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377 378 15.5 N\~ j o NC , CN HxN N~S NH2 H2N N SH CI~N J ~ '~N N`` ~N A 411
~ I , I HCI ~ 332 333 35.4 H2N N S ~ H2N ~N~SH N I N N`` ~ ~' N` ~N
Me0'~'Br A 412 ~N ~N I ` / I ~ 310 311 86.4 H2N `N SH 0, ~ OH ~ OH N`` / ,N
N ` ' ~ ~ N Me0'~' Br A 413 ` ~ ` ~ I ~ 326 327 46.4 H2N N S H2N `N SH `
WO 01/25210 -153 Ex. No. Product Molecular wei ht I N / II \I S B 1 / 419 N
\ N 0 I \ N~ / / 



/ S Fi3Cw B2 ~~N 465 o~ I \ NH= q Cry CI N / II \I s B3 / 439 N \ N O I \
NH2 / CI I / \ I / S H3C~ B4 ~IN 0 \ 465 NHz I / O~CH3 CI N / / S BS ~~N
450 0' N NHx / O O I N / \ I / S B6 / \ ~N o \ 455 / NHx / PCT/EP00/09153
WO 01/25210 - 154  Ex. No. Product Molecular wei ht I N / S B7 ~~N 435 o' N
NHz / CH3 r N I / ~~ / B8 \ I g 498 0 / \ N a~ N/ NHz I N 



/ II / B9 \ I / I S p 419 / ~ N CH3 N/ NH2 I N B 10 \ I / ~ 484 ~N 0 \ N~ ~
/ Br I B 11 \ / ~ 406 ~N 0 \ NHi I ~ N I B 12 \ / ~ 406 // \ N O I \ NHZ /
PCT/EP00/09153   WO 01/25210 - 155  Ex. No. Product Molecular wei ht H,C /
B13 ~ I / ~ S o 541 / ~ N NHi ~ / O Cii~ CI \ B 14 \ / I S p 481 / ~ N \ N/
NH2 CI N / II B 15 \ / I 423 ~N O \ F ~/ NHZ ~ / a I\ / I hI / F F B 16 \ /
I S o F 473 / \ N NHz a N / II p I B 17 \ / ~ I ~ 474 / \ N a / a / NHz
PCT/EP00/09153   WO 01/25210 



- 156  Ex. No. Product Molecular wei ht O~ ,~ ~ II HZN ~ A O B 18 ~ / 450
N/ ~N CI / \ ~ / s B 19 N~IN o / 515 / NHZ \ / CI CI N / ~~ O B20 \ / I / I
439 / \ N \ NH2 CI / / S B21 1` IN 474 NHz / CI I CI N / II / S B22 ~~N 430
o~ I \ NH2 / N N / / S B23 ~ ~ 434 \ N O ~ ~N N~ / C PCT/EP00/09153   WO
01/25210 - 157  Ex. No. Product Molecular wei ht CI N / II o B24 ~ I / I
~~~~~o~CH3 443 w N CI~ i NHi CI / I I B25 \ / ~ ~ ' 507 N 0 ~ O N~ I / CI /



/ I II \ N B26 ~ / I S p 406 / \ N N/ NHz CI B27 0 469 \ NrS p ~N F O F F
H3C ~CH 3`' I N ~ \ wCHs B28 \ I II S 515 /~ o / \ N N/ NHz CI N / II O I
B29 ~ \ IN S I / ~ ~ 540 // ~ CI NHS PCT/EP00/09153   WO 01/25210 - 158
Ex. No. Product Molecular wei ht I / I \ I / s B30 ~IN  \ 476 i/ I N~ / ~
CHI CH3 I~ I / B31 / I I 463 \ / s o II / \ N N/ NHz CI N / S O B32 ~~ ~
497 / \ N O OH N NH ' CI CI N 0 B33 \ ~ I S i S 461 / \ N 



N/ NH2 CI N B34 ~ I ~ I S i CI 541 \ N 0~ ~~ / N N / CI NH2 G I \ \ I / S I
/ ~IN B35 N/ ~ I ~N 562 NHi \ I/ ,O I-5C PCT/EP00/09153   WO 01/25210 - 159
Ex. No. Product Molecular wei ht / I II B36 ~ / I S I ~ N 486 N O N / H3C
NH2 F F F I / N ~I B37 / I II 473 / I S o ~ N N/ NH2 CI B38 ~ S 373 N ~ N O
~N O OH CH3 CI N / I~ ~C I / B39 ~ I g 434 /~ O / ~ N NHz r I i B40 ~ I~ ~
I 560 iIs o ~ N N~ Nhl~ PCT/EP00/09153   WO 01/25210 



- 160  Ex. No. Product Molecular wei ht G N 0 B41 \ ~ ~ ~ I 433 N HsC \ ~s
NHz a N / ~~ O B42 \ / I S / I a 474 / \ N N/ NH2 a CI / I~ H3C CHa ~CH~
B43 ~ ~ I S O 451 / \ N N N NHx C~ ~C~ \ ~ ~~ b(o -~s B44 ~ \ " 515 ~N O O
'O H' IIIC CI N B45 ~ / S O 419 \ N N NHz PCT/EP00/09153   WO 01/25210 -
161  Ex. No. Product Molecular wei ht cl H~c cl~ H3C O B46 N% \ /r~l 0 556
"~N / \ o=n~ 0 I N / O B47 \ / I 369 \ N // N Nhiz a N ~ \ / B48 - ~ ~--s o
631 N I-i~ ~ N \ N / CI CI a \ / /j ~ B49 - \ N/ S o 550 HZN O N O / \ a F
a N 



a B50 ~ ~ S` ~ 492 ~I / \ N N/ Nf-L~ PCT/EP00/09153   WO 01/25210 - 162
Ex. No. Product Molecular wei ht cl\ ci N / B51 \ ~ II 545 /~ o / \ N NI-l~
CI CI N I \ / ~~ / B52 \ I / g O 515 I I N \ N / / NHz \ 0 / S B53 / \ IN O
CH3 479 / N~ H,c 0 I O~ S~CH3 0 II, I N \ zO CI / B54 \ I S 484 /~ O \ N //
N NH2 CI N \ ~ S\ B55 ~ N 381 \ N N/ NHz PCTJEP00/09153   WO 01/25210 - 163
Ex. No. Product Molecular wei ht CI 



N / ~ ~ ~ H3C I O N B56 \ / I S / CI 527 / \ N CI NH2 w CI N N B57 ~ / Sv
`N 417 / \ N N/ NFiz CI N / ~ ~ HsC ~N O B58 \ / I S \ 396 / \ N CH3 N/ NHZ
CI N / ~ ~ ~ H3C~N~CH3 B59 \ / I S 0 397 / \ N N/ N/ NH2 N B60 \ / S v _N ~
~ 4 0 1' 6 \ N N~ NH2 PCT/EP00/09153   WO 01/25210 - 164  Ex. No. Product
