20.2) 5-oFAZIERE-4-ME-3-[2-(5-2 22 ) Fepd o] ASAE. &3 150-152TC.  CpHpNOP + 0.25
H0 + 0.15 HBroll oigh &4 AAkA]: C: 41.57; H: 4.01; N: 4.41. AZX]: C: 41.57; H: 4.20; N: 4.54.
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<B888>

<889>

<890>

<891>

<892>

<893>

<894>

<895>

<896>

<897>

<898>

<899>

<900>

<901>

<902>

<903>

<904>

<905>

SS=50dl 10-0875335

(20.3) 4,5-H|Z=(AFAZFERD)-3-[2-(5-2 2 ) Febd Jo] A% AE . CpHuNOPoll sk 24 AxkA: C:
43.47; H: 3.93; N: 3.90. A=X]: C: 43.26; H: 3.92; N: 3.97.

(20.4) 5-opn| =4~ EA 2R I-3-[2-(5-E 2 X)) FEPd o] 2&ALE. &4 190T.  CiHuN.0P + 0.25 HBr
o th3k A A C: 37.25; H: 3.52; N: 8.69. AZx]: C: 37.56; H: 3.50; N: 8.85.

(20.5) 4,5-B] (720l Y)-3-[2-(5-F2AF ) Fed o] A= 4 >220C.  CHNOPo| thatk EA AAl
2. C: 35.90; H: 2.68; N: 13.95. ZA=X]: C: 35.67; H: 2.55; N: 13.62.

(20.6) 4-°lEAERY-5-EEF L2 d-3-[2-(5-EAE ) Fed]o| AL, ClFNOP + 0.25 HBrol
)3k 24 AAEA: C: 35.205 H: 2.48: N: 3.73. AZ3: C: 35.25; H: 2.34; N: 3.98.

(20.7) 5-ov|x=-4-(2-F9H)-3-[2-(5-2 22X ) FEhd Jo] &SAE. 3 >220C.  CpHN.0P + 0.1 AcOEtel] o
3 2] AXA: C: 44.73; H: 2.97; N: 8.41. AZX]: C: 45.10; H: 2.58; N: 8.73.

(20.8) 4-o}n|e-5-AJobe=-3-[2-(5-E X 1w )Fepd Jo] A CllN; OP + 0.1 1,0 + 0.2 HBrell oigh &4
AAEA] € 35.18; H: 2.36; N: 15.39. AZX]: C: 35.34; H: 2.50; N: 15.08.

(20.9) 4-Alobe-5-Hd-3-[2-(5-E 2 w)Fepd o] 2GAE . CullN; 0P + 0.15 HBroll oigk &4 Alxkx]: C:
51.21; H: 2.81; N: 8.53. A5 C: 51.24; H: 3.09; N: 8.33.

A 21,

2-[2-(6-¥ =¥ =) FeHd [E|o}E£9| A=

G4 A, YddE 5-EHREARI-2-FAE AT YO|E (14) ¥ 2-HIH4- 1
S AS Hg5te] 4-oEATER Y-2-[2-(5-t Y EAE L) Feld JE|o} =
94 B. 4-oEAFIERI-2-[2-(5-te P E ) Fep JEJobEo] AAle] 99 ©A Aol o]ojA] Al 3¢
947 CE Agste] 4-7tEmRd-2-[2-(5-FAE ) Fd]EolE (21.1)S AUk, §3 239-240T.  CellN0
PS + 0.2 H000 W3k 22 Aabx]: C: 34.59; H: 2.68; N: 10.08. A=X]: C: 34.65; H: 2.69; N: 9.84.

/\]7} HdE ol AAle] 69

n& JW

AN 22.

4-(3,3-tZ2e2-3-¥A¥-1-Z2H)Eo}F] AX

g4 A, dHEA(7ml) T -(t-FE-yAd AL A)-1-ZZ2FS(Immole) 2] ENES T EAA(4A, 0.5
ek owt/wt) 2 FEtE SR A2 E(1.5mmole)Z 0CoA AT, A TIES AL 247t
B9 WREAIZ)AL, tol’ oHE(Tml) R 8Astal, AolA] 30w3F WHAFH T oy, S 9 FE2nlE Ty
g2 3-(t- T'athﬂ AL EA)-1-Z2 3 &S Tyt 0 dzA AU},

©A B. THF << LDA(1.06mmole)e] &2 -78TColA 45%7F told UEZFL2WE XYY O E (1Immole) 2]
goaoz e, olojM, WMEES 3-(t-FEUH AT A -1-Z232(1.07mole)d] THF §ooz 3
gatal, AY FAS TN F7hR 4ARE gk wnkedt. wkews dd FREEHEEVE
(2.14mmole) = ZNAslaL, RS E3EC F& 3 AZvEIHAE Poto] Yo 4-(t-FEoAdAEZA])-3-
FAEAE QI E R Y EA-2 2-T]| EF QR FH T AN Y| ES T 2dRA AT},

A C. =F4d0ml) T Held 4-(t-FEHIA LA LG -3-3F5AE| et 2R $A]-2 2-HEF e 2hd
¥ dlo]E(Imole) o] &S Ee]-n-F98 3= (1.5mmole) B AIBN(O.1lmmole) &= Hestar, A4 vhg
s 2/ Bt SR, S B ARvEIRVE HlE 4-(t-FEYALEEEA])-2,2-HEF

ZREIATYOIES T3 oAz At}

AD. WE2(Iml) T2 deld 4-(t-FEOIAd AL ESA])-

2,
S (4N, 4dmmole) & 0COA AHasta, A HIES AL
EOIR fod 43| =EFA-2,2-UEF L2 REIATYEE

94 E. oFAE(Oml) F9 To¥ 4-3|=5A-2,2-0EF L2 REX Y o]E(Imole)] &H& £ A9
(hmssr%%mﬂwmmwoi(WﬂH 0% Ay, WEES 2-X23HS(1ml) 2 AH

PO rlot el

rsi'

AF Yo E(1lmmole)d] &M

i
sukA Tk, w8 awn

o g



<906>

<907>

<908>

<909>

<910>

<911>

<912>

<913>

<914>

<915>

<916>

<917>

<918>

<919>

<920>

<921>

SS=50dl 10-0875335

9A F. Bod Zagol=(3ml) £9 tod 3-7l222-2 3-t)Z220 222 I ¥ AT Y o] E(Imole)o] §HE
2A12E Bot 7S REAAY. RS ES SR AN, IFES tdd dHZ(Iml)o] &34l W tolx
e (10mmole) o] el &N oz 0Tl 3027t Astt. HBro] oFAEAL &H4(30%, Iml)S wHSEo| 7}
ki, A fAS AL 1A B AHetgdnt. W

3 & SHE A=A, FEes THF-EtOH(1:1,
SmDell 88217131, Elef-eot(lmole) 2 Al A W EEs 75T AZ g¢k 7tdssltt.
& 3% 9 ARvfE v R 2-obu]m—4-[1-(3- 1’401]%&%;5—3,3—1’43 S@)ZEA]EolES 1A

24 Agla, olE AAld 39 @A (& HEsh] 2-op|-4- [1 =
aA=A DA, CloNa 0sPSF, + HBroll thigh &4 7%

C: 21.24; H: 3.25; N: 8.21.

rf
(ep}
[\
—
Do
&
i
o
Lo}
N
=
oo
Do
(@)}
i~
2y

,

3l7] 3EES FAREE oz AZEAUY:  2-otn]|m-5-WEHE 9 -4-[1-(3-EAEwe-3,3-4ZF Q2 ) X2 |E
o}Z (22.2). MS m/e 305 (M+H).

AA 4 23.
2-MHE| L -5-F AT EE]Q-1,3,4-E|o}t]o}E U 2-FA¥L-WHE|eHFH AZE,

DA A, THF(Gml) 59 2-vWl€E]2-1,3,4-E|o}t]o}E-5-E & (1lmole) o] &HS FASIEF(60%, 1.1lmmole)
o2 0ToA Agsta, B EFES Ao 3087 WEAZTE,  o]ojA, WSES 0CE YZA7aL, ¢
JEIXIAY-UE EZFQZueEEYXUoE(l.Imole)Z AR tt. A4 12A]7F FoF wEkA7l 3

[e]

WEES o ASURFEOR AYAAL. FF L ARchEAYE v e-5 gL T ge e
1.3,4-Elolrlol e 2 @A 29t

oA B. 2-"l€E-5-vddE AT =YY Q1,3 4-Flojr]otFol] HAlo] 39| ©@A (&5 &3] 2-HHE e~
5-EA¥wmEE 9-1,3,4-Elobt]olE (23.1)S A mARAM AATE. CHNOPS; + 0.2 HBroll oigh &4 7

© € 17.505 H: 2.64; N: 10.21. AFA: C: 17.64; H: 2.56; N: 10.00.

LeddE e X% 2N GHS 2-EaTedgE v de] FAo s dAg shr] Wy

@A C. THF 59 2,2'-"¥9gd y&3ol=(Immole)2] &84S Egl-n-FE¥X 2 (Immole) E TollE 3 E=FA]
A2 1

HEEAFUOER 0TAAM Asigivt. Y whg &A& d2oA 1847 st wukedint. F5 3 A=
PRIV 2 2-vod A e o2 ds 24 ed2A A

QA D. 2-veldxzydEE g de] AAle 39 9 C& &3t 2- JAJLuﬂgEIOJM‘a 2)&
g mAZA AUk, CHNOPS + 0.62 HBroll oidh #4 RS :
28.48; H: 3.75; N: 5.14,

AN 24,

2-[(2-22¥ ) Ed]F P A=

GA A, THF(5ml) F<¢] 2-dgdagd(Immole) ] &HS 0Col|A 40E7F LDA(L.2mmole) Z A 2] 3} T},
g FRRIAFO]E(1.2mole)E WHEE 7Ista, A WS £98 A20A 16A17F F<F nRkESITEH

o‘r_E
2 oo 2

B ¥3} dgrFos AA g 5 2 AZvEIIR 2-[(2-gdEX X )oEd ]S
SAZA AU,

9A B. 2-[@-"dgxaXw)oeld]yg|do] AAld 39 &7 (& FL&3lo] 2-[1-(2-EAZ W) Eld ]y g
o (24. D)8 2 aA2A AT - 160C(E3) . MS m/e 184 (MtH).

AN 25.
5-[2-(6-2¥ 5 )FH I HEHE] AZ
SA A, 0C=Z ¥ZE DNF Iml F9 HEZZ=(Immole) ¥ 235 KC0:(1.5mmole) o] 5o wld S22

g ol 2(1.2mole) S 7Feka, A4 BFES 3087 0CAA Wk ohg ALdA 16417 Eob wuaalct,

o
E
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<922>

<923>

<924>

<925>

<926>

<927>

<928>

<929>

<930>

<931>

<932>

<933>

<934>

SS=50dl 10-0875335

e B % U= A4AAG. FF P ARREaduNE 2-0ASARHERES B 092

28 2

B. delg olel= 3ul Fo 2-wldSAI D H EZE(Immole) 3 TMEDA(2mmole) o] -&Yoll -78Col A 4k
= Hlg WAAI(-78CT) HelE H=

N

9 n-BuLi(lmmole)S 7}atith. ©]& -78CelA] 5&xt nRkAIZL
2ml 9 (n-Bu)sSnCl(lmmole) o] &oo] 7FabGivh.  -78°ColA 30&3F wubAlZl £, & 9 tlod og =2 3

ANz F= % AEvnEagye -WldSAHE--(EgFE At HEDGES 74 edwA At

24 C. EF4 3ml 59 5-20%x-2-UEeEAT =FH(Immole), 2-NAZAHE-5-(EFEebd) g EL}
Z(1.05mmole), HIEHI|=(EfHI¥E~H) Ze45(0)(0.03mmole) 2 ELSLt:E}ﬁlﬁq(l)(0.07mmole)—4 gES
110°Cel A 2041 7F R A 2T ey ol ARvETIHI R

- A S A M E-5-[2-(5-UAEEAE ) FHIHEHES IR AU

94 D. e 1oml 9 2-WALAHE-5-[2-(5-TDE ¥ ) Zed | Ee}ZE (Immole) 2 6M HCI(Iml)
o] EFES T0TE 20417 B¢t 7143 o1, SulE S sFA7]3, IN NaOHZ 7|4 o2 wHESl, EtOAc®E
FEIT. FAASE AR WED BtOACE FEIIT. o] EtOAc FEES 247 5-[2-(5-todExx

ARA A9, o] AAd 39 WA (S AL3te] 5-[2-(5-EAZx)Fed ] HED
3]

= 186-188C. CsH:NOP + 1.5 H,001 wigh &4 AREA]: C: 24,705 H: 3.32;

N: 23.05. AZA: C: 7; H: 2.57; N: 23.05

oA E.

ML DMF 5ml TA 5 [2 G-yogx Ay ) Fed g ESE(Imole), 1-22=-2-wE X2 H(2mole) 2
CollA 48A1ZF & WAIZl ohg, CHCL, ¥ B2 3MA L, Fo] &

[\
=
of
-
X
w
>,
N,
oft
252
[0¢]
(e}
(@]
fetl
N
N
e
rol
dlo
oo =
2
Ll
of\
i3
>,
)
T

9 EtOH 0.5m1E 7Fekadeh.  A2eA 1Az udk & E9ES CHLl, B 22 sAAAY. o #

| 12535 Bk 339 getal, ARvEIHIE Pste] 1-o]AFE-5-[2-(G-Tod XX ) Fepd JH E
Z 9 2-o|aFd-5-[2-(5-UE XA ) FEL HEZHES 717} QdZA A,

@A 3. 1-olafE-5-[2-(5-YdEEXAx ) Fld JHEZZE HAld 39 &7 CE AE3to] 1-ol4
[2-(5-x2xw)FedHEDE (25.2)S TAZA Atk 3 200-202°C.  CoHyN,OPoll ik 74 A4EA]:
C: 39.71; H: 4.81; N: 20.58. ASX]: C: 39.64; H: 4.63; N: 20.21.

oA F. CH,Cl, 10ml 9] 2-o] &R dg-5-[2-(5-UgdEAE ) F eI HESZE(1mmole) 2 TMSBr(10mmole) <)
THRES A 16A17F B9 WRAJATH, EulE SEATAL, FFEES 10:1 CHONG B9 E3E4 &84
713, |92 FuA7)a, ARES gEEEdAdolvl(2mole)S 71Ete] ol ECREE HAAIFA 2-o]lakE-

5-[2-(5-E2X%)F L HEZDE NN-UAZFZIA AdEFED (25.3)2 2A=ZA AJC. 3 226-228T.
CoHisNJOP + Cpp HogNell thdk EA1 AALX]: C: 55.62; H: 8.00; N: 15.44. A=x]: C: 55.55; H: 8.03; N:

15.07.

Ao 26.

TGFe 2-(-F2¥ %) Fd A HZ2WES JFE 59 u5A2(high throughput) FA
X

Tamw)Febd A% dH2YEE HYEES 246 159 87 Bk fAR P4
A=)

o AFEGIL, ol T UFE £ 26.1 B 3 26.20] IAE G5 uEHA dAS A8 AREET.

DA B.  CHLCL,(0.5ml) 9 2-F=22-6-[2-(5-Uo¥x 22 w)Fd 7 (0.0lmmole) 2 TMSBr(0.1ml)<]
o, SHAIZIAL, CHCONZ &9 9:1 £3H& 0.5ml= FAAAT. F
=



<935>

<936>

<937>

<938>

<939>

<940>

<941>

<942>

<943>

Se 85TColA 1443 &gk A8l nbg E9Es SHA7a &
2-

ZExfol=o] gM(0.25M, 0.4ml)<] T
= T2HGA6-[2-(5-E2E %) FEd ]

=
of Al 26¢] &7 BE 283t
A D. olEAd FTF0.2m1) T 2-FEE6-[2-(5-HoExax ) Fd 192 (0.01mol) 2 1-wE 3
2b1(0.2m) o] =S 145CR 2443 &<k 7Fdeigivt. &S CHLN 0.5m1 2 = 0.1ml= o 3420

ohS Dowex 1 2-100 ZEdo|E #Zl 150mgS 718kt o] EES 3087 nHke & dielal A5
DMF(2x10m1), CH,CN(2x10m1)E A= 3+ t}S CH,ONT E9] 9:1 E3&E(1xloml) = A HSFQTE. mpA|gto =z X

sl AAld 269

ne
2
>

E TFASH 9] 9:1 EFEZ 30487F wukA| 1 , AFetal, oS AT
9A B A8AA 2-[1-(4-WD) I A et D ]-6-[2-(5-E =X 2]

©A E. UL2H0.5m1) F9 3-FRR-5-[2-(5-Tolgd XA ¥ ) F e d 19 2k7(0.0lmole), 5-E ] € ~EdE
2 #(0.04mmole), Pd(PPhy), (0.00lmmole) % Cul(0.002mmole)®] EFHEL 85Tl 16A17F &<t 71d3 g
SulE SAAZTG. A FFE L CHLly 0.5m1 5] TMSBr(0.1m1)& A-2olA 16A12F Bk kA7l o,
S A7), CHONY £9] 9:1 £35 0.5ml = 3| XA AT, o] 8Nd] Dowex 1 2-100 ZEH|0]E 44 150mg<
7beta 3083F Azl F ) o]xslal xS DMF(2x10ml), CHON(2x10ml) 2 A1 3k thg 9:1 CHsCN: E-(1x10m
DE AHeFTr. mpAEo R FAZ 9:1 TFAIER 3083 whkA7]ar, oatala o g FAA 3-(2-E ]
d)-5-[2-(5-22~x ) Fehd 1980SR

oA F. tSaH0.5ml)  F9o  3-FEE-5-[2-(G-tdgx A ) Fd ]9 #11(0.0lomole), 1=
(0.04mmole), tlo]AXZHoElolwl(0.1lmmole), Pd(PPh3),(0.00lmmole) 2 Cul(0.002mmole)2] &3ES 85TCE
16A12F & 7FEeE ths, &ulE AT A AFREC AAld 269 @A BE AHEAIA 3-(1-F4l-1-
A)-5-[2-(5-E2 =X ) Fepd |9 ehxlS AT

FHEB AL EATY O E FA| O] Ax
A 6. EFA(25ml) Fo EgHd

DMAP(3.1mmole) 2] &N N, 3ol 484]
ofA =& AHAT. 7] A FAUEF dolA dxA7
2-5-EF=(30ml) 5] Lil(10.4mmol)= =
IN HC12 A& &Far, NayS0, ArelAl AzxA

SIETERET S

r
o
ne
a7
iuf

!

EE oA H O] E(30.9mmole), 2-(EHME ) e-E(10.4mmole)
49 BtOAcE 34713 IN HCle]

e Hz
o |
252
rlot
u
>
Sh0
iy
o <
i)
o
o

s 0%474 LdE OQMﬂr RS2

w Ac)
ol
k1
&
o,
=2
>
3
=
k1
IS
ot
Hu
>
S
v
J%
mb
I
(@)
=
o
fr
Lo
£
>
N
lﬂ

122, g 5FAA SEM BHed 7284 RedEIATYoES

>

SA H. =AM 2 A(2.35mm01)S T4 THF(40ml) 9 &F8har, 2083 £33 xdo= g7 u
5, BH SulE el o AAF Af& AZPSS A5t A8k, o] AAE 33 WHESISI
olojA, W3 $£XxZ THF(40ml) 2 DIPEA(21.2mmol) o FEANZHT.  FH7F Aol 1587F mukx ),

THE(15ml) <] SEM E3¥ 728A " dIz ATy o|E(WA GollA AZ)(7.1mmol), DIAD(7.lmmol) =
U2(4-F22H D) E2U(7. Immo 1) 2] §AE ANETHE o] E4E 718 et. TFHES N, BH718kA A

RGN F, FAE oj#abar, THF(3x40ml), DMF(3x40ml) & AAakar, thAl THF(3x40mD) & A o, &
AEZANA AZHE ELIHOIE 4] 3.8ga AU

SA 1. THF(100ml) T AZHE EAXUOlE 4=2(2.41mmol)o] THF F<] 1M TBAF €9 (12ml1)E 713},
I ﬂEMVJ % oFsla, $AE THF(3x40ml) 2 AHsle] Ysle Ft2EAHE I AT YO E 4
3]

9A J. 2ml WollA, e op(0.14mmol), <+4(0.014mmol), PyBOP(0.14mmol) 2 DMF(1.45ml) %9
TEA(0.36mmol) & Fatil AZolx 48A17F &<t XBAIZT.  olojx, Auld F#X& ojFsti, DMF(3x)
CH.CLo(3x) 2 AlAsEAT.  d@Eld 2= CHCL.(900p0) ] AHAEA 7] a1, TMSBr(100ux0) 9} b, 6A17F EoF

=i, EFES dFsta, FAE T HCL(500p) 2 AH L, JHs Wy FHF:AAG. dgd 5
Aol CHsCN/H0(9:1, 300p0)E 7FsSivh. 3083 1" 5, &wj& AAste] ddk= [{N-(FAF)obAd oty
)} XF FHEREGE FAAE AT SEE 26.97 A 26,119 H 26,146 WA 26.1645 o] Hxlel] whe}
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<944>

<945>

<946>

<947>

<948>

<949>

<950>

<951>

<952>

<953>

<954>

<955>

<956>

<957>

<958>

<959>

SS=50dl 10-0875335

, )5S E 26,1 2 F 26.20] A}

ofniedRZAF YOl E o] A%

DA K. 2-BEE(150ml) 9 tdd ZgonEdeZ AT o] E(37mole)d] €| Lil(38.9mmol)E 713}
ok Ny StollA ¥Rl BFAIZ] 3 &8 EtOAcE 3AA17]a, IN HC1Z M A3k, MgSO, AollA AZzAl7|a

A 57 Bevd Zeojumve

EEIL A Hell 4]
FA-A=HE

sxdolES WA mA A AT

HE-ZAF VO ES 3| =FA MY EZ e 2 =l 7

9A M. DMF(7ml) =9 A7 FA-AZYE ZgonedadIZ AT olE RxdE o ~HE(6.8mmol)o]
=2 (Bml) S 7FsSiT. A2 24A7F T AGAR F FXE oHetar, DMF(3x10ml),
CHClo(3x10mD) 2 A H 3 ok, AFdol A2AA Dotes FA-AZHE o erEdIAFTYo|E BixfE o~

HZ 832mgs LAtt.

tst sH ek stenAtte] FA-ASHE oinerd I AFYolE Hievg o iEEde] A5

GA N. 2ml QoA e 2WEdE 252 AH0.2mmol ), <=4(0.02mmol), EDC(0.2mmol) = DMF(0.5ml) <9
HOBT(0.2mmol)E ¥t A-2olAl 24A17F 5t AFGAHY.  olojx], AHgd FAE oF3ta, DMF(3x) %
(LCL(3x)E AHstgr. wel® £A2 CHCL,(5000) o] AAEA 7], TMSBr(500) ¢}t 3FabaL, 6A17F H¢F &
ettt EIEL AAHsta, FAS T CHCLG00w) 2 AHEa, oJde AT =E=2AHT. d8d $3
o CH,CN/H0(9:1, 300p8)E 7Fsldth. 3083t A& &, SulE SIAA Hete (- xdvE)7tEnsd
X3 HHEWNEE FARE It SEHE 26.120 WA 26.1455 o] Hxte] uwret FAI I, 5L
26.1 2@ ¥ 26.29] AT},

3l7] SEEL 4] Hzake dAE e IR wEt Axzso. o] SEEES WPLC(EHIS ket )
AeF FF8HAPCT Fol2)ol 9d EFAAAM, olHst 54 dHolHe= & 26.1 9 326.20] AAE.

(@]

=1

!

HPLC= YMC ODS-Aq, Aq-303-5, 250 4.6mm ID, S-5 um, 120 A A& WV A&7 AEZ 280mmol A o] &35t &Y
S

HPLC &2 2% 1.5mL/% %

AZFCED% SHAEYED (D)%HE (B)

0 10 90
7.5 90 10
12.4 90 10
12.5 10 90
15 10 90
P ghZol = 95:5:0.1 EimehS ofAEA
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<960>

<961>

¥ 26.1
: T :
‘ I \>—-><—p(c>i-¢)z
i 3 v
a4 A B | X Y’ HPLC V-1
A Aol ! Rt LIES
He | &)
26.146 H Br | NEC(O)CH, S §.58 299/301
26.147 3 Ph | NHC(OYCH: S 6.57 297
26.143 Ph H | NHC(O)CH; S 6.06 297
26.14 Ph Et | NHC(O)CH: 0 309
26.150 H H | NEC(O)CH; S 422 221
26.151 | ofchuid Me NEC(O)CE» S 6.59 369
5 Bu- Br NHC(O)CE; S 6.62 333/357
H Ph(-4-Br) | NHC(O)CH; S 6.62 3751377
N Q
Yi \>—)<—I;(OH),
A ,G§G\
8
oA A* B* X Y’ HPLC M-1
Aol Re 454
Wz (£3)
26.154 H H NEC(O)CH, 0 6.68 205
26.153 A NH; NHC(O)CH, Q 6.6 221
26.156 | NHMe g NHC(O)CH; S 3.82 251
26.157 Me H NHC(0)CH, NH
26.138 B H NHC(0)CH, NH
26.159 OH H NHC(O)CH; NH
26.160 Bu-t H NHC(O)CH; 0 6.62 261
26.161 e 3-ved NHC(O)CH, 0 6.53 283
26.162 CH:- de NHC(O)CHa o)
Ph-(2,6-
EEE)
26.163 Br o Fe-25-1% NH 4.46 292/294
26.164 Br e F225 A S 5.96 309/311
| *ASEBZIYS F9, A4S0k GE NY
¥ 26.2
Q
'N\\( * B
- G"‘G.\E
b
4 A¥ B* X D* £+ HPLC | M-1
A Xl Rt Az3
Mz ‘ )
26.1 NH; Cl Fe-25-0Y  Me o 11.06 288
262 H |OC(O)Fh|Fo-25-0YU H H 3.99 413
2,6-
tzes)
26.3 OMe H Feh-25-td] CH,0H H .34 284
264 | OMe H Fth-2,5-0 Y| C(ONH, H 8.23 297
265 | OMe H F¥e-25-09 CO.H H 9.54 298
26.6 OH H Seh-25-td] CFy  [C(ONH;| 351 351
267 | OMe H Feh25-td] CF; [CONH,| 914 365
26.8 g H  |¥e-25-0d H OMe 9.72 255
269 1ge H Feh-25-Ud H CH 4.52 241
26.10 | OH H (52509 Me 9e 3.79 253
26.11 | OMe H Fa-25-0d]  Me g .44 269
2612 | NH, | ¢l [¥H-250d] OH H 3.96 256
26103 | NH, | ¢ [¥e-25-UJd] OMe H .02 270
26.14 H OM: [Fo-25-td! glo H 722 255
26.15 H OH [F3-25-4d] g H 4382 241
25.16 OMe H Fe-25-tjdl gl H . 7.48 255
26.17 | OEt H Feb-25-Ud H H 9.72 263
26.18 | OEt H Feh-2,5-t24] CH,0H H 5.26 298
26.19 [ ¢l H Feh-25-Ud] Me OEt 7.80 283
2620 | gl H Feh-25-Ud[ Me OH 1.80 253
26.21 OH H Feh25-Ud]  Me o 3.77 255
2622 | OEt H Fe-25-1YU]  Me e 7.33 283
26.23 | NH; de  [Fd-25-0d9d]  OH H 3.94 256
2624 | NH; ds [ ¥d4 25 0d]  OFt J5 5.66 284
2625 | NH; H Feh-25-t]d]  OEt e 5.90 234
26.26 | NH g Feh-25-tJd  OH gl 3.78 236
25.27 H OEt |¥%-25-UY glg H 9.74 269
26.28 H OH [F¢25-d9 glo g 481 241
26.29 OEt H Fo-25-td 93 B 9.78 269
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S=501 10-0875335

<962> <3 26.29 AZ>
24 FCI-C X D* E* | HPLC | VI |
A9 i Rt REV|
He I & !
26.30 Br . H Fe25-ty H NO, 778 | 347/32
i 2631 | Cl H  i¥325-0di H COYOEt | 969 | 33
. 2632 | Br E  [Fet25-0d H | C(O)OEt| 9.69 1374/376 |
2633 1 Cl H  [Fo25-4dd  Me |CONH;| 372 | 315 |
2634 | Cl CF: Fe-25-tHd H CF, 9.04 ! 394
2635 1 Cl H Feh25-t]d  NH; H 4.89 273
26.36 Cl H Feh25-yd  CN H 7.93 283
2637 Cl H  [F9-25-td CH.0H H $.38 288
25:38 Cl H  [F9-25-td C(ONH, H 5.37 301
26.39 C1 H  PFe-25-t]d] C(O)OEt g 8.54 330
26.40 Cl - PFFe-25-0d H H 8.91 398
=] ofA U
(3-0}0] -
5-mE-
EHe
26.41 Ct H _¥%-25-tdl Me CN 8.22 297
26.42 Cl H [Fo25-tjd CF NH, 8.60 341
26.43 Cl H_ Fd-25 09 CK CN 8.66 351
2644 | g2 CH; (¥%-25-Ud Me Br 9.25 [ 331/333
2645 | 92 CH; [F%25-0% Me Cl 9.25 287
26.46 Br CH; [¥%-25-09d H g 5.62 [ 317319
26.47 Br Br [¥9-25-Ud H g 3.54 [381/383/
385
26.48 Br H %25t Me e 5.55 [317/319
26.49 [ NH, |$@-25-tygd] Br G 478 [318/320
25.50 Br Cl  [¥Fw-25-r]d Br g 8.38 [417/419
2551 | SMe Ph  ¥e-25-rjdl Br e 9.26 [425/427
2652 | NH, H [F@-25-09 Br e 487 13187320
2653 | NH, H [Fe-25-td] OH e 3.70 236
26.54 Br H |Fe-25-4dd  Br ge 9.64 [381/383/
385
26.55 Br H [Fes25-td  Cl e 9.64 | 337/339
26.56 H Br _[¥e-25-0]d] QIS B 5.08  1303/308
26.57 | NH, Cl_ ¥e-25-tJdl g [C(O)OMe| 3.34 332
2658 | OPr-n H [Fag25Ugd Me e 8.14 297
26.59 H OPrn_ [¥¢-25-0]d ¢l H 8.43 233
26.60 H | O(CHy):- [F%-25-t]Y Q2 H 7.82 313
OEt

<963>
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<964> <E 26.29 A%>
B* X D* ‘ E* HPLC ‘ M-1
Rt A=
&
| . ge Foa25 49| OF H 3.97 1 235
i g Fe25-0d] OPrn H 7.84 | 293
! | H  Fe-25-0]d| CH:0H H 4.36 312
H Fe-2,5-td| CH.0H H 3.58 326
H Foi-2,5-Ud| CH:0H B 413 342
H F-25-t]d] OPrn A 7.96 298
. | NH; H ¥%-2,5-tyd| OBun e 3.86 312
26.68 i OBu-t_ 392509 gl H 3.80 257
26.69 H | O(CHy)s- [F9-25-Ud o H 7.14 299
OEt
26.70 H | O(CHy:- (Ft-25-UQ QA H 457 312
Nl\/féz
2671 | NE; g2 [F9-25-td] OBui H 8.06 312
2677 | NH; Qe [¥FT-2,5-0d O(CHy): H 4.84 314
OMe
2673 | NH; H Fe-25-t]2 OBu-i ge 8.70 312
26.74 Br H Fe-25- 0] C(OWNH, H 7.68 | 346/348
26.75 | NH; gde  [Foz2s5-dd Q H 477 274
26.76 i- H FoH-25-tjd  Me gle 4.56 298
(CEz)
-0H
26.77 H [NH(CH), |¥9-25-U% g& H 4.55 284
OH :
2673 | NH; g [Fua250d| NE- H .58 299
(CE,0H :
2679 | NE- E [¥%-25dd] NH e 4.58 299
(CHa)
-0H
2680 | NH- H |®¥%¢-25-t9| CH:0H H 4.44 313
(CHz)2
-OH
2681 | NH; H |[¥%-25-09% NH- e 4.33 299
(CH»»0H

<965>
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<966> <3 26.29 AZ>
44 N B¥ x D* | E* HPLC | M-1
A Ao Rt RES]
HE (6]
2682 | NH- | H |®@-25-td| CH g 465 312
CH-
CH-
(OfT)-
Me
26.35 | NHi 25 392511 NHCH.- E 4.63 313
CH(OH)-
Me
26.84 NH- B Fe-25-Td] NH:; qdS 4.63 313
CH,-
CH-
(OH)-
Me
26.85 | NH- H Fd-25-t]Y CH,0H H 4.52 327
CHa-
CH-
(OH)-
Me
26.86 NH; H Fe-2,5-t]d NHCH:- q= 4.65 313
CH(OH)-
Me
26,87 | NH- H [¥%-25-0Y Me de 4,62 312
(CHz)s
-OH
26.88 | NH, ge  |F@-25-dd NH- H 4.48 313
(CH 108
26.89 NH- H Fe-25-t9] N = 4.48 313
(CHz)s
-OH
26.90 NH, NE- |¥%-25-01d| 92 C(O)NH-{ 476 414
{CH,);0H (CH:0H
2691 H 4 [zw25-ud] e H 6.46 310
27y
26.92 4- H Fe-25-U1YU] Me g 6.53 324
o -
zay
2693 | NH: gde [FH-25-0Ydf 4- H 6.15 325
R=ZId