Molecular wei ht CI N / I II o B61 \ / S OH 373 \ N O N~ NH2 CI I~ O O I
B62 \ ~ I s 415 \ N ~CH N~ NH2 CI N / I I I CH3 B63 \ / S O 357 \ N CH3 N~
NH2 N II \ / S H3C~ B64 ~ O 400 N \ N 0 I \ NH2 / N 



I I \ / S B65 ~ ~ 384 \ N O I \ NH2 / CH3 PCT/EP00/09153   WO 01I25210 -
165  Ex. No. Product Molecular wei ht N \ / S HsC~O B66 / \ IN O ~ 430 N
NHZ ~ / O I CH3 N \ / S HsC~O B67 / ~ N O \ 430 N/ N~ ~ / O~ CH3 N / / S
B68 ~~N \ 400 / ~i NHZ ~ / 0 I CH3 N \ / S B69 CH3 400 / \ N O \ O N/ NH~ ~
i Br N / ~~ / B70 ~ ~ S 463 / / \ N CH3 N/ NHZ PCT/EP00/09153   WO 01/25210
- 166  Ex. No. Product Molecular wei ht I \ 



/ ~~ / B71 \ ~ / S O 384 / \ N CH3 N/ NH2 N \ / S B72 ~ ~ 371 N/ \ N O \
NHZ I / N N I II \ S B73 / ~ 371 j \ N O I ~N Nhiz / N / I \ / S B74 ~ ~
371 / \ N O N~ I / / / ~~ \ B75 \ / I S O 447 / \ N \ N/ NHz I /
PCT/EP00/09153   WO 01/25210 - 167  Ex. No. Product Molecular wei ht N I II
\ / S B76 ~ ~ 388 / \ N 0 \ F N/ NH2 I / N II /F F B77 \ / S O F 438 \ N N/
NH2 OwN~r o~\ Hz ~ 9 O B78 ~ / 415 N~ ~N N / II O S O~CH3 B79 IIH3C NCH p
408 / \ N 3 



N/ NH2 N / \ / S S O~CH3 B80 ~ I 473 N/ \ N O I \ 0 NH2 / PCT/EP00/09153
WO 01/25210 - 168  Ex. No. Product Molecular wei ht / (~ ~ N B81 ~ ~ / S
371 O N N NHz \ / _ o B82 N- \ ~--S 434 N ~O ~N F O F F H3C CH 3C' I ~ ~CH3
N / B83 \ I I I 481 0 / ~ N N/ NHZ / / S B 84 N ~ IN 0 I ~ 442 N~ / N^CH 3
~CH3 / I O B85 ~ 428 S O N N NH2 PCT/EP00/09153   WO 01/25210 - 169  



Ex. No. Product Molecular wei ht / / S O B86 ~ IN OH 463 N CI N / ~~ \ \ ~
/ S ~ / ~IN B87 N/ NH o~ ~ N 528 z \ / H300 / ~~ o B88 ~ ~ / S ~ 452 I N O
N / H3C NHZ F F F N B89 / I II 438 \ / ~ S o \ N // N NI-lz s B90 ! ~S 338
N~ ~ //N 0 HzN 0 OH PCT/EP00/09153   WO 01/25210 - 170  Ex. No. Product
Molecular wei ht CH3 / ~ ~ ~C / B91 \ ~ S 399 /~ O / \ N N/ Nhli N 0 B92 \
/ ~ S / I 398 N / \ N H3C \ CH3 NHZ N / II H3C CH3 ~CH3 S B93 ~ 417 N N N
NH z _ CH3 0 1.-S N~ ~ ~~N B94 HzN ~0 481 0 



/o H3 /C \ B95 \ / I S O 384 \ N // Nli2 PCT/EP00/09153   WO 01/25210 - 171
Ex. No. Product Molecular wei ht N 0 S B96 I I 334 N N~ NHz \ / /j / B97 N
\ ~ 516 HzN O N O / \ CI \ F CI B98 \ ~ g 457 O / \ N N/ NH2 CI \ / B99 \ /
S O 481 N \ N / / NHZ \ / S B 100 / \ IN o CH3 445 N~ ~C O I O~ S~CH3
PCT/EP00/09153   WO 01I25210 - 172  Ex. No. Product Molecular wei ht H3C /
~~ CHs CHs \ ~ S ~ / B 101 / ~ 399 \ N N NHz N / I ~~ o / B 102 \ ~ S N~
456 I / \ N \ ~O N NHz I / N / \ S 



B 103 / ~ N 346 / \ N CHs N/ NH2 N N \ S B 104 / ~ N 382 \ N N NH2 N / ~ ~
HsC ~N \I / S B 105 I1 1 361 \ N CHs // N NHZ PCT/EP00/09153   WO 01/25210
- 173  Ex. No. Product Molecular wei ht N / ~ ~ ~ H3C~N~CH3 / S B 106 ~ ~ O
362 / ~ N N/ NH2 N / ~ ~~ _ / S v `N B 107 I~ 426 N N~ NHZ N O S OH B 108 I
l 338 / ~ N 0 N/ NHZ N p O / S B 109 \ ~ 380 CH3 NHZ N CH3 S B 110 / ~ O
322 / ~ N CH3 N/ NHZ PCT/EP00/09153   WO 01/25210 



- 174  Ex. No. Product Molecular wei ht / ~~ HaC~NiCHs \ S B 111 / ~ ~ 0
379 N / \ N 0 CH3 NHz N CI / \ / S HaC~O B112 ~~ 435 N0 \ NH2 ~ / N / \ ~ /
S B113 ~~~ 419 // \Np ~\ NHz / CHs N CI / \ ~ / S H300 B 114 ~IN o \ 465 N~
~ / O I CH3 N G / II \ ~ / S ~C~O B 115 / \ IN 0 \ 465 N~ ~ / 0~ cH3
PCT/EP00/09153   WO 01/25210 -175 Ex. No. Product Molecular wei ht Br N CI
/ II / B 116 ~ ~ g 498 O / \ N CH3 NHi N cl / I ~ ~ / B117 \ / S O 419 \ N
CH3 N/ NH2 N CI / \ / S B 118 ~ ~ 406 \ N O \ NHZ ~ / N N 



CI S B 119 ~ I 406 ~ N O ~ ~N NH2 / N CI / \ / S B 120 ~ ~ 406 / ~ N O \ N/
NH2 PCTlEP00/09153   WO 01/25210 - 176  Ex. No. Product Molecular wei ht /
CI / ~ ~ \ B 121 ~ / S 0 481 / \ N \ N/ NHZ N CI / II \ ~ / S B 122 ~ ~ 423
N \ N O \ F NHz N / F B 123 \ I / I S ~ F 473 / \ N N/ NHz / O~~ ~ ~~ TWO'
HzN ~ A O B 124 / ~ / ~ 450 N/ ~N CI N CI / ~ ~ 0 \ ~ / S O~CH3 B 125 \
INH3C CH 0 `t43 3 // N NHz PCT/EP00/09153   WO 01/25210 - 177  Ex. No.