<967>
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<968>

<969>

<970>

<971>

<972>

<3t 26.29 AL>

4 A* | B* X | D= E* BPLC | M-L
A9 Rt REV]
Mz ‘ ‘ (#
26.94 -+ H  =Feas5ddj NH; Ee 484 325
2=
ESE
2695 | NH: | + %a&z,sfqoel' qe | CO)-(+ | 747 1 438
RaEed REZTY)
26.96 NH: H Foh-25-0]Y] 4- 92 5.30 325
R=Zed
2697 | Me H NEC(0)CH; H E 6.58 229
26.53 H Me NHC(O)CH, H H 6.60 329
2699 | NH, H NHC(O)CH; H Cl .63 264

26.100 | NH, Cl NHC(O)CH; H H 6.63 264
26.101 H OH | NHC(O)CH; H H 6.54 231
26.102 | Me H NHC(O)CH, Me H 6.59 243
26.103 H H NEC(O)CH, H Cl 7.02 249
26.104 H H - T NHC(O)CH; H Br 8.01 [ 293/295
26.105 | Me H NHC(Q)CH, H Br 6.64 | 307/309
26.106 H H NHC(O)CH» H H 6.72 215
26.107 H H NHC(O)CH, H Me 6.54 229
26,108 | H H NHC(O)CH; Me H 6.53 229
26.109 | Me Cl NEC(O)CH, Me e 3.93 279
26.110 | CI H NHC(OXCH, [ 92 H 4.20 251
26.111 H Br NHC(O)CH, H Me 6.44 | 307/309
26.112 | NH; H NEC(O)CH, | NH-(Ph- | @& 4,42 | 401/403

4-Br)

26113 | NH, Bu NHC(O)CH. H Bn 6.49 410
26.114 H H NHC(O)CH, Et H 5.57 243
26.115 | Me Et NHC(Q)CH, H H 6.54 257
26.116 | Me H NHC(O)CH, H Br 6.55 | 307/309
26.117 H Br NHC(O)CH; H Me 6.51 [ 307309
26.118 j Me NHC(Q)CH, H Br 6.52 | 307/309
26.119 | Me Br NEC(O)CH; H Br 6.19 |385/387/

389

26.120 H H C(O)NHCH, H E 3.74 215
26.121 | Me H C(O)NHCH; B H 228
26.122 | OK H C(O)NHCH, H H 3.72 231
26122 | Br H C(OYNHCH, H H 5.02 | 293/295
26,124 | Cl H C(O)NHCH, H E 460 [ 2497251

<3 26.29] AE>
34 A¥ B* } X . D ( E* )HPLC M1
A { Rt | A3
Wy | : &)

[ 26125 | HE « H C(OWNEC Cl 5 [ 513 | 2497251
25125 | H | Br C(OHC OH H | 360 ] 3105312 |
26127 | K H C(OWEHC s E | 370 216 |
75128 H H C(OWECH: | NG, HE | 500 260
26.129 H H | C(OWHCH: H Bua | 833 271
26.:30 H OPr-n_| C(OWHCE, H E 7.4 273
26.131 | C1 Cl C(O)NECH, H H 423 283285/

287
26132 | Cl CF; | C(ONHCH; H H 3.05 | 317319
26.133 B Cl C{OVWHCH, H CF, 649 | 3175319
26.134 H Cl C(O)NHCH.: Cl Cl 720 [313/320/

322
26.135 H | C(OPh | C(O)NHCH; H H 7.00 319
26.136 H OFt | C(ONHCH, E CFs 6.65 327
26.137 | SMe Cl C(O)NHCH: H ey 5.82 | 296/298
26.138 | SMe Br . | C(O)NHCH; H e 5.40 [ 320342
26.139 H | O(®h3- | CONHCH; | e H 376

CF;)

26.140 H H CONHCH: | 92 Me 3.75 230
26.141 H Me C(O)NHCH: H E 4.96 229
26142 | Cl Cl C(O)NHCH, Cl cl 9,18 |351/353/

355/357
26.143 2l F C(OWHCH., OH iy 230
26144 | Me F C(OWHCH,; CH 4= 264
26.145 | OH F C(ONHCH, OH I ds [ 393 266

| |
[* ABD TE=EVI 1S 3%, 435h= G=NY
o9 2.
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<973>

<974>

<975>

<976>

<977>

<978>

<979>

<980>

<981>

<982>

<983>

<984>

<985>

<986>

<987>

<988>

<989>

<990>

SS=50dl 10-0875335

31514 Xol 5§89 A

Aol 27,
2-olv| -4-F 2 F e H SA-6-H 2 Rl e o}F o] Ax

DA A, EtSH(10ml) 3¢ AlCl;(5mmole)e] €ME 0CE Wzbsta, 2-o}n|—4-WEA ¥l ZE]o}Z (1lnmole) & A

Qe ERBE 05TAA 247 B AT, FW @ FER 20l d-s =S UTE o} E S
A DA ZA DA

94 B. DMF(5ml) F9] 2-o}n|w—~4-3]| =Z AW ZE]o}& (1mmole) 2 Nal(1.3mmole)9] &
WA 7 o, doldxazierd EZRo2vds ol (1. .2mole)Z gttt

RTA = Ao 8ATF &
b mykgk & RkEEo| & Y JR2uEHIE ddte] 2-otH|-A-UdHEAE e HESAMIZE}ES &
I2ZA A

GA C. AcOH(6ml) F<] 2-olr|i—4-(toE T2 F =& S A )M ZE] o} (Immole) 2] €4S 10CE WPZ+sba,
AcOH(2ml) T2 E&(1.5mmole) o2 Aok, 5H5F &, ETFES A2 2.543F &k WURAIZ Y. 34

AAES AHE T3 FAstE, (L2 AFste] 2-opi|e—4-T]o| e ¥ A ¥ - wE S A|-6-H 2 X E| o} &S
ARt
@4 D. CH,Clo(4ml)  F9]  2-opu|%-4-T]o D XA~ Y e 2 A -6-H 2 Wl ZE]o}Z (1lmmole) o] {HS

TMSBr (10mmole) & 0CellA Heakaltt.  A2oA 8AIZF FF wnker & whgES S8 fdxA7|a, AFES
EGnDd gt A8 AHES ARE S FANL EZ AN 2-ofn e4-EAX e P S A]-6-H
HlzEolE (27.D)S WA wAzA AUk, FH >220C (). CHN ,0PSBrol gk B4 Ak
28.34; H: 2.38; N: 8.26. AZFX]: C: 28.32; H: 2.24; N: 8.06.

FARHAL, 3171 SHHEES 7] AApel whel Aot

(27.2) 2-oln|eA-E AT e E S AN ZEo}E . - >250C.  CgllN; OPS + 0.4 0,001 digh &4 A C:
35.93; H: 3.69; N: 10.48. 2=x]: C: 35.90; H: 3.37; N: 10.37.

Ao 28.

2-01H|~4-F A X L HE S A-6-H 2 B-7-F 2 2HIZE|o}Z 9 AX

g
>,
=
Wl
HU
%
E
of
1o,
—
ONs
=
S
- >
L
Wl
fl
ffl
B
i,
N
jl
_(‘
b
o°
E
=
2

e)el &% 10C= Y4sta,
=; < 1o°coﬂA1 203 WREA] )AL, Ao A 0.54]
7 Eet ﬂﬂ&f\]iiv}. 23 fé%%"% 0.5A1 7k %OJ 7}2%%\1213}. AAES 35 T3 A3 (CHLLE

M) 2o m—4-W| EA-T-F 22 W REO}ES AL, 01&4011 2] 27¢] @A A, B, C ¥ DE 2 &3l 2-
O | e 4-FEAFE W EA-6-HEH-7-Z 2 F WZEolZE (28.1)& At &4 >220C(E3)). CsHN,0,PSCIBr

o] thak A AALR]: C: 25.72; H: 1.89; N: 7.50. A=X]: C: 25.66; H: 1.67; N: 7.23.
FAEHAL, Bh7] SEES 7] dakel wheh Al zsklc:
(28.2) 2-olH|w—4-EAF 4w EA-6-B2R-7-1g H

ZEJo}E.  §F >220C(#38)). CoHN:0.PSBrell o3k
B4 A4 C: 30.61; H: 2.85; N: 7.93. AZxX]: C: 30.25; H: 2.50; N: 7.77.

1_,

(28.3) 2-opm—A4-FAE-wEA-7-HEHZE}E . G4 >220T(28)).  ClNOPS + 1.0 HO0ll th3lk 22
AR C: 36.99; H: 4.48; N: 9.59. AZX]: C: 36.73; H: 4.23; N: 9.38.

(28.4) 2-0}W|e-4-E AT wH|EA-7-F 22 ZE o} §H >220T(E38]).  CHN,0PSCI + 0.1 H00l thak
A ALEA: Cro32.41; H: 2.79; N: 9.45. AFA]: C: 32.21; H: 2.74; N: 9.22.

A 29.

2-olH| e-4-F A X = HEA]-5,6,7,8-HEFHS EZUYE = []1,2-d]E|o}E 9] A=

1-
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<991>

<992>

<993>

<994>

<995>

<996>

<997>

<998>

<999>

<1000>

<1001>

<1002>

<1003>

<1004>

<1005>

<1006>

<1007>

SS=50dl 10-0875335

f

A, 3-0bM):e-2-3|EFA)-5,6,7 8-Hl EtS ERv g de] Ao 279 WA BE A §8te] 3-ofvi-2-t]
¥ w g $A-56,7 8-H Ets| =2z etdl s At

Lﬂ o

G4 B. MeOH(10ml) Z¢] KSCN(16mmole) % CuSO0.(7.7mmole)e] &o1& 220 MeOH(5ml) F¢] 3-o}w]-
-todEAF LY S A-5 6,7, 8-HlEZS =2 =2 d (Inmole) &) Ao Z AHgsdrt. ZEIES 247 &
ok 7}03%%\121#. o3, F&F 2 AZvEIYIR 2-olH| 4-T]oH ¥ A ¥ - HE S A
FUEE[],2-d]Eo}ES G4 IAZA AT}

G9A C. 2-olne—4-TE XA =HE S A]-5,6,7,8-HEHI =ZZ2YUZE [1,2-d|EJo}Fo] AAJdo| 272 ©A D
S AEst 2-op|aA-X X W FA-5,6,7, 8-HEHS| EZ Y2 E] 2-d]Eo}E (29.1)& AT FF
>220°C (F3l).  CpHisNOPS + 0.5 H00 thah ¥4 AAFx]: C: 45.86; H: 4.81; N: 8.91. A=X]: C: 44.68;

b

H: 4.77; N: 8.73.
a7) ARHBEE A7) Aadl el Az

(29.2) 2-olH|-4-X X =W FA-[1,2-d|UJZEEo}E.  §H >240C(E8).  CpHuNOPS + 0.2 HBroll st

PN

A ALEA: Cro44.15; H: 3.46; N: 8.58. A FA]: C: 44.13; H: 3.46; N: 8.59.

(29.3) 2-opn| -5, 7-T) | ’l-6-E] S Al o) E-A-FE A E | S AW ZE]o}E . §3 >240C 23, CullpNOPS, +

0.2 CH oCl,oll tigk B2 Axkx]: C: 37.13; H: 3.45; N: 11.60. 2=x]: C: 37.03; H: 3.25; N: 11.65.

(29.4) 4718 v} HUAF £3 WS olgati 2-3|==A-5-3d old oz Futate] 2-ofw]m-7-3|d-

6-El QAOPG E-4-FAF wH| EA M ZEo}FS Ak, 3 >250C(E38]).  CsHipNOPS; + 0.2 H00 thdk &

A AAER]: C: 45.38; H: 3.15; N: 10.58. A ZX]: C: 45.25; H: 3.21; N: 10.53.

(29.5) 719k vkt LF(argfst GAZE By, AcOH W, =, AAlel 339 &7 AL o]&ate] szl S A9l
Fes olgste] 2-3EHA-3 5-HFREA4-vE ofddor FWdte] 2-opw-5, 7-HF R E-6-H 9 -

4= 23 e EA I o}ES AT, §F >230C (). CoHoN,0PSCL ool g 241 Al4EA]: C: 31.50; H:

64; N: 8.16. A=x]: C: 31.61; H: 2.66; N: 8.08.

(29.6) 471& viol $LT &2 WS o] &l 2-3| =FA-4-HFA 2R ofddoR

4=F X e w| EA -6t ERAI 2 Eo}ES AT &4 >230TC (). CoHoN.OPSel  th

35.53; H: 2.98; N: 9.21. A=A:

A4 30.

2-1] =-7-H S A -6-E] LA WG E-4-F A F = W S A -HIZE| o} F,

BA A, 2-3EFAS-HEAUERZMAS Ao 279 ©@A BE AHL5e] 2-T]o|dE AT v F S A -5-1] KA
UEZAs A9t

Furaho] g-ofv -
%

4 AREA: C

(@)

: 35.56; H: 3.26; N: 9.03.

G4 B. AE Axd HHEESA HCI(10ml) 59 SnCly(4mmole) ] &MS MeOH(5ml) ¢ 2-vjoldEAEwwE
SA-S-HEAUEZAAS] W(0T) & 71edt. EFES ALow 7pesla A7 FoF WAl AT
b 2= 4 JRuEggYE 2-UYdEATE L uY S A-5-mEAold A S I

o\
g
L

G4 C. 2-YoldEAT v d S A]-5-1| EA] }é%oﬂ Aol 299 @A BE A &ato] 2-opv|—4-T]o| XN
95 A e Ao T A SAUEES R @5, Aol 279 © DR g3 2oofoleT A5 A
~E] @ AJoPH E-4-E A X W EA W E] 0 (30.1)% daack. - >170TC =) . CilioNs 0sPSyell o gt 4]

AREA: C:o34.58; Hi 2.905 N: 12.10. 23X): C: 34.23; H: 2.68; N: 11.77.
AR, 871 shetees 7] dAkl wet Azl

(30.2) 2-o}m| -5 6-T)ZF Q0 2-4-ZAZ W EAMZE0LZE,  FAH >240TC(E3).  CHNOPSFo thak HA

(e}

ALEA D C 32.44; H: 2.38; N: 9.46. A= C: 32.30; H: 2.26; N: 9.17.

(30.3) 2-O}H| -5-FFLE-7-HER-A-¥E X W FAMIZEoE.  §FH >190C(&38). CHN,0PSBrFel o st
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<1008>

<1009>

<1010>

<1011>

<1012>

<1013>

<1014>

<1015>

<1016>

<1017>

<1018>

<1019>

<1020>

<1021>

<1022>

<1023>

<1024>

<1025>

SS=50dl 10-0875335

BA AAEA] 26,915 Hi 1.98; N: 7.84. AZx]: C: 27.25; H: 1.92; N: 7.54.

(30.4) 2-oH|e-7-o| BAIFF 2R Y- 4-E 22 e SAMZEo}E. &5 >240CE3) . CulsNOPS + 0.2 HBr +
0.1 DMFel] thgh B4 Axb=]: C: 38.15; H: 3.94; N: 8.27. AZX]: C: 38.51; H: 3.57; N: 8.66.

A4 31,

2-0 0| =-7-H 2 2 6-E| QA M} E-4-FAF LW EA| Wl RE|0}E,

SA A, DNF(GGml) £9 2-Z2F 2 2-5-H2RYUEZWA(Immole) 2] &9S 0CE YzHsta, DMF(Gml) F¢] ¢l
Y3 =S AW E AT Yo E(1.2mole)2] M2 AZzd YEFAY fdo=z A, ETEES A2
16717 FoF wkakdnt, S, 3% 2 ARvEIdYRE 2-voE s erdSA-5-HR R Y ERAdS o

ATt

@A B. 2-YodE X wvESA-5-HR2RYEZAl AAjo] 309 oAl B, AAJo] 299 ©Al B 2 A A4
279l &7 DE AE35t] 2-oh|=-T-HEHE-6-E| QA|OPYE-4-E A mH| EAMIZE o}E (31.1)S d9ld. &
A >250C(28l).  CoHN,OPS,Broll whdk A AAkx]: C: 27.29; H: 1.78; N: 10.61. A=x]: C: 26.90; H:

1.58; N: 10.54.
FABL, 3] BEEES 37 Aatl we Alzsen:

(31.2) 2-0bW]we-7-F 50 &-6-E] @ A SPb -4~ 2 F 1] B A )

BN

BN

Elo}E.  §3 >136C(&Eal).  CHN:OPSF, +
0.3 HBroll thgk ¥4 Al4kx]: C: 30.07; H: 2.05; N: 11.69. AZx: C: 30.27; H: 2.01; N: 11.38.