Product Molecular wei ht N 



CI / \ / S S O~CH~ B 126 I I 507 N \ N O \ O / N~ ~ / CI \/ 0 B 127 N= \ \
S 469 N~' 0 HzN F O F F H3C ~C C / B 128 ~ 515 \ / s o II / \ N N/ NHZ N CI
/ II \ ~ / S B 129 N ~ IN o \ , 476 NHz ~ / N^CH3 ~CH3 N CI / I ~ \ \ I / S
I / \ N B 130 N / ~ I N 562 NHi \ I / H3C' PCT/EP00/09153   WO 01/25210 -
178  Ex. No. Product Molecular wel ht CI / ~ ~ ~ i B 131 ~ / I S ~ ~ N 486
N O N / H3C NHz F F F N B 132 CI ~ I I I \ 473 S O N // N NH2 CI B133 \ ~S
373 N~ N 0 HxN O OH CH3 N 



N CI / ~ ~ ~C I / B 134 ~ ~ g 434 /~ 0 N // N NHZ N CI / II H3C CH3 ~cH~ s
B 135 ~ C 451 N N N/ N PCT/EP00/09153   WO 01/25210 - 179  Ex. No. Product
Molecular wei ht a ` c", \ / // o `~s B136 \ N 515 ~N ,O O 'O H9 /C N CI /
I I I \ / S CHI B137 ~~ H C 415 / \ N ~ O N/ NHz O~CH3 I CI N / I I I H3C \
B138 \ / S O 419 \ N N NH2 N CI / I I I O S B 139 ~ ~ 369 \ N N~ NHZ G \ F
N CI / ~ ~ G / B 140 \ I S 492 /~ o / \ N N/ NHz PCT/EP00/09153  



WO 01/25210 - 180  Ex. No. Product Molecular wei ht Br B 141 ~ I / S ~ 484
\ N N NH2 N _ CI \ / S B 142 427 N // N NH2 N CI / II \ ~ S B 143 / ~ N 381
/ \ N CH3 N/ NH2 N CI ~ ~~ N / \ I / S ' N  B 144 ~ I _v~` 417 \ N N NHZ N
HC CI / I I 3 \ ~ / S \ O B 145 I ~ 396 N CH3 // N NHZ PCT/EP00/09153   WO
01/25210 -181 Ex. No. Product Molecular wei ht N CI / ~ ~ H3C~N~CH3 \ S B
146 ~ ~ ~ O 397 / ~ N N/ N/ NH2 N / ~I _ S \ / Sv 'N B 147 ~ 460 / \ N NHZ
N CI / ~ ~ O 



S OH B 148 I I ~ 373 \ N O // N NHZ N CI / ~ ~ H S B 149 ~ ~ O 357 / \ N
CH3 N/ NHz N CI / ~ ~ H3C~N~CH3 \ ~ / S B150 ~ ~~ 414 ~ N O CH3 NHZ O Nr /
B151 \ / I S 416 / \ N O \ NFIz ~ / N PCT/EP00/09153   WO 01/25210 - 182
Ex. No. Product Molecular wei ht O 0%N+ I B 152 \ / I S 416 N/ \ N O I ~N
NHZ / / II I B 153 \ / I S 416 i ~N O v NHZ I / O O!N+ B 154 \ / ~ S CH3
444 j \ N O I ~N NH2 / CH3 0 O~N; / ~ ~ O B155 \ I / H C;,~~O~CH3 453 CH O
\ N s N NHZ N O~N. / ~ ~ 0 B156 ~ I I / \ ~ a 550 ri ~ ~ a 



NHz PCT/EP00/09153   WO 01/25210 - 183  Ex. No. Product Molecular wei ht o
~, N piN / ~ ~ \ \ ~ / s ~ / ~IN B157 Ni p I ~N 573 NHz \ ,0 hi3C CHI O N \
N O~N+ / II ~C I / B 158 \ ~ S 444 O / \ N N/ NHz O O~Nr / I~ H3C CH3 ~CH3
B 159 \ / I S O 462 \ N N N~ p~N+ / B 160 \ ~ / S CH3 425 / \ INHD 0 N/ I
NH2 O~ CH3 o I\ N O~N+ / ~ ~ / I B 161 \ / I S 0 494 / \ N % . N/ NH2 \
PCT/EP00/09153   WO 01/25210 - 184  Ex. No. Product Molecular wei ht Hs p o
o~N+ / ~ ~ 0 0 



B 162 \ ~ S 602 ~o \ N O I \ N NH2 / O N O~N / I I I 1~ B163 ~ / S~~ 391 N
CH3 // N NHZ O O,N+ / II N I - ~\ B164 ~ / I Sv `N 427 \ N // N NHZ O I, N
o~N / II "~~~N~~"~ B 165 ~ ~ / S O 407 / ~ N N/ N/ NHz O_ / II _ I _ ~\
B166 \ / S v 'N ~ / 471 N N~ NHz PCT/EP00/09153   WO 01/25210 -185 Ex. No.