(31.3) %71& vpol $Udg &2 WS o] &3tal 2-EFQR-4-FEE UERMA R Fste] 2-ou]i-6-2
2R2A-FAF L EAMNZE S AT, §F >250T (). CHNOPSCIol thdh 22 A2LX]: C: 32.61;
H: 2.74; N: 9.51. A=

(
(@]

©32.27; 0 2.67; N: 9.18.

(31.4) 4718 vk BAG @A WS 0§ 2-FTO R4 5UFRE UEZHMAOR SWsle] 2-0b] -
6.7-0FER-4-E AL SAMEE o} ES AT, §4 20T, CUNOPSCLo tha 24 AxA):

C: 29.20; H: 2.14; N: 8.51. AZFH: C: 29.11; H: 2.11; N: 8.36.

A A4 32.
2-0}m] 17— =S Al W-6-F| @A ope-4-EAE W EA MZE o}E ] AZ
BA A 2-FEe-s-redusEsdde AAd 319 A A% H§sle] -t e AT Y SA 52 Y

=
EzdAls A3

oA B. HH®
(0.05mmole) & 24 1719+ 2
Al-53| =EA W Hold
~7-3| = F A & -6-F]
+ 0.35 H00 o3t &

=
S (ml) 9 2-todZEzAZ WY A -5-LEUUEZ A (Immole) o] &9& 10% Z&5/&
! Tt Attt o o] TR 2-ydExXAx vy

BE A& g AAld 279 & DE A 83k 2-olH| =

AoV E-4-EAX - EAMZE}E (32.1)S I9tt. §74 181-184°C.  CiolioNs0sPS,

o

A AxkA]: C: 33.97; H: 3.05; N: 11.88. A Z=x]: C: 33.76; H: 2.66; N: 11.61.

(32.2) 2713 vpe} AT £AF WSS o] &dtal 2-ZFR4-vE YERZHMoR FWsle] 2-obn| n-6-vE

A-EAFT W EAMZE IS S AT, §H >250T(E3).  CHuNOPS + 0.2 CHLl, o thdk 24 AakA]:
C: 39.74; H: 3.95; N: 9.62. A C: 38.16; H: 4.18; N: 9.39.

b kS o] &3t 2-F R E-5-Aloke YERMAI SR Fltato] 2-ofu] m-7-A]
oS ATt §H >250TC (&), CHN:0PS + 0.9 H0ol that £ AqkA]:
9 C: 35.07; H: 2.88; N: 13.58.

AAl4 33.
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<1026>

<1027>

<1028>

<1029>

<1030>

<1031>

<1032>

<1033>

<1034>

<1035>

<1036>

<1037>

<1038>

<1039>

<1040>

SS=50dl 10-0875335

BA A, AcOH(8ml) F9] 2-UoEEAT-HE A 4-HR2H-5-FF 9 Zold e (Immole, AAd 4, @A BollA
9} 7Fo]l AZ) = KSCN(2mmole)e] €ME 10CE WBzbsta, AcOH(Gml) 9 EE(2mmole)d] &Moo =2 X759
ok, AZoA 0.5A1%F T wukek & wkg ERES S AxA7|, ARES ARvEIYIE A
2-ob| le-7-EF L Bo6-H R R -4-T] o E A 1wl S A U, AAld 279] @A DE A&3t

;ﬂo}*é g2

o 2-0 M| e-6-HER-7-ZTFQ Z2A-I AT e EAMZE LS (33.1)S AU CHNOPSBrF + 0.1 HBrof| o
A AL Co26.31; H: 1.96; N: 7.67. ASX]: C: 25.96; H: 1.94; N: 7.37.

AAd 34,

2-ohu] e-7-f F-6-E| @ Al obie-4-F 2 F | A M ZE o} 9] A X,

=
Az

GA A. DNF(5ml) F9 2-yogdEAT - EEA-5-B 2R UEZ WA (Inmole, 2-ZFO2-5-HEZ X UEZ WA
S ZHE AAH 31, @A AdAe} o] AF)e &4S EFERIE)E(1.2mole) ¥ FEHF Hlx(EHd

227) HE2H)=(0.1mole) 2 HEetn, EFES 60T=2 A3l A 6/\]71— ot AAdeig. = 9 g
U EIHIAR -l EAE M ESA-S-HHYUEZHAS Sd2A A& ths, Al 319 ©A B, AA|
o 299] &A B H AAld 279 @A DE H L5 2-ofn|:=-7-o €6 F40/\10}4—4—4*ﬁiﬂ15*1w11:40}€—
(34. D)5 Ak, - >167CEE3) . CuHpN0PS oo g &4 AlLbx]: € 38.26; H: 3.50; N: 12.17. A

=X C: 37.87; H: 3.47; N: 11.93.
frAbeE AaFE o] &3t Blr] IFEES A
(34.2) 2-0}n]=-7-Z 2 H-6-E] QAP E-4-F A =W EA N ZE]o}F S >250C(&3). CioH14N30,PS, 00l

ek B4 AAEA: C: 40.11; H: 3.93; N: 11.69. AZX: C: 39.72; H: 3.82; N: 11.50. <™ Egjidd s
}&-.

>~

>~

(34 3) 2= O]'U].J__7 (2 T%) 6- E] OA]O]'L}‘E -XX .‘lj_}i‘—u'ﬂ% ]@}_E]O]-% CMHnNgO’,BI‘PSg + 0.6 MeOHoﬂ EH%
B4 AAER: C: 33.79; H: 2.79; N: 8.69. AZFX]: C: 34.10; H: 2.83; N: 8.35. 2-Fgd EgRdEE S A}

(34.4) 2-o}v]=-6-E] QA o} E-T-(2-Elo| d)-4-FAFX v EA M ZE o}, 3 >250C(E3l).  CisHioN:04PSs
of thak B4 A C: 39.09; H: 2.52; N: 10.52. AF=X]: C: 38.91; H: 2.41; N: 10.34. 2-Elo|d Eg

(34.5) 2,5-T)ZF 02 4-HZH UEZHAS U3 o2 AHysle] 2-0lH| w-6-EL-7T-ZFQFZ-4-FF
S| EAWZE LSS dATt. §F >250TC(EE). C10H12N204P5F0ﬂ 3 B4 AAEA: C: 39.22; H: 3.95; N:

9.15. ASX]: C: 38.83; H: 3.55; N: 9.02.

(o2
oft
o
o
E

(34.6) 2 5—E1 2oR-4-BEH HEiHZﬂg
ZFQE-6-[2-(5-E| & A|olHE)Eol d |-4-E 2~
PS;F + 0.6 H00l o3k ¥4 A4kx]: C: 36.46;

FHA GAClA 2-Elold EfREEoR APste] 2-opv] -7~
I EA M FEo}ES AgT). %q >250C(E3h) . CysoNyOs
: =3

2.40; N: 9.81. A=X]: C: 36.26; H: 2.10; N: 9.68.

A Ao 35,

2-ol| = -7T- A EE2 X 2 H-G-E| QA VY E4-F A X - EA N ZEo}Ee] AX
GA A, AHE6nl) T 2-ydEXAEEWESA--H Y EZ WA (Immole, Al 339 ©A AolA e} 2
o] Alx) % Pd(0Ac).(0.1mmole) o] FE NS oHZ Fof tolxuel(1-HE-3-HEZ-1-UEZ-FolYrl 3.0g
S2HE AAG)Y &Ho2 0CAA A3t 24 20A17F FF WHEAIZL & WESES

I, JZFEe ARvEIHIE dto 2-tEx jiﬂﬂ‘%i’\] S-AEREZIYUEZWAS AL o

o 309 ©A B, AAle] 299 ©@A B, & HAld 279] ©@A DE X &3} 2—01'”]4——7—/\]%132‘;—6—5]3/\]O]'
UEA-EAFXEWEAMZE oLE BESFALAY (35.1)S AT CllpN0PS:Br + 0.1

ABA]: Cr 27765 H: 2.72; N: 8.09. FA|: C: 27.54; H: 3.05; N: 7.83.
A 36.
2o m-d-F 2 W EA-6-F R 2-7-vd HxEoLE] Ax
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<1041>

<1042>

<1043>

<1044>

<1045>

<1046>

<1047>

<1048>

<1049>

<1050>

<1051>

<1052>

<1053>

<1054>

<1055>

<1056>

<1057>

<1058>

SS=50dl 10-0875335

9A A, 2-HEAA4-F22-5-vEold o] Ao 272 ©A A D B, AA 299 w@A B, @ AA 279 wh
A DE Lol 2-olu|v-4-E AT W EA-G-F22-7-wE HFEE (36.1)S AATF. FH >250T(H
a).  CoHioN 50PS:.Cl + 0.3 H0 + 0.4 HBroll whdF ¥4 AAkx]: C: 31.20; H: 3.20; N: 8.09. A=x: C:
31.37; H: 2.87; N: 7.89.

FAYEHA, Bl7] B EES 7] AAfel weEl Alxst:

(36.2) 2-0}0]=-7-Hd-6-E] QAU EA-EZAF =W EA M ZE|0}E. 4 >250TC(E3)).  CisHN0PS, + 0.2
Hy, 00l Whgk B4 Aakx]: C: 45.38; H: 3.15; N: 10.58. A=x]: C: 45.25; H: 3.21; N: 10.53.

A A4 37.
-2 R A-UJdEX A= EA-5,6,7, 8-EHEFS|TE2UZE[],2-d]E|lo}Fe] AX

9A A, CHCN(ml) 9] 2-oln|v—4-T]o|edEAF W EA|-5 6,7, 8-HEZS =2 YZE[1,2-d]E]o}Z (1mmol
e)9] §Me 0T=Z W3kl CuBry(l.2mmole)d] ©]o]A] o]AobdUET E(1.5mmole) S A7bel= whaloz A4
Ak, AdE HeAN ZIFES 3541 e wdtelgity. T 9 IJEeEIH9R 2-HEEA-ro|gx
E=-HEA-56,7,8-HES =2 Y ZE[] 2-d]Elo}EHS U2 AU,

974 B. 2-BEE-A-UdEIFAFL-HEA-5 6,7 -HEIHIEZUZTE [1,2-d]Eo}Fol] HAld 279 @4 D=
g35le] 2-HERA4-EAFL-HEA-5 6,7, 8-HEZHSNEZYZE[],2-d]E]o}= (37.1)S A ZA IAH. &
A 220-230C.  CyHisNOPSBroll thdgh 241 AXkx]: C: 38.11; H: 3.46; N: 3.70. A=X]: C: 37.75; H: 3.26;

(37.2) 593 AAE o] gato] 2-opvm-A-T D EAT e EX|-6-F 2 2-7-1E HEE|}ES CuCl,9b W
AA 2-FREA-FAE W EA-6-FRE-7-WEH LSS Ak, §4 >250TCHEE). CHNOPSCL +
0.7 HBroll tidt #4] Alakx]: C: 28.10; H: 2.28; N: 3.64. AZX]: C: 28.23; H: 2.20; N: 3.79.

AN 38.

4-HAEdIAT - EA-5,6,7,8-HEZIN=RZYITE[],2-d]E]o}=Ee] AxX

n2

.

DA A, 65T DMF(Iml) ¢ o]&olEUEZE(1.5mole)o] &S DMF(3ml) 59| 2-ofv]m—4-T]oEl L ~%

HEA-56,7,8-HEZS =2 UZE[],2-d]Eo}Z=(lmmole) = A gtFrt. 308 5, Wzte wkg goHs Zut
| AReEIRAE §dte] 4-HodEAFELWEA-5 6,7 8-HEIDS=EZUIE[] 2-d]EolEHS
Ao v, Ard 278 ©@A DE A Lele] 4-EAFHEA-5 6,7, 8-HEIDS =2 UZE[], 2-d]E]o}E (38,
DS nA=ZA dAqck. §3H 215-220C.  CHuNOPS + 1.3 HBroll gk ¥4 AAkx]: C: 35.63; H: 3.81; N:
3.46. A=X]: C: 35.53; H: 3.46; N: 3.40.

s

Al

Ny

2
A

_]

=

(38.2) FYLF A WSS o] &ate] 2-opn| mA-TloHEAE W EA-6-F Z2-7-HE WlXEo}EE 4
Erw|EA-6-FR2-7-vE WxEolER WPAIZT.  FH 195-198T.  CHNOLPSCI + 0.5 H0°l digk
AlAA] 0 C: 35.715 H: 3.33; N: 4.63. AZ%]: C: 35.49; H: 3.19; N: 4.65.

A4 39.

-0 e—4-F 2 g E] @ WEE|o}ES] A

9A A, AA4G 279 @A Bol wat AlFxE 2-tjddE A
2-opm) -—4-T] D EAF =W HE] @ -wl £ E]o} S AT},

oA B. 2—0}U]L—4—E]°ﬂ ¥y v gE el ofFo] Al 349 @A DE A Eato] 2-obH| X AN

Mr R

EuwvdE Qopd o] AAld 299 @A BE 483}

v & E] o Wl ZE|o}= S E&(foam) o= A, CHioNOPS, + 0.4 HO0 thek #24 AAkx]: C: 35.63;
H: 3.81; N: 3.46. 2=X]: C: 35.53; H: 3.46; N: 3.40.
A Ao 40,

2-0}v] e7- 9 -6-E| @ A|ohie-d-EAF | B4 MEZE|olES] A
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<1059>

<1060>

<1061>

<1062>

<1063>

<1064>

<1065>

<1066>

<1067>

<1068>

<1069>

<1070>

<1071>

<1072>

<1073>

<1074>

<1075>

<1076>

<1077>

SS=50dl 10-0875335

GA A, HellE ofrl(Gml) o] 2-Telld AT w54 -5-B 2Ry EZ WAl (A Ao 30, TA AclA ek gEo] A
%) lmmole?] £9dE& 1-g41(1.2mole), Cul(0.lmmole) % Zebg HIA(EHdEzdn) fIzgols
(0.1mmole) 2 A fatal, E=S dAdtolA 14/\]7} S 60CE 7Hdaqltt. S B ARvEIHYE 2-t
°l Ei.‘.j_iuﬂf—?/\]—f)—(l—@“) WAls edeA de v, AAlel 329] WAl B, AAle] 299 @A B, B A
d 278 @A DE H-Este] 2-0bn] e-7-3 -6~ E].‘L/\]O}i—ll—.‘.j_i;j_h:uﬂ?—?/\] ZEOFES AT

(40.1) 2-0}1|-6-E] LA PG E-7-(n-3 ) -4-FE A X W SA M ZE]o}E . 4 >250C(E3l).  CisHaoNa04PS: 0l
thak 24 AlAA]: Cr 44.88; H: 5.02; N: 10.47. A

FARA, B SR e Axssrh

e

2| C: 44.54; H: 4.75; N: 10.37.

(40.2) 2-t)oid X AZT-HEA-5-BEZ R UEZHA(AA A 30, ©HA A4} o] A|ZX) Immoled] {Mol] AlA|
o 27, @A C& H&3 o2, 33E 40,13 FA8E AR 2-olu] e-6-wE-7-(n- ) -4-FX A X =W EA X
Eo}l£S Adth.  §H >250TC(E3) . CisHygN0PS + 0.25 HBroll thdk B4 AXbx]: C: 47.58; H: 6.19; N:
7.40. A=X]: C: 47.40; H: 6.07; N: 7.54.

A A 41,

2o}t we-b-B| B A-7-t] YA E 2 F | SA Mz o} e A

GA A, DMF(5ml) 59 2-F22-4-ZFQ2-5-WEdyEZHA(Imole)d] &4S 2L UEF HEAo=
],

(1 Immole) & A gldlal, EFELS 6A17F T wukaity. Fuk 2 g2nfEadu g 2-F 2 2-4-HEA-5-1
HUEZ RS Y.

9 B. 2-FR2-4-WEA-S-HEYEZ WA AAld 319 A A, AAld 329 ©A] B, AAle] 339 A
A, g Al 279 @A DB AEdte], 2-obn| 6w HA-T-HE-4-E A E m SA M EE o (41.1) S
AAk.  FF™ >250T(F3]).  CiHisNo0PSell o3k 24 AAFA]: C: 39.48; H: 4.31; N: 9.21. AZFx: C:
39.39; H: 4.17; N: 8.98.