Product Molecular wei ht 0 N O~N+ / ~ ~ HsC~NiCH3 B 167 ~ / I S 0 424 N / \
N 0 CH3 NH2 ~H3 N 0 B 168 \ / I S H300 430 ~N 0 \ NH2 CH3 N O / II \ I / S
H300 B 169 \ ~N 461 0~ \ 



N NHZ I / O I CH3 CH3 N O / B 170 \ / I S 435 // \ N 0 ~ \ N NH2 / CI N I I
\ I / S B 171 / \ IN 0 ~ 461 / N~ I / 0~ CHI PCT/EP00/09153   WO 01/25210 -
186  Ex. No. Product Molecular wei ht H3 \ / S B 172 \ ~N 445 N NHz / N O
// I I O / \ ~ / S B 173 ~~N 451 O' I \ NHz / N / \ ~ / S B 174 \ ~N 430 //
~ p' ~ \ N NHZ ~O I CH3 CH3 ~I I B 175 \ ~ I S CH3 430 ~N O \ O ~/ NHZ I /
Br CH3 I / B 176 \ ~ S 493 ~O / \ N CH3 N/ NHZ PCT/EP00/09153   



WO 01/25210 - 187  Ex. No. Product Molecular weight CH3 ~ \ O / ~f / B 177
~ / S p 414 \ N CH3 N~ NHz ~H3 N p sl7s ~ / I S 4o1 // \ N p ~ \ N I NH2 /
N CH3 N O / B 179 ~ / I S 401 \ N O ~ ~N NHZ / CH3 N O B 180 \ / I S 401 ~N
O v NH2 ~H3 O N ~~ \ B 181 \ / I S O 477 / \ N N/ NH2 ~ / PCT/EP00/09153
WO 01/25210 - 188  Ex. No. Product Molecular wei ht ~Hs II I B 182 \ / I S
418 ~N O \ F N// ~/ NHZ I / I Hs N I \ II / F F'~ B 183 \ / I S O F 468 \ N
N NHz CH3 II o B 184 \ ~ I S ~ \ 469 \ N CI / CI NHZ /I II ' 



HZN ~ B O I/ B 185 N \ N 445 I\ O~CH3 CH3 II o I S CI B 186 ~ ~ ~ ~ 435 / ~
N N/ NH2 PCT/EP00/09153   WO 01/25210 - 189  Ex. No. Product Molecular wei
ht I~ p / \ I / S B 187 ~~N 425 p~ ~ \ NI-(i / N CH3 O / II I B 188 \ / I S
CH3 430 N/ \ N 0 I ~N NHz / CH3 CH3 N I~ O B189 \ I / H C O~CH3 439 CH30 //
N NHZ CH3 N O / I II S ~CH3 B 190 / ~ `S O 503 ~ N O \ O NHz I / I Hs N / O
/ I I) \ N B 191 ~ / S O 401 / \ N N/ NHZ PCT/EP00/09153   WO 01/25210 -
190  Ex. No. Product Molecular wei ht ~H3 



N B 192 \ ~ ~ S ~ ~ ~\N 425 ~ N N~ NH2 CH3 O Hs B 193 _ 464 N- \ ~~S N ~0
HzN F O F F H3C C b~ N / B194 ~ I II 511 i s O II N N~ NHz ~3 S B 195 ~IN o
~ 472 i Ii N~ I / N^~ ~3 CH3 O O / I II O B196 ~ S 458 /~ O N N~ NHz
PCT/EP00/09153   WO 01/25210 -191 Ex. No. Product Molecular wei ht ~H3 N O
/ II S O B 197 ~ ~ ~ 493 / \ N 0 OH N NHx I Ct CH3 O N / ~ ~~ C B 198 \ ~ I
S ~ g 457 ~ N N~ NH2 b~ / I I~ I \ \ / S / \ N B199 N/ 0~ I ~N 558 NHZ /
H3C~ 



H3 N / II o B200 ~ I / I S ~ N 482 \ N / HaC 0 NHz F F F H N B201 / I II
468 \ / I S 0 N N/ Nhli PCT/EP00/09153   WO 01/25210 - 192  Ex. No. Product
Molecular wei ht ~ Ha O B202 ~ S 368 N O HzN O OH CHI r~H3 i \ N O / ~ ~ I
H3C / B203 \ / S O 430 / \ N N/ NHZ I H3 N B204 ~ / I S / I 429 N H3C ~ CH3
NH2 OH3 N ~. ~~ O \ S CI B205 \ ~ / ~ 469 / \ N/ NH2 CI CH3 N p / ~ ~ HsC
CH3 ~CH3 B206 \ / I S p 447 \ N N // N NHx PCT/EP00/09153   WO 01/25210 -
193  Ex. No. Product Molecular wei ht %~ 0 CH3 



ii o B207 \ N 511 HzN ~ O O /O H3 'C O N O S B208 / ~ 364 N // N NHz CH3 0
// / B209 N- ~ >--S 0 546 N H2N O N O \ F / ~~ a B210 ~ 487 \ / I S 0 N N~
NHZ PCT/EP00/09153   WO 01/25210 - 194  Ex. No. Product Molecular wei ht
~Hs O N \ ~ / S B211 / \ N O CH3 475 N/ NH2 H3C O O S~CH3 O I I, CH3 N ~ \
~ z O O / ~~ a / B212 \ ~ s 480 /~ O N N/ NH2 I 3 3 B213 OH / ~~ H3~ C O
493 \ ~ / s O \ N N NH2 CH3 N ~ \ Br O / ~ ~~ / B214 \ / S O 479 / \ N N/
NH2 ~Ha \ ~ / S B215 423 / \ N 



N/ NH2 PCT/EP00/09153   WO 01/25210 - 195  Ex. No. Product Molecular wei ht
~Hs / ~ sC CHs CH3 B216 \ / I S / 429 / ~ N N/ NHZ ~Hs O N / I ~~ O B217 \
/ I S N~ 486 / ~ N \ ~O N NH2 ( / O O~CH3 H3C~ O i CH3 N B218 ~ ~ I ~ ~ ~ I
~ 605 s N NI-l~ I H3 N II N I s\~ B219 / - N 376 / \ N CHa N/ NH2 CH3 N
B220 ~ / S v _N 412 N // N NH2 PCT/EP00/09153   WO 01/25210 - 196  Ex. No.