FAFHA, 7] SFEES AT

(41.2) 2-oln| w=-7-WEl-6-HEE| Q -4-FEAF W EA N ZE0}ZE.  §F4 >250C(E8H).  CoHisN0PS, + 0.45
HBrol oisk 4] AALX]: C: 33.67; H: 3.80; N: 7.85. A=X]: C: 33.62; H: 3.86; N: 7.76.

O

(41.3) 2-o}m|=—6-0)| BA-7T-HE-4-FEAF - EA M ZE o}, 4 >250T(E8).  CHiN0sPSel ok 22
AXEA] D C: 41.51; H: 4.75; N: 8.80. A= C: 41.80; H: 4.59; N: 8.95.

(41.4) 2-ofn)le—6-o| AN-FA-7T-wE-4-F A~ F e A e o}E . §3 >250TC (). CisHiN,0sPS + 0.15
HBroll th3h &4 AXEX]: C: 43.56; H: 5.38; N: 7.81. AZX: C: 43.59; H: 5.38; N: 7.86.

A 42,

2-0}1| e—6-o D-4-F X F - W EA M ZE| o} 2] A=

DA A, BE= 3Pt onl 9 3-BRER F2Z WA lmoled] £ 79% AAF 1.5mmole -10°CoA] 7}e+T).
” _

S 43 B EFE FArt. A HAAES AFsta ARAA 2-FRE24-H

‘aﬁl B. 2—%1;—4—3;3 YEZ Al AAle] 349 @A A, AAld 329 @A B, AAlel 299 &@A B, ¥
2-o}1 (e—-o| el —4-F A F | EAH ZE]o}E (42.1)S AT, §H >220T.
ClongN204PS + 0.3 HBroﬂ o 3k %@1 AXFR]: C: 38.43; H: 4.29; N: 8.96. 2=x]: C: 38.35; H: 4.44; N:

8.75.

A, 87 EekEs Alxssivh:

(42.2) 2-olM|e—6-Z 2 HA-4-F AT | EXA W ZEo}E . §H >220C(Fal). CyHisN,0PS + 0.2 HBroll tgh &
A AR Cro41.49; H: 4.81; N: 8.80. ASX]: C: 41.85; H: 4.12; N: 8.31.

A Ao 43,
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<1078>

<1079>

<1080>

<1081>

<1082>

<1083>

<1084>

<1085>

<1086>

<1087>

<1088>

<1089>

<1090>

<1091>

<1092>

<1093>

<1094>

<1095>

<1096>

SS=50dl 10-0875335

2-0}1] :—6-E] @ -7-9 &-4-F A I - H| ZA M T E] o} Z 2] A=

GA A, AcOH S92 48% HBr 3ml F<] 2-o}u|=-6-E] &-7-o|d-4-to X AT | S Al ZE] o} (M A o] 34 3
%) Immol®] &L 90TE 16417 &<t 7kt &vlE AlAsta IARES B2 AlFsto] 2-ofv| =-6-F]
L-7-NE-A4-FAFX W EA| M ZEO}E (43.1)S AT, 83 >220C(E30).  CiHiN0 4PS, + 0.2 HBrof] i3k
B2 AAEA] € 35.69; H: 3.95; N: 8.33. AZX]: C: 35.49; H: 3.74; N: 8.33.

AAlo 44,

2-010| =-7-Z 2D EA-6-F] QA Opie-4-F A X W SA Ml T E|o}F 9| Ax

SA A, DWF 5Sml %9 2-F22-5-3]=FA JEZdA lmole] &9 Nal 1.2mmolS 0Tl 718k, 30
1=} & =

3, &€ BEulol=E Jlsla, EFES AoA 16A17F FoF uuksgith. &ulE AASIL, FHES B
2 AHEa Et0AcE FE6te] 2-FR2-5-Z 2 d%A] YEZMAS A,

9A B, 2-R2-5-TRAdSA YEZadd Aol 31¢] WAl A, Al 329] ©@A B, dAld 339 ©A
A, B AN 279 @Al DE AESte] 2-ofW|e-T-Z RIS A -6-F| @ A|ofle-4-E 2 :Elj_ﬂﬂ%/\] LUERSE) =
(44.1)5 AArk. &8 >220T(E8H).  CoHiuNsOPS; + 0.15 HBr + 0.08 H,00 thdh B4 AAkx]: C: 37.06; H:

3.71; N: 10.8. AZX]: C: 37.46; H: 3.48; N: 10.38.
A Ao 45,
2-o}H -6t BA-4-F 2 F | ZAMEE o} e] AZ

GA A 28| EFAA-vIEAYEZAAS Al 329 @2 B, AAld 279 @A B, AAldl 299] @A B, 4
Alel 27¢] @A DE AE8k 2-opHh-b-MFAA-EAE e E AR S (45. D5 A §3 >230T
G23h). chH N:OPS + 0.5 Ho0ol wlah #41 A4bx]: C: 36.12; H: 4.04; N: 9.36. AZX: C: 36.18; H:

3.81; N: 9.47.
AA|e]) 46.
2= 1 7-ol -6~ P-4~ F A ¥ o] EA M ZE] O} E

94 A 2-Z2FoF2-4-vd YERZWA AAo 319 ©A A, AA 279 @A C, AA 349 @A A, AA|
o 329 ©A| B, AAle] 299 @A B, AAle 279 @A DE A&l 2-ofn| -7 E-6-wE-4- X E w5
A ZE LS (46.1)S AUk, 4 >250C(E3) . CyHiN,0PS + 0.1 HBroll thgh &4 AAkX]: C: 42.57;

H: 4.90; N: 9.03. A=A C: 42.32; H: 4.71; N: 8.87.
A A 47,
2-olu| =-7-B 2 R -6 El-4-X AT =W EA I ZE]o}F .,

9A A 2-SF o E2-4-vE YEZulAY AAld 319 ©@A A, AAld 279] ©@A C, AAld 309 @A B, AA

of 339 @A A, AAle] 279 @A DE HE5te] 2-o}n|m-7-H 2 R-6-m|D-4-F 2 X e v S A 2 E| o} j‘”
] ] = M
o (47.D). &4 >250CR8).  CHiN.OPSBr + 0.3 HBroll ol 41 AXEX]: C: 28.64: H: 2.75; N: 7.42,

A== C: 28.62; H: 2.60; N: 7.42.
A Ao 48,
2-0lH| w-7-2 29 26~ D4-F XX | EAMZE|O}E,

G4 A 2-3|EEAA4-HE-5-EF 2 YERZd xﬂoﬂ AA 101] 279] &4 B, AAld 329 ©A B, AA]q] 339
S A, A 279 @A DE H g8l 2-0tmwe-T-ZFQ 26— uﬂ%—zx—gigiﬂ%\lﬂiﬂﬂé (48.1)& ¢
Aok, §H >250C(EM).  CHN0,PSF + 0.1 HBroﬂ gk B4 AR C: 35.99; H: 3.39; N: 9.33
=320 C: 35.84; H: 3.32; N: 9.31.

2) B7F vk sdF wAF E(NOSl &9 SnCl, W, S Al 309 9 BE o] &ste] AY A
i 2-3|EFA-5-FRE4-vE oldyoR Fudsle] 2-oln|-7-FRR-6-HE-4-EAX v 5
ARk, - >250C 8. CoHNo0,PSCI + 0.6 Hy 0ol sk &4 AAEX]: C: 34.62; H:
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<1097>

<1098>

<1099>

<1100>

<1101>

<1102>

<1103>

<1104>

<1105>

<1106>

<1107>

<1108>

<1109>

<1110>

<1111>

<1112>

<1113>

<1114>

<1115>

S=53 10-0875335
3.36; N: 8.97. A=x]: C: 34.48; H: 3.40; N: 8.72.
A4 49.
2=t e-6-H 2 H-7-W| SN -4-F XX e W EAHIZE| O}F

A A, 2-obv| 4, 7-HEEA] dlzEolE[ A A 289 @A A HAE o] &Ete] 1-(2,5-HHIEAHd)-2-H &
otz Ax]ol] @A (& H8dto] 2-obv] -4, - FA-6-H 2R dl e olES A,

oA B. CHCl, 59 2-olvu|x—4 7-tu|EA-6-H 2 E WZEolZE Immolo] &) CH,Cl, &2 BBrs 2.2mmolS-
0ClA 16/\17P Sk Thskdtk. A wbREl A (work-up) B ARPFEI TR 2-0pu] -4-3| ERA-6-HE R
~7-HEA] HlZEolES AU

SA C. 2-oM| 43| EEA-6-HER-7-vEA] WZZE|o}Zo] Ao 279 ©@A B, AAld] 279 @A DE A
|3}o]  2-0}lM|e-6-H B2 R-7T-W| EA-4-F AT =W EA M ZE}E (49.1)S It} €A >250C(E4).
Coll1oNsO sPSBrof] thah #241 AAkx]: C: 29.28; H: 2.73; N: 7.59. A=X: C: 28.90; H: 3.05; N: 7.20.

A A4 50.

HA-¥A¥2olujs T2 T8 43 gubx Fdx: 2 olE A,

U= 2oet oml 9 E2FEA lmmole] &N IEld 0. 1lmmol (= DMF 0.1mmol)oll o]o] Hed S=2e}o]
E 6mmolS 7F8kal, 2.5A1%F <t JMEEFAFT.  Sul 2 FFe] Hod F2o|=E 74t
AZAA YEZYHolEE d3ld.

AT =AY OEEYUCEE AXx CHLL tml Foll ¥i, obvx4t o~ 2 8umols 0CNA 7Hkdtt.

B THES 16AZE 59 wRA7IEA Ao HA stk wke EgEe A v R ARvED

B: ZAA YZFZYolEE AX (CHCl, Sml Fo] Y, oluxil o 2|2 4mmol ¥ N-w|€o]n|t}
dmmol 2] EFES 0TAA 71eksitt. A EFES 16417 Bk WRA7|EA A20] HA 9t s =
e 4 miFElAE 2 ARnfEIYIE STt

3

st7] SEEES olHd WA oR Azt

M

(50.1) 2-o}m] 1-—-5-0]
CogHysN,O1oPSON Tl 3k £

1‘>

Yod-[2-GN NI 2 (L-F )AL Tlol gl 228 2) £ weobo] ) Fehd E|ob 2,
]* A1 C: 51.78; H: 6.74; N: 8.33. AFX: C: 51.70; H: 6.64; N: 8.15.

)

(50.2) 2-opH] le-5-0] & [2 (5-N,N-H] & (L-&ehdat gl A 2) 4 o] &) Fehd B op&.
CatHaN, 0PSOl Tk 4] 741& 1 t 59.60; H: 5.97; N: 8.97. 454 C: 59.27; H: 5.63; N: 8.74.

(50.3) 2-o | e —5-0] K" -4-{2-[5-(N N-B]| 2 (M E SA| 7t 2 R d W g ) Z A F =r]opv] 2 | 2l d JE] o} &,
CioHasNsOPS + 0.3 CH, Clooll thdk #A1 Aakx]: C: 46.93; H: 5.22; N: 11.34. A=X]: C: 46.92; H: 5.00; N:

11.22.

(50.4) 2-o | e —5-0] K -4-{2-[5-(N N-B]| 2 (M E SA 7t 2 R d W g ) Z A~ F =r]opv] 2 | 2l d JE] o} &,
CooHssN,OgPSOll thalk ¥4 A4kx]: C: 58.38; H: 5.57; N: 9.39. A=X]: C: 58.20; H: 5.26; N: 9.25.

(50.5) 2-0}H] =-5-0] AFRE 4-{2-[5-(N,N'-H]| = ((R)-1-vW| FA| 72 R d) o & ) X A L o} v = | F 21 d pE] o},
CioHogNJOsPS + 0.6 CH Clyol tigh BA1 AALX]: C: 44.97; H: 5.82; N: 10.70. A=x]: C: 44.79; H: 5.46;
N: 10.48.

(50.6) 20 ] e —5-0] A F - -4-{2-[5-(N N'-H| 2 ((S)-1- EA| 7t 2R ) o &) LA~ ol L | 32 d L E] o} &,
G4 164-165C. CullsaN,Os PS + 0.61 CH,Cl0l gk 4 AlRbA]: C: 46.99; H: 6.24; N: 10.14. AZFH]: C:
47.35; H: 5.85; N: 9.85.

(50.7) 2-o}n] :=-5-0] A F-E4-{2-[5-(N,N'-H| A ((t-F-EA| 720 D)W E) T A ¥ ol L |2l d JE| o} &
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<1116>

<1117>

<1118>

<1119>

<1120>

<1121>

<1122>

<1123>

<1124>

<1125>

<1126>

<1127>

<1128>

<1129>

S=50dl 10-0875335

CosHsNJOPS + 0.15 CH, Clyoll thdh ¥4 AXEx]: C: 51.36; H: 6.94; N: 10.35. A=x]: C: 51.34; H: 6.96;
N: 10.06.

(50.8) 2-0 )| e —5-0] {4 {2-[5-(N N'-H| 2 (| BA|FF 2R )W E ) I~ ol L | b d L] ob&,
CiolagNjOsPS + 0.1 EtOAc + 0.47 CHCl,ol thgh #4 AAbx]: C: 45.79; H: 5.94; N: 10.75. AZFA: C:
46.00; H: 5.96; N: 10.46.

(50.9)  2-opW|-5-o] A {E-4-{2-[5-(0-(2-H] = (N-(1-HE-1-d FA 7t 2R D) & ) E 2~ mofpr| = [ 21 }E]
olF. &4 142-145C. CoallyN,Os PSoll tist &A1 AEX]: C: 52.26; H: 7.06; N: 10.60. AZX]: C: 52.21;
H: 6.93; N: 10.62.

JIN'

(50.10)  2-o}H|=-5-0] ARE-4—{2-[5-(N,N'-H| A (N EA 7 2R W& )-N N' -t W D E A F -oln| = | 3F 2} d HE]
o},  CuHsNOPSol thak B4 A4z C: 50.39; H: 6.65; N: 11.19. A=x]: C: 50.57; H: 6.56; N:
11.06.

(50.11) 2-o}n|-5-0] 2 {-E-4-{2-[5-(NN'-H| A ((S)-1-HA A7t 2H d-2-w e ) T 2 H) ¥ A~ ¥ woln| E |
YJlE]o}E . CyllNOPS + 0.5 W00 thak 4] AXEA]: C: 60.94; H: 6.72; N: 8.12. A=x: C: 61.01; H:
6.48; N: 7.82.

(50.12)  2-opr|=-5-0] AR E-4-{2-[5-(N,N'-H] = ((S)-1-HI 5A 7t 2 R d-3-wd ) R g ) x A~ ¥ wopr] = | 2l d )
Elo}Z . CuHaN,OPSel uldh #41 AXkx]: C: 53.94; H: 7.42; N: 10.06. A=x]: C: 54.12; H: 7.62; N:
9.82.

(50.13) 2-0}n] =-5-0] A KBl -4—{2-[5-(N,N'-H| 2 ((R)-1-9| EA| 7l 2R d-2-(S-¥l 2 ) o & ) EAE o} = |5
ghd)ElobE . CollisNOPS 5 + 0.4 EFqlol] gk 4 Axx: ¢ 58.07; H: 6.21; N: 7.17. AFA: C
57.87; H: 6.14; N: 6.81.

(50.14) 2-0 ) e —5-0] 2K -4-{2-[5-(N N'-H]| 2 ((S)-1-N FA| 7t 2R I -3-(S-W ) ) F- & ) E A E o] [
ghd}Elo}E . CuHyN,OPS 5ol thdk #A1 AALX]: C: 46.61; H: 6.92; N: 9.45. A=X]: C: 46.26; H: 6.55;
N: 9.06.

(50.15) 2-0 | = -5-Z 2 I E] @ ~4-{2-[5-(NN'-(1-(S) A FA 7t 2R D)ol &) E A E wolm| L | e} FE] o} &,
CoollsiN,0sPS 0l T8 B4 AAEX]: C: 46.32; H: 6.03; N: 10.80. A=x]: C: 46.52; H: 6.18; N: 10.44.

e

(50.16) 2-o}m]:x=-5-0] AFEl-4-{2-[5-(N N'-B] 2~ ((S)-1-HZ LA 72 R d-2-d &) o] A FE ) T AT ol & ] 3F
ghd}Elo}E . CyHENOPSel Tah A AALX]: C: 62.69; H: 6.97; N: 7.90. A=X]: C: 62.85; H: 7.06; N:
7.81.

(50.17)  2-opH|=-5-0] AFRE -4—{2-[5-(N,N'-H] 2 ((S)-1-d EA 7t 2 R I-3-W| & ) & ) E A F ol & | Feld )
EJo}Z . CullsN,0PSell tist A1 AAEX]: C: 55.46; H: 7.76; N: 9.58. A=X]: C: 55.35; H: 7.94; N:
9.41.