Product Molecular wei ht i Hs O / ~~ H3C ~N O B221 \ / I S \ 391 / \ N CHa
N/ NH2 CH3 N O / I I HsCw ~CH3 N B222 \ / I S O 392 / \ N N/ N/ NH2 CH3 N 



O / ~ ~~ _ S B223 \ ~ S v _N ~ ~ 456 \ N N~ NHz CH3 N O / O O B224 \ / S~~O
410 j \ N ~CH3 NH2 ~H3 N O / ~ If CH3 B225 \ / I S O 352 / \ N CH3 N/ NH2
PCT/EP00/09153   WO 01/25210 -197 Ex. No. Product Molecular wei ht CH3 O /
~ ~ H3C~N~CH3 B226 ~ ~ I S O 409 N j O CH3 NH2 IHz N / I~ B227 \ I / S H3C\
457 N \ N 0 I \ NH2 / IH2 O / I B228 \ / S 441 \ N O I \ NH2 / CH3 IHz N o
/ II B229 \ I , I S H3C~ 487 i \ N o ~ \ NHz / 0I CH3 IHz N o / II I \ / S
C~ B230 IT 487 N \ N 0 I \ NHz / O~ CH3 PCT/EP00/09153   



WO 01I25210 - 198  Ex. No. Product Molecular wei ht  / I II B231 \ / ~ 457
\ N O I \ N NH= / O I CH3 N B232 ~ I II 457 b' N \ N O I \ NH2 IKz  / II /
B233 \ I g 441 0 \ N cH3 i N NHz B234 \ ~ / g 427 I I \ N p \ NHZ ~ / N N /
II B235 \ I / S 427 \ IN O ~ N NHz ~ / PCT/EP00/09153   WO 01/25210 - 199
Ex. No. Product Molecular wei ht IHz N / II B236 \ I / S 427 YIN O v NHZ (
/ IHz N / B237 ~ I / g o 503 I~ / ~ N N/ N~z I ~ iHz O / I B238 \ I / s 444
~IN O \ F N / N~ I / iHz 



N O / II / F B239 ~ ~ S F F 494 O / ~ N N/ NHz 0~,~\ II ' HzN ~ A O I/ B240
N \ N 471 O` lI\\CH z PCT/EP00/09153   WO 01/25210 - 200  Ex. No. Product
Molecular wei ht iHx N O / II B241 \ I / S CH 456 II 3 \ N O ~ ~N NH2 / CH3
O / ~~ O B242 ~ I ~ S'~~o~cH~ 465 ~~HsO \O~ //0 ~ N N~ Nhh H2 N O / II B243
\ I / g S ~CH3 529 N/ \ N O \ O NH2 I / IHz / / I~ \ N B244 \ I S 427 O \ N
N~ NHz ~ H2 O / N ~H3 B245 / 490 _ o N- \ ~~--S N ~O HxN F O F F
PCT/EP00/09153 



WO 01/25210 - 201  Ex. No. Product Molecular wei ht IHz N / II \I s B246 /
Y 498 N \ N O I \ N~ / N^CH 3 ~3 \ / N B247 / I II 485 \ / ~ S o / \ N N/
NHz O / I B248 \ / I s o 519 N OH N \ O \ NHz CI N \ ~ / S ~ / B249 ~~N o
~N 584 ii NH2 / 1-I~C~ IHz CH3 C / B250 \ ~ g 456 O / \ N N~ NHz
PCT/EP00/09153   WO 01/25210 -202 Ex. No. Product Molecular wei ht IHz N O
B251 ~ ~ S 455 \ N HaC~C~ N I NHi IHz 0 / I~ H3C CH3 B252 \ ~ S CH3 473 ~O
\ N N 



N~ ~ Hz O /CH3 O rO B253 ~ ~S 537 N HZN ~O O ~O H3C IHz 0 N ~~ HC \ B254 \
~ 3S 441 O \ N N~ Nhl~ PCT/EP00/09153   WO 01/25210 - 203  Ex. No. Product
Molecular wei ht IHz N O / II B255 ~ ~ g O 390 N NHZ CH2 O B256 572 N- \
,~--S O N H2N O N O iH2 CI F O / ~~ ~ / CI B257 ~ ~ S~ 513 / Y O I IN // N
NHZ Ci I o \ / ~j ~ i B258 ~ 567 \ / I S o \ N NFiz PCT/EP00/09153   WO
01/25210 _ 2p4 _ Ex. No. Product Molecular wei ht IKz \ S B259 / 501 \ N O
CH3 



N~ NHZ ~C O O~ ~CH3 O_.N\~Og % N~ B260 N~ ~N 443 i /O H2 J(C IHz N ~'~aC
CH3 O / ~~ \ B261 \ ~ S ~ / ~~ 455 / \ N N~ NHZ IHx N / ~~ o B262 \ ~ / ( g
N ^ 512 I 1I \ N \ ~O N~ NHZ ~ / PCT/EP00/09153   WO 01I25210 - 205  Ex.
No. Product Molecular wei ht IHz N / N B263 \ ~ g~~ 402 / Y N \ IIN CH3 N/
NH2 iH2 / II N B264 ~ ~ g 439 /~ N N N NH2 I~ N C B265 ~ ~ S ~ O 417 N NH2
iHx N / ~ ~ H3C~N~~H3 B266 ~ ~ g 418 ~O / ~ N N/ N/ NHZ IHz N / ~~ _ B267 ~
~ / S~N ~ / 482 II 



/ ~ N N/ NHZ PCT/EP00/09153   WO 01/25210 - 206  Ex. No. Product Molecular
wei ht IHz N O / ~~ O B268 \ ~ S OH 394 \ N O // N NHz O / O O B269 \ ~ g
436 Gi / 3 NHz N H3C \ / S H300 B270 I I 414 // ~Np ~\ N NHZ / H3C / \ / S
B271 ~IN O / 461 NHZ \ / H3C / / S B272 ~ ~ 398 \ N p N~ / CHs
PCT/EP00109153   WO 01/25210 -207 Ex. No. Product Molecular wei ht N "~c /
I ~ / S H300 B273 ~IN p ~ 445 



N~ I / Q cH3 N "~c / I ~ / S H300 B274 N ~ IN O \ 445 N~ I / o~ cH, N / \ I
/ S B275 / \ IN O \ 429 N/ NHZ ~ / NCO I I O N H3C / / S II B276 N \ N O \
435 / NHZ / N H3~ / / S B277 / \ IN O ~ 414 N~ I NHZ ~ / O I CH3
PCT/EP00/09153   WO 01/25210 - 208  Ex. No. Product Molecular wei ht N H3~
/ I I I B278 \ / S CH I 3 414 / \ N O \ O N/ N~ I / er N B279 ~ 477 0 w N
C~ ii N 



NFiz N HsC / I ~ ~ / B280 ~ / S O 398 \ N CH3 N/ NHZ N "3~ / I I I S B281 I
I 385 N O \ NH2 ~ / N N H3~ / II / s B282 I I 38S N O ~ ~N NH2 /
PCT/EP00/09153   WO 01/25210 - 209  Ex. No. Product Molecular wei ht N H3C
\ / S B283 ~ I 385 / \ N p N/ NH2 / N H3C / ( II \ B284 \ / I S p 461 / \ N
\ N/ NH2 N H3C \ / S B285 ~ ~ 402 / \ N O \ F N/ NH2 ~ / H3C / ~ ~ I / F
F/I B286 \ / I S O F 452 \ N // N NHZ N H3~ / I I I O B287 \ / ~ S I \ 453
\ N CI / CI NHz PCT/EP00/09153   



WO 01l25210 -210 Ex. No. Product Molecular wei ht /I O~~ \ II Z ~N ~ a O
B288 // I / \\ 429 N 'N I\ CH3 N H3C / I I I o \ / S / CI B289 ~ ~ I 419 /
\ N \ N/ NHz N H3C / I \ / S B290 / \ IN O \ 409 N NH2 I / Ill N H3C / \ I
/ S B291 ~ CH3 414 N/ \ N O I ~N NHZ / CHs N H3~ / I I O B292 \ I / H C
O~CH3 423 CH O / \ N 3 N/ NHz PCT/EP00/09153   WO 01/25210 -211  Ex. No.
Product Molecular wei ht H3C / S ~C~"h B293 / ~ ~S O 487 \ N O ~ O NH2 N
H3C / ~ ~ \ N B294 \ ~ / S O 385 \ N N NH2 N H3C / 



O B295 \ / ~ S / I ~\N 409 / \ N \ N~ NH2 H3C \ / _ o B296 448 N- \ >-S N
~0 HzN F O F F H3C CH C \ ~CHa / B297 ~ S 49S O \ N N~ NHz PCT/EP00/09153
WO 01/25210 - 212  Ex. No. Product Molecular wei ht 17 \ I / s B298 , \ IN
O I \ 456 N~ / N^~~ I\ H3C / I O B299 I 443 \ / ~ S o / \ N N/ NHS N / S O
B300 / ~ IN O OH 477 N / NH2 CI N "3~ / I I \ \ I / S I / ~IN / O~ ~ N B301
N/ N~ I 542 I / H300 H3C / ~ I ~ i B302 ~ / I S I ~ N 466 \ N N / HsC O NH2
PCT/EP00/09153 



WO 01/25210 - 213  Ex. No. Product Molecular wei ht F F F N B303 ~ ~ I II \
452 \ / S O \ N N~ NHS H3C B304 ~S 352 N~ ~ N O ~N O OH H3 N \ H3C / ~~ HOC
I / B305 \ ~ g 414 /~ O \ N N~ NHZ N HsC / ~ ~ ( O B306 \ / ~ S / I 413 N /
\ N H3C \ CH3 NHz N H3C O \ / S / CI B307 ~ ~ I 453 / \ N \ N/ NHz CI
PCT/EP00/09153   WO 01/25210 -214 Ex. No. Product Molecular wei ht N H3C /
I) H3C CH3 CH3 S B308 / ~ O 431 N N // N NH 2 HsC ~ ~CH3 \ / // O O ~~S N~
//\ B309 N O 495 H2N O ~O H3C N B310 \ / I S p 398 \ N 



N NHz N O S B311 I I 348 N // N NHz H3C \ l ll ~ i B312 N- \ ~S o 611 N HEN
~N ~N ~ ~ CI CI PCT/EP00/09153   WO 01/25210 - 215  Ex. No. Product
Molecular wei ht H3C \ / /j / I B313 N- \ N/ S p 530 HZN 0 N O / \ CI F N
H3C / II CI B314 ~ I / g~0 471 ~ N N~ NH2 CI / 0 B315 ~ g 525 O ~ N N~ NHi
H3C / / S B316 N ~ N 0 CH3 459 NH2 H3C O~S~CH3 N _ "~~ ~ I I I B317 407 / ~
N N/ NH2 PCT/EP00/09153   WO 01/25210 - 216  Ex. No. Product Molecular wei
ht I\ 



-N~ S O ~ O i NHz B318 N~ ~ I 401 N i \ I H3 / ~ \ sC CHs H3C CHs \ I S I /
B319 / ~ 413 / \ N N/ NHz N HsC / I O B320 \ / ~ S N~ 470 / \ N \ ~O N NHz
I / N H3C / (I' \ I S B321 / ~ N 360 / \ N CHs N/ NHz H3~ / II N \ I / S~N
B322 I I 396 \ N N NHz PCT/EP00/09153   WO 01/25210 - 217  Ex. No. Product
Molecular wei ht N H3C / ~ ( H3C `N \ ( / S \ O B323 I~ ` 375 / \ N CH3 N/
NH2 N H3C / ~ ~ H3C~N~CH3 \ / S B324 ~ `O 376 / \ N N/ N / NH2 N / Sv `N
B325 ~ ~ 440 ~ N N~ NHS H3C / O B326 \ / ~ S O 414 / \ N \ 



N/ NHZ ~ / N H3C O \ / S OH B327 I I 352 / \ N O N/ NHz H3C O 0 B328 \ /
S\" OI 394 N/ \ N \CH9 NHZ PCT/EP00/09153   WO 01/25210 -218 Ex. No.