(50.18)

20| e —5-0] {4 {2-[5-(N N'-H| 2 ((S)-1-N FA| 7t 2R d-2-W e ) X 2 o) L~ ¥ e olu| L | Fehd L E] o},
CosllyiN,OPSOl T3k BA1 AALX]: C: 53.94; H: 7.42; N: 10.06. A=X]: C: 54.01; H: 7.58; N: 9.94.

(50.19)  2-opr|=-5-0] AR E-4-{2-[5-(N,N'-H] = ((S)-1-d 5A| 7t 2 R d-2-5|d ) & ) A X mopr] | 2k d )
Elo}Z . CylluN,OPS + 0.15 CH,Clool thdk EA] AAbx]: C: 59.83; H: 6.26; N: 8.42. A=x]: C: 59.88; H:
6.28; N: 8.32.

(50.20) 2-0| e -5-2 2 I E] @ ~4-{2-[5-(N N'-(I-We-o| EA| 72 ) o &) E A~ e ofu| L | Fehd L E] o} &,
74 110-115TC.  CoollasN,Os PS; + 0.4 HCl + 0.5 Et,00] gk &4 AAA]: C: 48.18; H: 6.81; N: 9.36. A=
Xt C: 48.38; H: 6.60; N: 8.98.

(50.21)  2-o}m]):=-5-mHE] 9 -4-{2-[5-(N,N'-H| A (1-Hd-1-o EA 72 R )0 &) EAFE -oln 2] F g HE] o}
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<1130>

<1131>

<1132>

<1133>

<1134>

<1135>

<1136>

<1137>

<1138>

<1139>

<1140>

<1141>

<1142>

<1143>

<1144>

<1145>

SSE3 10-0875335
2. CyollsiNJOPPS, + 0.5 H00l thdk A Aakx]: C: 45.53; H: 6.11; N: 10.62. A=X]: C: 45.28; H: 5.85;
N: 10.56.

A A4 51,
2% wa-gagzolnhols TR as d3 JWd U,

244 UZEddel=(lmol, Al 50004 71%% Hst gol AZ)e| Ax CHCL 5nl 9 §jo] ofw
(lmmoD)el o]o}A] 4-clvEotr] s e €l (3mol)S 0TIM 7Hstgieh. A4 E£FES Aeom stestn 143
Fob WA, WSEL EE 0TE J2AZ F, obuleAt o 2H=(moD)E Jhskm AeM 1647 F
o PAFGY.  Wrg TPl £4 niTAANE Wohn, £ MA-ErTzoldelE Zredng Ay
R EER E LT

37 HFBES olde WA o Azt

(51.1)

20} v re—5-0] s - El—4— (2 [5- (N~ 2 F e 1N -(1-P - 1-o] A7 220 o /) 22 S 0}y =2 | e el o} 5.
S5, 182-183TC. ColaN,0 sPSoll whsk A1 AAEx]: C: 52.05; H: 6.86; N: 11.56. A=X]: C: 51.66; H:

6.68; N: 11.31.

(51.2)
2-0}H] =-5-0] AR E A-{2-[5-(N-F Z&| T =-N'-(1I-HE-1-d FA| 72 R d)o| & ) X A X o} v = | F b d FE] o},
4. 189-190C. CyHsN,O0 PSell thah EA A4x]: C: 53.83; H: 7.10; N: 11.96. A=X: C: 54.15; H:

7.48; N: 12.04.
AR 52,
F7tolobvt(Mukaivama) o] WS 3t WHA|A o] &3 H|A-FAFZoluE S2E T A,

[J. Am. Chem. Soc. 1972, 94, 8528.]

1,3-t€-3,4,5,6-H Eg}s|=2-2( 1)-3 vt (DMPU), 32yl 2 EtNe 1:1:1 EFE onl =9 FAEA
1.0mmol 2 ofr|=Ab 229 2.0mmol (of]; &Elbd o e o 2~HZ HC19)9] | F&d 3nl 52 =3
El% 4mmol % PPhy 4mmole] Apde] &3 §HE 718Fqith. 90TColAl 1641 &, &uidl IF2ld 2 Et NS
wetstel AAATE. JFF SAE AAH(100m) o2 A AL EC] LYRA Ugka olE ARvlEI T
2 A

317] SIEES olggt WHE o] &8k AT

(562.1)  2-Op=~4-[(NN'-(1-(S) - A7t 2R D)) A X =] ol =W ZA] ]-5,6,7, 8- E}S| B2 U2 E
[1,2-d]E]o}=. &% . 1563-156T. CoollssN, 0PSOl thdt ¥4 AXEX]: C: 51.55; H: 6.49; N: 10.93. AFHH|:
C: 51.39; H: 6.24; N: 10.96.

(52.2)
2-op| =-5-0] AZ ZH-4-[(N,N'-(1-(S)-od EA 7t 2R D) &) EA T = T]o}u] L | EA| 712 B d |-E]o} =
CigHyNJOPSOl T8 241 AALx]: C: 45.18; H: 6.53; N: 11.71. %—J_%— 2 C: 45.33; H: 6.56; N: 11.46.

(52.3) 4-olr)x-7-&-5-ZF 9 B-1-0] A FE-2-[5-({N,N'-(1-(S)-d EA| 72 R )| } T AT - T]o}H]| & ) 3F
g Ml =olu|thE . CyllygNsOs PRl o3t &4 Axkx]: C: 55.95; H: 6.78; N: 12.08. AZX]: C: 55.73; H:
6.65; N: 11.72.

(52.4) 2-oh| =50 BEA| T} 2 W -4~ [ 2-(5-(N,N' (1~ (D) - BEA Tt 2R ) & } A E ) F e | E] o} &,
CoollagN4OgPS + 0.3 CH, Clooll thdk EA1 Aakx]: C: 44.99; H: 5.50; N: 10.34. A=X]: C: 44.68; H: 5.30; N:
10.37.

(52.5) 2=} =~4-[ (N N'-(1-(S)- FA 7t 2R d)Hd Lol =W FA]]-5,6,7, 8- EH ES| 2 YT E
[1,2-d]E]o}E. G-, 177-178C.  CylloNy 0PSOl T3t &A1 AAEX]: C: 49.58; H: 6.03; N: 11.56. AZA]:

ELE:
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<1146>

<1147>

<1148>

<1149>

<1150>

<1151>

<1152>

<1153>

<1154>

<1155>

<1156>

<1157>

<1158>

<1159>

<1160>

SS=50dl 10-0875335

C: 49.20; H: 5.95; N: 11.51.

(52.6)

2-oln]=-5-0] AXZ 2 H-A4-[(NN' -(1-(S)-odEA7l2R d)He) FAFE wrolu| =W EA Ft2H d ]-Elo}=,  §4.
122-125°C.  CyglorN,O; PSOll th3k 2241 AAbx]: C: 42.66; H: 6.04; N: 12.44. A=X: C: 42.60; H: 6.08; N:
12.43.

(62.7)  2-°F)x~A4-{NN'-(1-(S)-d EAFIER )N} XA X = EA-6-HE2R-7T-F 2 2-HZEolE. §H.
210-212°C. CigosN,OPSBrClell sk 241 AAkx]: C: 37.81; H: 4.41; N: 9.80. A=X]: C: 37.88; H: 4.35;
N: 9.84.

b

(52.8) 2-oln|=-5-Z 2 HE| 2 -4-{2-[5-(N,N'-H]| A (S)-1-HEA T2 R I-2-(t-F- BN ) FAF roln| T ]3¢
ghd}Elo}E . CuligN,OPS 20 thdk HA1 AALX]: C: 49.20; H: 6.83; N: 8.83. A=xX]: (C: 49.38; H: 6.68;
N: 8.65.

(52.9) 2-op)|:=-5-Z 2 HE| Q-4-{2-[5-(N,N'-H| 2= (S)-1-o| EA| 7t 2 K d-2-w & F- & ) E A~ F L-ofn| = [ 21 }E]
o}Z . CyHsNjOPS, ol Tigh A1 AAkx]: C: 51.81; H: 7.19; N: 9.30. A=X]: C: 52.03; H: 6.78; N: 9.04.

(52.10)
2-o | =-5-Z 2 HE] @ ~4-[2-{5-(N,N'-H| A= (S)-1-o| FEA 72 R d-2-HE L 2 2 ) F A F w-opv]| =} F 2} JE|o} &,
CouHsoN,OPS ool th&k 241 AALX]: C: 50.16; H: 6.84; N: 9.75. A=X]: C: 50.01; H: 6.76; N: 9.66.

(52.11) 2-o}n| .=-5-Z 2 HE] © ~4-[2-{5-(N,N'-H] 2 (S)-I-H EA| Tt 2R -2~ (t-F-EAN ZZH) T A F -0}y
LErrgrd]EobE. CollNOPS ool ok 241 AIMEX]: C: 50.74; H: 7.15; N: 8.45. 4 C

7.33; N: 8.25.

(52.12)

2-o| - 2 HE] @ ~4-[2-{5-(N,N'-H]| = (1-| EA|FI 2R Al 223
CogllsoNsOgPS0l thak 241 AALX]: C: 52.16; H: 6.57; N: 9.36. A=xX

Ty wohu v F e ElobE,
: C: 52.55; H: 6.53; N: 9.31.

[EAVEENA

(52.13)

2-o | =-5-Z 2 HE] @ ~4-[2-{5-(N,N'-H| A= (S)-1-o| FEA 72 R Y ) T2 A E A F woln]| =} F 2} d [E|o} &,
CoollssN,0sPS, o] th8l B21 AAFX]: C: 48.34; H: 6.45; N: 10.25. A=x]: C: 48.65; H: 6.29; N: 10.23.
(562.14)  2-°}%~A4-{NN'-(1-(S)-NEAFIER )N ) EAL = EA-6-F 2 2-7-v &l ZEo}ZL.  §FH.
178-180C. CioHasN,OPSCloll thaF E24 AAFx]: C: 45.02; H: 5.57; N: 11.05. AZ=x]: C: 45.12; H: 5.49;
N: 10.92.

(52.15)  2-o}n]=-5-H ' E] @ —4-{2-[5-(N,N'-H| = ((S)-1-o| EA| 7t 2K ) o & ) T A F ol L |2l d JE] o} &
A, 94-95C. CiloN,OPS ool thah & AAR: C: 44.07; H: 5.55; N: 11.42. A=X]: C: 44.42; H:
5.44; N: 11.29.

FR)EAF b ) Fehd e o

(52.16) 2-o}n|=-Z 2 HE] Q -4-[2-{5-(N,N'-H] = ((S)-1-o|EA| 72K )
AAEX]: C: 50.16; H: 6.84; N: 9.75. A=X: C: 49.96; H: 6.91; N: 9.68.

C24H39N406P520ﬂ EH?J_— T"i_}’\jl

(62.17) 2-oH|:=-Z 2 HE] Q-4-[2-{5-(N,N'-H] 2= ((S)-1-A FA 7L 2R DA S 2 I W &) L2 ¥ wolH| ) } 3¢
ghd]Elo}E . CyHuN,OPS 20 thdk #A1 AALX]: C: 55.03; H: 7.23; N: 8.56. A=X]: C: 54.89; H: 7.14;
N: 8.42.

(52.18) 2-oFH]x=~4-{NN'-(1-(S)-o HAIFIER )N} XA FE =W EA-6-H EA]-RIZE| o}, §F. 144-146
T.  CioHagN, 0PSOl That EA1 AALR]: C: 46.72; H: 5.98; N: 11.47. A=X]: C: 46.76; H: 5.72; N: 11.33.

(52.19)  2-op|%=—4-{N N'- (N EAN 712 R Y)W &} E AT - EA|-6-1]| EA]-Hl ZE] o} =, 3. 150-152C.
CiHosN,OPSell T3 241 AALX]: C: 44.35; H: 5.47; N: 12.17. A=X]: C: 44.74; H: 5.45; N: 11.99.

(52.20) 2-0] 2e=7- " =4=AN ,N' = (1=(S) - FA 7} 2 B ) ol & } £ A F 2o v 5 A -6-1 - Rl 2 E] o} =
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<1161>

<1162>

<1163>

<1164>

<1165>

<1166>

<1167>

<1168>

<1169>

<1170>

<1171>

<1172>

<1173>

<1174>

<1175>

<1176>

<1177>

S=53 10-0875335
Coill3aN,0sPSS 8k B4 Axkx]: C: 50.39; H: 6.65; N: 11.19. A=x]: C: 50.22; H: 6.34; N: 11.30.

(52.21)  2-o}H]=-4-{N N'-(1-(S)-FA 72 L) D} 2~ X e v SA -6 P-HZE o}, CypllyN,OPSell T
3 B2 AARX]: C: 48.30; H: 6.19; N: 11.86. A=X]: C: 48.67; H: 5.90; N: 11.86.

(52.22) 2-op|~4-{NN'-(1-"d-1-d 5EA 2R D)l &} AT L W EA-6-F22-7-H| -l ZEo}&. F4
170-172°C.  CoHpN,OPSCLol thdk &4 Axx]: C: 47.15; H: 6.03; N: 10.47. AZX: C: 47.22; H: 5.87;
N: 10.08.

(52.23)  2-opu|=-7-oF~4~{N,N'-H| 2 (| HEAZ 2R I E )} LA F e H EA-6-mR-MZE]o}E . CioHaoNiOsPS
of W3k A AAA]: C: 48.30; H: 6.19; N: 11.86. AZX]: C: 47.98; H: 6.36; N: 11.88.

(52.24)  2-oF]:~4~{N N'-H| 2 (] EA 2R I E )} LA E e w EA-6-mF-MlZE]o}E . CiyHN,0PS + 0.5
H00ll T3l 24 AALR: C: 45.03; H: 5.78; N: 12.36. A=X]: C: 44.80; H: 6.10; N: 12.40.

(52.25) 2-o}n|=-5-E ZHE] Q-4-[2-{5-(N,N'-H]| A((S) I-t-F-EA 7} 2R )| &) T AE o}n| ) }Fed | gl o}
Z. CoullsgN,OPS, ol W3 B4 AAFx]: C: 50.16; H: 6.84; N: 9.75. A=X: C: 50.26; H: 6.71; N: 9.51.

(52.26) 2-on|x=-5-Z2HE Q-4-[2-{5-(N,N'-H] A ((S) 1-n-F-EAFtE R D)o &) T AT roln| &) }FEabd g o}
Z. CoullsgN,OPS, ol T3 A4 AALx]: C: 50.16; H: 6.84; N: 9.75. A=X]: C: 50.38; H: 6.64; N: 9.64.

(52.27) 2-0l1) =50 ZA| FF 2 B —4-[2-(5-({N,N' = (1-(S) - BAI I 2 L) T2 F A~ X W ) Fehd JE| oF&.
CooHsN,OPSOll T3 A1 AALX]: C: 48.52; H: 6.11; N: 10.29. A=X]: C: 48.62; H: 6.02; N: 10.26.

(52.28) 2-ohn| e-5- BEA FF 2 R -4-[2-(5-({N ,N' - (1~(S) -l EA 7t 2 R ) ey E AT ) Fepd [ o} &,
CouHsN,OPSEl TEH BA1 AALX]: C: 50.34; H: 6.51; N: 9.78. A=X]: C: 50.34; H: 6.57; N: 9.65.

(52.29)  2-opW]e-5-o HAZF 2 B H-4-[2-(5-({NN'~(1-| SA 7L 2R D) A S R AL} E 2 F ) Fabd [ E]o}&
CogllssN,0sPSSl] 8 B4 A|Akx]: C: 52.34; H: 6.25; N: 9.39. A=X]: (C: 52.02; H: 6.20; N: 9.34.

(52.30) 2-olH]x-5-9 BEAIFFE R I-4-[2-{5-(N,N'-H] = (S)-1-| EA| 72 R Id-2-v D X 2 H ) A ¥ o}u| &} F
P JElo}E . CoullaNOsPSOll tisk £ AlAkx]: C: 50.34; H: 6.51; N: 9.78. A=A C:

9.65.

(52.31) 2-oM|%:=-5-Z 2 HE] Q-4-[2-{5-(N,N'-B]| 2-F ) T AT wolu| E}3EFI |EJo}F . CuellpsN,06PS, 0
sk A AAEx]: C: 55.44; H: 3.82; N: 9.24. AZ=X]: (: 55.52; H: 3.66; N: 9.01.

(52.32) 2-opn) =-5-Z 2 A E] © —4-[2-{5-(N,N'-H] = ((S) 1-0]| AZ R ZA 72 R D)o &) LA F olu| T) 32}
H1Eo}Z . CpHaN,OPS, ol thek 241 AALX]: C: 48.34; H: 6.45; N: 10.25. A=X]: C: 48.03; H: 6.45; N:
10.09.