Product Molecular wei ht N H3C / CH3 / S B329 ~ 336 / \ N CH3 N/ NH2 N H3C
/ ~ ~ H3C~N~CH3 \ / S B330 ~ `O 393 j \ N O CH3 NH2 N C~ I I \ / S H3C~
B331 I I 435 \ N O \ NH2 N Ci ~ ~ \ / s B332 I I 419 \ N O ~ \ N~ / CH3 N /
/ S H300 B333 / ~ IN ~ ~ 465 N~ NHZ I / CH3 PCT/EP00/09153  



WO 01/25210 - 219  Ex. No. Product Molecular wei ht / \ I / S ~C~O II B334
N \ N O I \ 465 NHz / O~ CH3 N / I CI ~ I \ / S B335 / \ IN O \ 435 N/ NHZ
I ~ O I CHI N CI B336 \ / I S ~ Hs 435 ~N O \ 0 N~ NI~ I\ / a I~ / B337 \ I
/ S O 419 II / \ N CH3 N/ NH2 N / I CI \ / S B338 I I 406 N \ N O I \ NH2 /
N PCT/EP00/09153   WO 01/25210 -220 Ex. No. Product Molecular wei ht N / I
CI I I \ ~ s B339 ~ I 406 N 0 ~ ~N NHZ / N I CI I I S B340 ~ ~ 406 ~ N 0 N/
NH2 



/I CI I ~ \ I B341 \ / I S O 481 / \ N \ N/ NH2 I / N / I CI \ / S B342 I I
423 N \ N O \ F NH2 I / CI I i I / F F'~ B343 \ / I S O F 473 / \ N N/ NH2
PCT/EP00/09153   WO 01/25210 - 221  Ex. No. Product Molecular wei ht N / I
CI I f \ / S B344 ~ CH3 434 N/ \ N O I \N NH2 / CH3 N / CI I I O \ I / S
O~CH3 B345 \ INH3C CH O 443 3 / N NHZ N / / CI I I \ N I B346 \ / S O 406 \
N N/ NH2 CI~ N CH3 _ / ~O B347 N- \ >--S O 469 N H2N F O F F H3C ~CH H3C \
CHs / CI ~~ / B348 ( 515 \ / S 0 



\ N N~ NHz PCT/EP00/09153   WO 01/25210 - 222  Ex. No. Product Molecular
wei ht N / CI / s II B349 N/ \ N O \ 476 NHZ ~ / N^CH3 'CH3 CI I~ ~ \ \ / S
/ / \ N 0 ~N B350 N/ NI"~ ~ 562 I~C C~ ~ ~ O B351 \ / I S ~ N 486 \ N I / N
/ HsC O NHz F F F / B352 I 473 / I S 0 N // N NHz Ci ~~ B353 ~ ~ ~S 373 ~NO
~N ,O OH PCT/EP00/09153   WO 01/25210 - 223  Ex. No. Product Molecular wei
ht CH3 N N / CI II HC B354 ~ ~ / 3g o 434 I I ~ N N~ NHz N CI B355 \ ~ I S
~ I 433 N H3C ~ CH3 



NHZ N / CI II H3C CH3 ~CH3 S B356 ~ ~ C 451 N N N NH z CH3 ci ~ 0 N B357 ~N
~0 515 o /o H3 rC CI I I H C 3 B358 ~ / I S p 419 N N~ NH2 PCT/EP00/09153
WO 01/25210 -224 Ex. No. Product Molecular wei ht N / ~ CI O \ / S B359 I ~
369 N N NHz \ / ~I/% N- \ ~S B360 N ~ 550 H2N O N O / \ CI / CI ~ ~ ~ /
B361 \ ~ S 5l5 / ~ ~O \ N N NHZ \ N / CI ~ .~ / S B362 // \ N O CH3 479 N
NH2 H3CJ O I O~ S~ CHI \ Br / ~I ~ ~ I / B363 ~ I / I S p 484 / \ N N/ NHS 



PCT/EP00/09153   WO 01/25210 - 225  Ex. No. Product Molecular wei ht / C
IN~~OS i NFiz B364 ' 422 / \ N/ CI ~ N H3C / C~ ~ ~ \ CH3 CHs B365 ~ / I S
/ 433 / ~ N N/ NH2 N / I CI I I O I B366 \ / ~ S N~ 490 / \ N \ ~O N NH2 I
/ N / S B367 / ~ N 381 N CHs // N NH2 / cl I I N / S~N  B368 I I 417 / \ N
N/ NH2 PCT/EP00/09153   WO 01/2S210 -226 Ex. No. Product Molecular wei ht N
/ CI ~ ~ HsC \ ~ / S \ O B369 I ~ 1 396 \ N CH3 // N NH2 N / CI I I H3Cw
CHs N \ ~ / S 



B370 ~ ` O 397 / ~ N N/ N/ NH2 N CI I I B371 \ / S " N ~ ~ 460 \ N N~ NH2 N
/ CI ~ ( O / S OH B372 I I I 373 / \ N O N/ NH2 N CI I I O O B373 \ / S\~~O
415 N ~ CH3 N I NH2 PCT/EP00/09153   WO 01/25210 -227 Ex.
No.ProductMolecular wei htN CI I I/ C~\ S ~ OB374~357\ N CH3N~NHZN~CH3 / CI
~ ~ H3C~N~\ / S ~ OB375~414\ Nj O CH3NH2 PCT/EP00/09153   WO 01/25210 -228
Patent Claims 1. A compound of the general formula (I) (I), Ra 



n2iv iv characterized in that PCT/EP00/09153 R', Rz, R3 are identical or
different and independently of one another are selected from the group of
the following substituents: 10 hydrogen; hydroxyl; optionally substituted
(C~-C8)-alkyl; optionally substituted (C6-Coo)-aryl; optionally substituted
(C1-C8)-alkoxy; 15 -O-(CHz)"-CH=CHZ where n = 0, 1 or 2; halogen; nitro;
cyano; -C(O)-R5; 20 -C (O)-NR6R~; _NR6R~; _NR6_C(O)_Rs~ -O-C(O)-R8;
-SOZ-NR6R~; and 25 -NR6-S02Rg, where:    WO 01/25210 -229 PCT/EP00/09153 RS
denotes: hydrogen; hydroxyl; 5 optionally substituted (Cl-Cg)-alkyl;
optionally substituted (C3-C~)-cycloalkyl; optionally substituted
(Cl-C8)-alkoxy; optionally substituted (C6-Clo)-aryl; optionally
substituted (C6-Clo)-aryloxy; or 10 -O-(CHZ)"-[(C6-Clo)-aryll where n = 1,
2 or 3, where the (C6-Clo)-aryl group may be fused via two adjacent ring
atoms to optionally substituted (C4-C7)-cycloalkyl, 15 or RS represents a
5- to 7-membered saturated or unsaturated heterocycle which for its part
may be mono- or polysubstituted by 20 an oxo group (=O); halogen;
optionally substituted (Cl-Cg)-alkyl; nitro; cyano; 25 hydroxyl; optionally
substituted (C6-Cloy-aryl; or by (Cl-Cg)-alkoxy, or   WO 01/25210 - 230
PCT/EP00/09153 RS represents optionally substituted 5- to 6-membered
heteroaryl having up to 3 heteroatoms from the group consisting of N, O and
S, 