(52.33) 2-opv]m-5-Z2HE] & 4-[2-{5-(N,N'-H] 2((S) I-n-Z 2 EA 7} 2R o &) ZAF wobn]| )} F2}d ] ]
o}b= . ColyNjOPS, o thak B4 A4bX]: C: 48.34; H: 6.45; N: 10.25. A=X]: C: 48.39; H: 6.27; N:
10.20.
(52.34) 2-0| =-5-Z 2 HE] Q ~4-[2-{5-(N,N'-H]| 2 () I-A| E2AFA| 72 R D)o & ) X A X o} v| ) } 52}
JIE|o}Z.  CogaoNiOPS, ol thdk 241 Axkx]: C: 52.16; H: 6.57; N: 9.36. A=x]: C: 52.07; H: 6.51; N:
9.10.

il

(52.35) 2-obn) =60 H-7-ZF 0 Z—4-{N N'-(1-(S)-o| EX 7t ER D) &} T A Z ]| EA|-wl ZE] o} =,
CoollzoN,OsPSFoll thak 2241 AAFX]: C: 47.61; H: 5.99; N: 11.10. A=X]: C: 47.59; H: 5.79; N: 10.90.

(52.36) 2-olr] e~6-0| d-7-ZF L 2 ~4~{N N'-(1- FA 7} 2R )W &} L A~ ¥ e v B A - 2 E] o} &,
CigHogNjOsPSFoll t &k 241 AALX]: C: 45.38; H: 5.50; N: 11.76. A=x]: C: 45.07; H: 5.25; N: 11.49.

(52.37) 2-ol| =-7-B 2 H4-{N N'-(1-(S)-d EA 72 R D) & } & A~ F -] B A|-6-1| & Hll ZE] o} =,
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<1178>

<1179>

<1180>

<1181>

<1182>

<1183>

<1184>

<1185>

<1186>

<1187>

<1188>

<1189>

<1190>

<1191>

<1192>

SSE3 10-0875335
CiollssN,06PSBrol] sk 2241 AAkx]: C: 41.39; H: 5.12; N: 10.16. A=X]: C: 41.40; H: 5.05; N: 9.94.

(52.38) 2-o}H|=—4-{N N'-(1- EA 7l 2R )W E o} AL - w| EA-G-w Dl ZE]o}= . CyHyN,OPS + 0.5
H0oll oigk 241 AAkx]: C: 49.50; H: 6.73; N: 11.00. A=X]: C: 49.18; H: 6.61; N: 11.39.

(52.39) 2-o|=-5-0] AFE-4-[2-{5-(N,N'-H| 2= ((9)-1-(1-NFA| 7t 2R ) LT 2 H) L A mopn| o) } 21 | E
O}, CoyNOPSOl thak A1 Az C: 52.26; H: 7.06; N: 10.60. A=x]: C: 52.47; H: 7.29; N:
10.77.

(52.40) 2-o}v]=-5-Z ZHE] @ ~4-[2-{5-(N,N'-B] A ((S)-1-A| S 2 AW EA 2R ) &) EAE molr| ) 3
ghdlElo}E.  CyHuN,OPS 20 thak E2 A4k C: 55.03; H: 7.23; N: 8.56. A=X: C: 55.08; H: 7.35;
N: 8.39.

(52.41) 2-otu]| e—5-0] 2 KBl -4-[2-{5-(1-| ENIIER DN FEAE ) FAT rolu] 2) }Fed | E|o}=,
CoHNOPSel T8 BA1 AALX]: C: 55.85; H: 7.12; N: 9.65. A=X]: C: 55.62; H: 6.81; N: 9.66.

(52.42) 2-0 ) ed=AN N' - (1= HAZF 2 DA S 2L AT | 5A-7-5F 0 2-6-7d WlZElo}E,
CogllssNsOgPSF + 0.15 Et, 0ol thdk 241 AAkx]: C: 53.63; H: 6.68; N: 9.40. A=X: C: 53.93; H: 6.39; N:
9.50.

(52.43) 2-0}H] 1=-5-0] & 4=[2~{5-(N,N'-H] 2= ((S)-1-(1-H| LA FA| 7t 2R d ) & ) E A E mopr| 12 ) 3R
dlg)o}=.  CyHisNOPS + 0.1 H20<>ﬂ ek B4 AAkx]: C: 55.29; H: 7.77; N: 9.55. A=X]: C: 54.90; H:
7.68; N: 9.44.

(52.44) 20 ] e —5-0] 2 { - -4-{2-[5-(N N'-H| 2= ((R,S)-1-(1-A| FEA 7t 20 ) &) A~ E wolm| ) | Fehd }
ElolZ.  §F 143-146C. CyHsaN,0 PSOl oieh E4 ALEx]: C: 50.39; H: 6.65; N: 11.19. AFH]: C:
50.33; H: 6.58; N: 11.00.

(52.45)  2-o}v]=-5-0] AR E 4~ [2-{5~(N,N' -] =2 ((S)-1-(1-o| A Z 2 ZA| 72 R ) & ) EAE mor| ) } -2}
J1EJo}E . CullyN, 0PSOl thgk #A1 AALX: C: 52.26; H: 7.06; N: 10.60. A=X: C: 52.34; H: 7.02; N:
10.50.

(52.46) 2-op| =50 AFE-4-[2-{5-(NN'-H| 2= ((S)-1-(1-Z 2 ZA| 72 H )| g ) L A~ -obn| i) } 21 |
o}Z.  CyHyN,OPS + 0.1 CHgClgoﬂ s A AAEX]: C: 51.66; H: 6.98; N: 10.43. A=X]: C: 51.50; H:
7.01; N: 10.63.

(52.47) 20} 1=-5-0] 2 F- " —4-[2-{5-(N,N'-H| 2 (()-1-(1-0)| A F-EA| Tt 2R ) o & ) LA X mobn| ) } 2}
JlE)o}E.  CoslHuNOPSol thdk 2241 AXEx]: C: 53.94; H: 7.42; N: 10.06. 2=Xx]: C: 53.59; H: 7.64; N:
9.98.

(52.48)
2-0kv] 1-5-3% 2 W] @-4~{2-[5-(NN'=1] 22(($)-1-oI FAI 72 5 ol &) £ e ohi] 1 | Feh S AL
CoollNJOPSOl Tl st &4 AlLEA]: C: 47.805 H: 6.22; N: 11.15. AZX]: C: 47.90; H: 6.17; N: 10.92.

(52.49) 2-op| =-5-Z 2 HE] Q -4-{2-[5-(N,N'-B]| A-1-o| EA|F} 2R )W) T AF woln| L] FEhd } AL,
CigHoNJOPSOll T8 A1 AALX]: C: 45.57; H: 5.74; N: 11.81. A=X]: C: 45.87; H: 5.68; N: 11.68.

(52.50) 2-o}u]=-5-( 0] AHEl-dy)-4-[2-{5-(N,N'-H] 2=(S)-1-(1-| EAX 7} 2R d) o & F A~ F y-o}n| &} F 2} d | E]
o}Z.  CullaDNjOs SPOll T3k 24 Axkx]: C: 49.50; H: 4.75; N: 10.99. A=x]: C: 49.89; H: 6.55; N:



<1193>

<1194>

<1195>

<1196>

<1197>

<1198>

<1199>

<1200>

<1201>

<1202>

<1203>

<1204>

ot
]
1

rr

4-opm| e -5-FF @ B -7-ol| F-1-0] 2 F-E-2-(2- ¥ 2= ¥ e -5-Fehd )l = o] | thE ol o

4-0lH e-5-EF 0 B-1- A E R X2 P -2-(2-E 2 X e -5-F et ) fl = oW thE ol T},

o
et
it
o W o=
i

2-0}v] re—5-0] - El=4 (2~ [N-(1-W B-1-7} 2 B A ) ol | 2 3.2 F o] 52| b b o} o] .

ot
]
e

rr

ol
ol
N
2

|, SRA2ATAE dASE FFBS BREE F8T & At BAMoRt 8] Yud

15

gt

e 2EJEZENN 22 54 38A AEsi o HAF bAEr did $E(d; 2ERE
EA-AdE ABF(mouse), F(rat), 7B £ HLzo]). F3[Kodama, H., Fujita, M., Yamaguchi, 1.,
Japanese Journal of Pharmacology 66, 331-336 (1994)]1(Z3); [Youn, J.H., Kim, J.K., Buchanan, T.A.,
Diabetes 43, 564-571 (1994)]1(F]); [Le Marchand, Y., Loten, E.G., Assimacopoulos-Jannet, F. %,
Diabetes 27, 1182-88 (1978)]1(71); % [Pitkin, R.M., Reynolds, W.A., Diabetes 19, 70-85 (1970)]1(¥%

Hon
>

off
i)
o
Moo
ol

e
J
M

BN

(

ii. C57BL/Ks db/db, C57BL/Ks ob/ob @ C57BL/6] ob/ob ¥=(Jackson laboratory, Bar Harbor)d} #& =
Hol AF 2 Az u]x(Yellow Obese), T-KK H FHME= Qu]2=(New Zealand Obese)®} 2 7]
25, E3[Coleman, D.L., Hummel, K.P., Diabetologia 3, 238-248 (1967)](C57BL/Ks db/db); [Coleman,
L., Diabetologia 14, 141-148 (1978)](C57BL/6J ob/ob); [Wolff, G.L., Pitot, H.C., Genetics 73, 109-
123 (1973)1(A=29- 9m¥]2~); [Dulin, W.E., Wyse, B.M., Diabetologia 6, 317-323 (1970)]1(T-KK); %
[Bielschowsky, M., Bielschowsky, F. Prodeedings of the University of Otago Medical School 31, 29-31
(1953) ](FFE A= QH] ),

o2

iii. 2EJFEXELN e dirlvelEcz G wh3w Zucker fa/fa F, Zucker diabetic fatty # 2
Wistar Kyoto fatty ¢ & EdWo]l . F3[Stolz, K.J., Martin, R.J., Journal of Nutrition 112,

997-1002 (1982) | (~ERNEZEA); [Ogawa, A., Johnson, J.H., Ohnbeda, M., McAllister, C.T., Inman, L.,
Alam, T., Unger, R.H., The Journal of Clinical Investigation 90, 497-504 (1992)]1(€A}HE}&); [Clark,
J.B., Palmer, C.J., Shaw, WN., Proceedings of the Society for Experimental Biology and Medicine 173
68-75 (1983)1(Zucker Diabetic Fatty #); % [Idida, H., Shino, A., Matsuo, T. %, Diabetes 30, 1045-
1050 (1981)](Wistar Kyoto Fatty ).

iv. &5 #xE, 7IYel I, FEA= FE7 L dA Gudd TE 9 HF29 Y50 (Rhesus monkey)
2 A Y50l (Squirrel monkey)®t 22 WA 9G4F. TH[Gerritsen, G.C., Connel, M.A., Blanks,
M.C., Proceedings of the Nutrition Society 40, 237-245 (1981)]1(&=r 81~¥]); [Lang, C.M., Munger,
B.L., Diabetes 25, 434-443 (1976)1(7IYo} 71); [Conaway, H.H., Brown, C.J., Sanders, L.L. %,
Journal of Heredity 71, 179-186 (1980)](FF&#M= 31%7|); [Hansen, B.C., Bodkin, M.L., Diabetologia
29, 713-719 (1986)](FedY<o0]); 2 [Davidson, I.W., Lang, C.M., Blackwell, W.L., Diabetes 16, 395-
401 (1967) 1 (HF&dse]).

v. A% (sand rat), 7FA1F(spiny mouse), EFHE|ot A=ZWFF (Mongolian Gerbil)¥ £ JUd 2
wUE 25 2 33 FI322-F2(Cohen Sucrose-Induced) Bx=W=E #.  F&[Schmidt Nielsen, K.,

Hainess, H.B., Hackel, D.B., Science 143, 689-690 (1964)]1(AF==]); [Gonet, A.E., Stauffacher, W.,

Pictet, R. %, Diabetologia 1, 162-171 (1965)] (7FAIF); [Boquist, L., Diabetologia 8, 274-282
(1972) 1(Z-Fgjet A=l F2~7); % [Cohen, A.M., Teitebaum, A., Saliternik, R., Metabolism 21, 235-240
(1972)1(Z23 FAZA-52 FGuds F).

vi. 314 A%, §AFe, A9y §F £E 39y BE ST FREHEE dojus 54 &4d e
2 (glucose tolerance), ¢l&d WA, ndY, H|vt, &9 FFIAANEAY, 718 7k 944 F s ==

©17ke] 7+ FBPase-¢13Y Zetan=2 Wy &AF(E. coli) 5 BL21S 2EY BHEo 7& FHUYS M.R.

El-Maghrabi ¥MALZRE] vk, F4AE F3 [M. Gidh-Jain 5, 1994, The Journal of Biological Chemistry

269, pp 27732-27738]°l 7] vpe} e A3 oG wiSE 109 E 25 ZASAt. ¥xAxXET o)A
S

Y @A olgdtel, AHBGHY -l FT NP ¢

il
X
I
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<1205>

<1206>

<1207>

<1208>

<1209>

<1210>

<1211>

<1212>

<1213>

<1214>

<1215>

<1216>

<1217>

<1218>

<1219>

<1220>

<1221>

<1222>

<1223>

<1224>

<1225>

<1226>

<1227>

<1228>

<1229>

<1230>

<1231>

<1232>

<1233>

SS=50dl 10-0875335

I HEEAIEMPNS)E T3 HHEElEHAdHESREF BErf] =T 9] &ds AZTEA7I= 1wt
oM Ao a4 IS ST, WE TFE(200w)E 96-9 M Aa(microtitre plate)ol =
=, o]z 50mM E&]2=-HCl, pH 7.4, 100mM KCI, 5mM EGTA, 2mM MgCl,, O.2mM NADP, Img/ml BSA, ImM MIT,

4
Nt
10 ofo
ot

0.6mM PMS, 1845 /ml ZAEXEY o|Hslas, 289 /ml T2 6-Q4F S5rags I omeﬂﬂ@M41&
1R1Ixb o2 o]FofHrt. AAAl FEE 0.01pM WA 10 uM=2 ¥sh7F vk, ®EES &5 hlFBPase 0.002-

o] H7IE A EH, EA tiulo] A~ Zdo]E(Molecular device plate) HE7](37TC) %mﬂﬁ7¢ﬂ;LQH%

3l7] e AxdE 97HA SHEE g 106, #g AlFect.  AMPol] Wit 1Cp 1ulMo]t,

35S H31C5(hIFBPase), pM

3.1 0.025
3.2 0.1
3.25 0.014
3.26 0.015
3.58 0.018C HBr & obg)
3.67 2
3.69 1
3.70 0.04
6.3 0.044
10.1 0.12
10.27 0.038
10.43 0.07
15.20 0.04
15.14 0.032
16.1 0.06
17.6 0.62
17.11 0.78
18.3 0.05
18.11 0.33
18.20 0.039
18.25 2
19.2 0.4
22.2 2.8
34.1 0.022
A 0.055
B 0.055

# | 7+ FBPase®| °{A]
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<1234>

<1235>

<1236>

<1237>

<1238>

<1239>

<1240>

<1241>

<1242>

<1243>

<1244>

<1245>

<1246>

<1247>

<1248>

<1249>

<1250>

<1251>

<1252>

<1253>

<1254>

<1255>

<1256>

<1257>

<1258>

<1259>

<1260>

SS=50dl 10-0875335

F o] %t FBPase-¢13W Z#tAv|=2 WHyw thF#(E. coli) ¥ BL21S 2EY BE ¥& FYU3 M.R.
El-Maghrabi =AMZHE A, @45 F3 [El-Maghrabi, M.R., % Pilkis, S.J. (1991) BioChen.
Biophys. Res. Commun. 176, 137-144]¢| 7]&¥ vke} o] A3 FBPase® AAISHATE. &4 42 <119

7} FBPaseol| tsle] A7]3t ule} Hdsjc),
sl7] e Alzd 27 FEE S ek 1C #S Aleetl.  AMPol] ik 1G5 20 pMoltt.

N

3}8HE W3 1G5 (r1FBPase), uM

3.1 0.18
3.2 2.5
3.25 0.5
3.26 0.25
3.58 0.05( HBr & b))
3.70 0.15
6.3 0.5
10.1 2
10.2 2.5
10.27 2.9
10.43 0.8
15.2 1.3
15.4 4.1
15.6 7
15.20 0.6
15.14 0.68
16.1 1.8
18.20 0.28
18.3 0.49
34.1 0.16
A 0.55
B 2.1

AAd B. AP R A%

h1FBPase2] &2 2HE AP Z3H AFglel dist 3o A4S H7Mshr] 98, a425 dA 24 v=9 Ag
e EAst] WA-EAE AP v gE W BB 25mi H-ANP(54nCi/mmole) % 25mM E 2] -
HCl, pH 7.4, 100mM KCI 2 1ImM MgCl, ¢ 0-1000mM AlE 3gE=R o|Fo|ct. #2 FBPase 1.45mg(+
mmole)S vEX|Ere| Z}slsith. 189 wlY ¥, FBPased] ZA3tE APE UAEE o3 F3("Ultrafree-
MC", Millipore)< AZ=AF A Ao we} ARgste] w2 APZHEE  FE kit A7 R g
TE(RAE, a4 9 %A FF) 2 s FE(AY, 083 14 i)Y #3200 A A eS WA
TH(Beckman) WA A AFIE AMESle] FEFsett. &idd AFE AP FE RAEANA F A
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<1261>

<1262>

<1263>

<1264>

<1265>

<1266>

<1267>

<1268>

<1269>

<1270>

<1271>

<1272>

<1273>

<1274>

<1275>

<1276>

<1277>

<1278>

<1279>

<1280>

SS=50dl 10-0875335

goll tiste] of F(R AT A NAM S AlE wlaLsto] H7HG
A C: FHY AFEANA ] SFEAAAGA HA

29 (Groen) (Groen, A.K., Sips, H.J., Vervoorn, R.C., Tager, J.M., 1982, Eur. J. BioChem. 122, 87-93)cl
o A=A wg A ZTA=(Berry and Friend)(Berry, M.N., Friend, D.S., 1969, J. Cell. Biol. 43, 506-
520)9] Hxje] whet WA AAAZ Az a-thEE]F (250-300g) 2H-H IHEE Advt. THAE(Thng FEF
/mDE 10mM ZH]E, 1mM I|FH]E | Img/ml BSA Z AF3}FE %= 1 WA 500 uMS i3t Iml AF =
(Krebs)-F &4t &5 Aol sigsiglet. widES wa2A AgH e F2E70)d & 499 50ml &

T ORH Fo] 054 Ak, 56 olMFEL TN Aekth. 1A% F, 0.2 855, 1 e
(Eppendorf) $HE $713 QAR agirh. olold, 249 50,5 AxA Ao meh Aan} FFaA LA

oAl 71E(Sigma Glucose Oxidase kit)E AF&3le] ¥ &S 4390,

T LGN A BBl olF 16, & 37 Holl vhehic.
3stE M0 F=F AA, uM

3.1 2.5

3.2 2%

3.26 10

3.58 2.0C HBr & o})
10.1 15

10.2 16

16.1 10

50.6 2.0

50.9 2.2

50.2 2.1

Al D A ZHAFAA ] T WY AA B HF-1,6-0] U4 FH,

-

SEAIZL F THAEE AAle] Coll 7]%e g2 FH|Eta U 28t A wjkett. whES M e
HAF50p) S 38t oA Bml AYE/DF, 4/DES 10% FEAAEF(100) Stor Ay
(spinning)dte] FAAAT. edF AA F, A AE FE2 52 3M KOH/3M KACO; 1/3 H39E 718te] 3}
A b =3 9 dAlEE] -, el tigte] AAle] CollA 7]gk vpol o] X %P%L% ‘ﬂ“é}ﬂ
ok FE-1,6-0104k s FA . #E 1,6-0Q04E 1] S AE 3-QlAte R a4 A

of AEHste] EFH oz Frish=d, o]z 340mmol A EUEHH AT, Rk

HCI, pH 7.4, 0.3mM NADH, 2%/ml S2¥AME 3-A4F @FLras, 289 /ml e
100p AIXE FZ2EZ o]Rolxith. 37CoAY 3089 Abdwed 3 dEaA4 15 /nlES

dold w7z FHE WHIE SAHIL. AE FEFE EASE #E-1,6-01U% 15 T NADH 285 o] wkS
o A ats}sict.

Fog-olEA #g-1,6-0]Q04H(FBPase] 7]1&)9] FA| FFate X A FAH-EH JA=
A AZo|A EA &, FBPase’l dAIHE AL 717t

AANd E: 3F3FH dAA

A A pHoll A Q4aked @h=% 89 o L7271 50.6, 50.9, 50.15 2 50.209] ¢HAA 7},

1~H>‘

>~l

oy 2

rr

=23

4o
N

W pH 7(AR)9] AALE fEd Fo ¥z 89 50 EE 100ug/mLE 109 olsle 717 o md
FEEePT. TEES WaW ETG AT (Ultrasphere) C18 A& (4.6 X 250mm)S AF&3te] A4+ HPLCA <]
3 | A¥S AASI 1.6ml/2Y FFolA 50mM AXIEF pH 5.5004 70% oA EUEH R <]
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<1281>

<1282>

<1283>

<1284>

<1285>

<1286>

<1287>

<1288>

<1289>

<1290>

<1291>

<1292>

<1293>

<1294>

<1295>

<1296>

<1297>

<1298>

<1299>

<1300>

<1301>

<1302>

<1303>

<1304>

<1305>

<1306>

<1307>

1~—8— Rl

(parent compound) 3

A3}

Skt
AAd F:

LA .
= 1

W

o}

25}e

Hrisk T2 T8
Adzte} i 71zl A

=+ 315nm,
FE Z AN

Ady 2% 40T A
ﬁic Eilloﬂ

SS=50ol 10-0875335

ST, olEgk 23 stellA, 7] ZrEY
F HAFAIZES 16 WA 180l dAIRE, RElghe

3.58 (HBr & o}d)& z+z 9 & 10T°ﬂ L85 Art.

o

HAAA Y AT A& Hot

5% QgL

ITREHIES
el 7 (220-240g) ol Al 10 WHA] 40mg/kg
o AR o]l

10% o

2
A A ~10mg/kgo. &2 ] AW Ea}
= 2477 Ft FAEA Ho
73k ve} o] dPatgitt. &
Aol tigh, A7 Fol® ZrEZOR
Ax: AEE zZoEeae] 3Jrkd
TR arsiete gt A8,
50.23.1 11

50.33.1 7

50.43.1 17

50.53.1 22

50.63.1 21.5
50.83.1 26

50.93.1 40
50.153.8 22
50.203.8 42
50.173.1 7
50.213.26 45
51.23.1 37
52.129.1 16
52.43.25 30
52.153.26 23
52.1845.1 22
52.2132.2 24
52.2236.1 18
52.323.58 17
52.333.58 19
52.3832.2 30

o=
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YERITE. ZEE=g F 10% vwke] Bt 4
pH 7¢14¢] 50.6, 50.9, 50.15 2 50.20°] t90-> webr 96A17HS Z 3}

7 AR BalgE wjEHe o e o] A A& HIt.
ZFEZ(EAF 400)0] A7) 6A17F DA A et
For A %’43 d W(gavage) ol &3l Folatsl



<1308>

<1309>

<1310>

<1311>

<1312>

<1313>

<1314>

<1315>

<1316>

<1317>

<1318>

<1319>

<1320>

<1321>

<1322>

<1323>

<1324>

<1325>

<1326>

<1327>

SS=50dl 10-0875335

52.413.1 27
52.433.1 18
52.443.1 28
52.453.1 31
52.463.1 16

/‘\_:_]_}\]Oﬂ G: =] o] Zé]i oEEz‘s‘t
224 FHAAA AT Folo] o]& 50.6 E 50.9(3.1¢) TR2=2{1) ¥ 50.2(3.58% TE=1) 253t dlH

El

& , S 60%7HA 7hete] E whelAs 7_‘]14/\]73‘:} Heted FEES dAgel 9d A
%,”MﬂEﬂ3ﬁ§§HH+QQ}HLﬂQWHEiEHZ‘ﬂUQ@%‘@%% iste] EAsATk. HTE A

(non-compartmental) A1 (WinNonLin v. 1.1 software)& ©]&3sle] RE3AE A »L-A7 Tazadz

o8t Tt HES At sltt.

A 2R art oA HAEHA EtEd, oz o5 A7t EIFEZ AAY Hgko] wig- wE

< YEhdn.  okFE gl EES 8lr] Sokelt).

~ —

233 E
3IeHE Cmax Tmax(h) Fojd~ 12171 (h)
(pg/ml) (L/Kg/h)
50.6 0.78 1.5 1.31 5.1
50.9 0.99 1.1 1.6 2.5
50.2 1 3.1 0.54 7.0

AAld H: ZDFFe 54 AT &%
22 Zucker Diabetic Fatty # (ZDFZ])¢] 50.6, 50.9 2 50.2 Fojo] whr|zte] g A3l a3 24

W 8FH IDFFAE Ww ey QltefubEE] s A9 Genetics IncZH-EH T8kt o] &
X Ay =738k F3 A& (Purina 5008 chow) % E& d9Z AFsArt. 10 WA 12 F=Hol HUS
g % >500mg/d1gl HES A¥ st v]EE(PEG 400) ot T2 =2 1(60mg/kg) S A= FoIakolct. §
FTEE Fo F 6AIE T TAAR] HHe® RUEHIIY. A BES wE AW Y(nick) OS2 HFE
3 25 (HemoCue) T w#A7](M= Zg|xYol5 wA Ho|Z9] Hemocue) 2 X315t TAA &+
FUE t 7AE o83t Attt HAEY HALRTHUAE 7] e

A3k BEE I d9F Ast axEy] & F)el uEksxel Al Jie Zrreage] ATHeR a5

I JI
_15__

g, mg/dl
A & 17] %4 T6h%H 3}
H] 3] Z(n=8) 562+ 38 528 429 -6%
50.6(n=8) 544 425 406 + 12+ -25%
50.9(n=8) 602+ 26 410418+ -32%

50.2(n=8)591 435415+ 15%-30%
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<1328>

<1329>

<1330>

<1331>

<1332>

<1333>

<1334>

<1335>

<1336>

<1337>

<1338>

<1339>

<1340>

<1341>

<1342>

<1343>

SS=50dl 10-0875335

#H] 3] Zof tjte] P<0.005

Ao 1@ ZDFFHAAAN S 9 AT 5%
A 3Fgke] v A AP St ZDFFCNAA 50.69] I At av AH.

W ZDFHE(105%)S 2% AFE (Purina 5008 rat chow)E #3874 (n=10), 50.6°] 0.4% BE7}¥ U3
ARE AT THN=8). 7T L I Fo F 353 F AR A Eof 71%@1 upe} o] d9 545
ottt 2R[UE t HAS o] &3l B %*—13 gt HIEo A+ EFHAE 7] e

Azt 7] ®ol AT vhsh o], A whae] obE AulwdlAel 456 A At FA(ME 2] U)E
359 A0S Bl Erol FAHUL, A

g, mg/dl

A2 T7]=A1T212

il

ol

H| 3| & 678419 776428

50.6(n=8)674+25436+ 41

«H] 8] 2o thake] P<0.0001

A T 50.6 AT AW FAAY TA

Alltech All-Guard ZA¥E& zt3& a7 SEZ Ay DS ZH (4.6 x 150mm) S AHg&sk= 94 HPLCOl 98]
Azo] B QI ﬁﬂoﬂ’ﬂ 50.69] tiAbE H7lsith. 7] ZAEE 20mM QIAHZHE, pH 6.22 HFPo R “J%Fi,
fr 1.oml/ 2 &% 40Tol A 205 AH 0 WA 60% oMM EYUE"LS] MAE ez gsisict. WV %%‘rl{
2 300nMel A HEF%WB} g AZel dig 50.6(100p) ] w=F2 9 diaRbEe F4S 7hA gt
o] thAbihE2 A b ol =El2kAl(Sigma Chemical Co, MO)® TH=gj2e] v § A4 Y= LT E
AIRE 8LV 2 ER S JH e, o3 dzHgtAl-Fu] ko] AP ELS AAFdT. FH FAelA f‘é:éﬂ
YA ES At A 23 B (u]x Ay EY ol Mudlo]aro] Mass Consortium Corporation)<- EéTéi
o BES 372014 §9o o] ¥AE YA, oA FAE tAMEEe] A 373%s TheXTh 01
WA RiexaxBoludo)lE FIHAe} dA| gttt o] FAE ZREEIvE 94 GHe desHESE
: =,
%l

o

A Z st BAZ TR £l EJOML e w7l &S E3lo
Ry 2olugolE F7HAo] Ao A V|FEY FFE Co T Fo AT
FAE thAMALE S FUS HPLC 2 UV Eiﬁ‘r?:l:% 7V

o
N
N
AN
e
rlo
gt
o
ke
rv

2
X

AN K: Q1zk ZEAI XA 50.62] thA}

%%E%Q?X}ﬂﬂ%%InVan%MM%wﬁaiﬂCME A2 X HA e wek sjsA| AT, A
50.6< 10uM H3t= I %-5¢k2kd (Krebs—bicarbonate) 7|41 FFMol X 37CE wgsFAq k. 44)%F
of AA thFst Aol A, M EHFS AASL WSS 60%7H4 7tete] FEEIT. AE FEES
Itech All-Guard #A#¥< 2k Hﬂﬂﬂ* SEGAYY DS AH (4.6 x 150mm) S A&}
gk, A7 AYS 20mM <14k pl 6.22 Hgoz e, §5 1.6m/2 2 2%
o) A 2o¢oﬂ Az 0 WA 60%2] CoHEUE —g— j T2 skt W E3XZ 300nMol A
BUEEsT. 50.6, S3E C 2 3,18 WA 2 & vluste] FFssigict. 50.6 w2 A AEskgla v
& 60 ulel H5EHor SeFUYt. 50.69 7 dAbEC] AEHAGH: SFHE C E 3.1, 3.1 ¥ =7]
H & 24pmol/AE WRkg/Rolgdtt. o] AFE 50.60] A3 A7 A EZA A FBPase AA, 3.12
AgRne A e, '

AAle L Q1% 3k xAF=oin|tA ] T A AARRA

aore e lo
512 Mo ox K
S o2 mx R

W= £ Anatomic Gift Foundation)S I =-FEebrred & Nor] F#d3} sl #4 94
o}, QIZF 7+ #A N (4dmgs @A) 50mM E]~-HCL, pH 7.4, 10mM MgCl,, = 10mM TlE] . E

2 gHeks wg BFBIA Zesea diAE ks, 2Aze] Bl AR tgd Az Eow

=
=
A
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<1344>

<1345>

<1346>

<1347>

<1348>

<1349>

<1350>

<1351>

<1352>

<1353>

<1354>

<1355>

<1356>

<1357>

SS=50dl 10-0875335

BEHFES vk EERNE It WeEeSs 6092 7lete]l @ AAAS g, ARG 93 A3t
3 JAMIEES Alltech All-Guard 2E < z+& 3wk LEZGA9E DS AH (4.6 x 150mm) S ALgate 4
HPLCO] <)&] ®Astgct. v AL 20mM QALF, pH 6.22 HIAHZ WS, 42 1.6m/5 2L &% 40

TolA 208 AA 0 WA 60%9] oFNEUEZ M3 2 &8ttt IV 355 300nMelA] U H 3
o 3tE iR ZREeOES HeAdd At ofd ol sH e Al-Fusl GAlE A diAbE o] 5] )
%L%ﬂﬂﬂ ey aoiudolE Fe|R HAJrt, IYBR, IAEN B S RAHoR HF X

E-Fv] B gAY &9 widett. ol zHEHA-SFu] ©AZE SAlghdAYE obd diEA =
izﬁlﬂtﬁkéﬂééwlqﬂﬂq:

}
L.
[l
o

9

=)

=

JZ
|
b

2 2opulehA] 2y

(3.1 == 3,58 A4 &5,

W

X2 dnmoles/mn/ZF A mg)

50.6 0.022
50.8 0.019

50.10 0.005

50.12 0.022

50.20 0.085

50.19 0.029

52.8 0.025

52.12 0.032

52.160.033

&7 éﬂ%?}kﬂ-ﬁ*ﬁEﬂﬂqﬂﬂtﬂﬁ}Eé%4 wopmlHo|E Y]] Q1A A

o
RS e, 237 oWl 71&, 50.109] RaF AT E
g, ol =EHEA-Fvl goll 2EH 23} A 1

o
2,

Sayel wel, thore ANHG % FH @A AN, B Uyl el a5ew = a5¢ o4
AREA eholol grh. 3 wme] W @ W] ¥ wre] wg W AAE HolUA ofisn WA Hu
Aol A WuE Aoty wWaA, B wwel WeE Axd ofd AeH 54 dsiuce AR Fr|
os gelatelof @k AL o 4 A Aol
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