5 where the heterocycle and the heteroaryl ring may each optionally be
fused via two adjacent ring atoms to optionally substituted (C6-Coo)-aryl
or optionally substituted (C4-C~)cycloalkyl, 10 and R6 and R' are identical
or different and represent hydrogen; optionally substituted (CI-C8)-alkyl;
15 optionally substituted (C6-C,o)-aryl; or represent optionally
substituted 5- to 6-membered heteroaryl having up to 3 heteroatoms from the
group consisting of N, O and S 20 or R6 and R' together with the nitrogen
atom to which they are optionally attached form a 5- to 7-membered
saturated or unsaturated heterocycle having up to 3 heteroatoms from the
group 25 consisting of N, O and S which for its part may optionally be
mono- or polysubstituted by identical or different substituents from the
group consisting of an oxo group (=O); halogen; 30 (C~-C8)-alkyl; nitro;
WO O1/2210 - 231  cyano; hydroxyl; (C6-Coo)-aryl; or (C1-C8)-alkoxy, 5 and
PCT/EP00/09153 R8 represents hydroxyl; NR6R' where R6 and R' are as defined
above; 10 optionally substituted (C~-C8)-alkyl; (C~-C$)-alkoxy; optionally
substituted (C6-C,o)-aryl; (C6-Coo)-aryloxy; or -O-(CH2)"-[(C6-Coo)-aryl]
where n = 1, 2 or 3, 15 and R4 represents straight-chain or branched
(C1-Cg)-alkyl or (C2-Cg)-alkenyl which are optionally mono- or
polysubstituted by 20 hydroxyl; halogen; cyano; -C(O)-RS where RS is as
defined above; -C(O)-NR6R' where R6 and R' are as defined above; 



25 -NR6R' where R6 and R' are as defined above; -NR6-C(O)-R8 where R6 and
R8 are as defined above; -S02-NR6R' where R6 and R' are as defined above;
-NR6-S02-R8 where R6 and R8 are as defined above; -C(O)-(CH2)~-C(O)-R$
where n = 0 to 2 and R8 is as defined above; 30 (C~-C8)-alkoxy; optionally
substituted (C6-Coo)-aryloxy;   WO 01/25210 -232 PCT/EP00/09153 optionally
substituted 5- to 6-membered heteroaryl having up to 3 heteroatoms from the
group consisting of N, O and S; optionally substituted (C6-CIO)-aryl; or by
a 5- to 7-membered saturated or unsaturated heterocycle having up 5 to 3
heteroatoms from the group consisting of N, O and S which for its part may
optionally be mono- or polysubstituted by identical or different
substituents from the group consisting of an oxo group (=O); halogen;
(CI-C8)-alkyl; nitro; cyano; hydroxyl; (C6-CIO)-aryl; or by (C
~-Cg)-alkoxy, 10 where the heterocycle and the heteroaryl ring may each
optionally be fused via two adjacent ring atoms to optionally substituted
(C6-CIO)aryl, 15 or R4 represents a 5- to 7-membered saturated or
unsaturated heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S, which for its part may optionally be mono- or
polysubstituted by 20 identical or different substituents from the group
consisting of an oxo group (=O); halogen; (CI-Cg)-alkyl; nitro; cyano;
hydroxyl; (C6-CIO)aryl; or by (CI-Cg)-alkoxy, and which may optionally be
fused via two adjacent ring atoms to optionally substituted (C6-CIO)-aryl
or optionally substituted (Ca-C~) 25 cycloalkyl, and their tautomers and
their respective salts, hydrates and alkoxides, except for the following
compounds of the general formula (I), in which the 30 radicals RI, R2, R3
and R4 are as defined below:   WO 01/25210 -233 PCT/EP00/09153 R1 = R2 = H;
R3 = para-OH; R4 = -CH2-Z where Z = CN, C(O)-OC2H5, 4-Br-C6H4-CO,
4-n-butyl-C6H4-CO, H, C6H5, C(O)-O-CH2-C6H5, C(O)-OCH3, C(O)-OH,
2-oxo-benzo-pyranyl-3-carbonyl, 4-Cl-C6H4-CO, 3-Br-C6H4-CO, 4-C6H5-C6H4-CO,
4-CH3-C6H4-CO,53,4-C12-C6H3-CO;R' = R2 = H; R3 = meta-OH; R4 = -CH2-Z where
Z = 4-Br-C6H4-NH-CO, 2-oxo-benzo-pyranyl-3-carbonyl, 4-Cl-C6H4-CO;R' = R2 =
H; R3 = para-O-C(O)-CH3; R4 = -CH2-Z where Z =4-CH3-C6H4-CO, H,
2-oxo-benzopyranyl-3-carbonyl, (CH2)3-CH3,104-C6H5-C6H4;R' = R2 = R3 = H;
R4 = -CH2-Z where Z = CH3, CN , 2-naphthyl;R' = R2 = H; R3 = para-butoxy;
R4 = -CH2-Z where Z = 4-CI-C6H5,C(O)-OCH3, C(O)-C6H5, CH=CH2, C(O)-NH2, H,
4-Br-C6H4-CO,4-Cl-C6Ha-CO, C(O)-OC2H5, C(O)-O-CH2-C6H5,
2-oxo-benzo-15pyranyl-3-carbonyl, C(O)-NH-C6H5, CN;R' = R2 = H; R3 =
para-bromo; R4 = -CH2-Z where Z = 4-Br-C6H4-CO, 4-Cl-C6H4-CO, C(O)-NH2,
C(O)-OCH3) 4-Cl-C6H5, 4-Br-C6H4-NH-CO;R' = R2 = H; R3 = meta-fluoro; R4 =
-CH2-Z where Z = 4-Br-C6H4-20CO, C(O)-NH2, C(O)-O-CH2-C6H5, CN;R' = R2 = H;
R3 = para-chloro; R4 = -CH2-Z where Z = 2-naphthyl,CH3;R' = R2 = H; R3 =
para-OCH3; R4 = -CH2-Z where Z = 2-naphthyl,CH3;25 R' = R2 = H; R3 =
meta-N02; R4 = -CH2-Z where Z = CH3. 2. The compound of the general formula
(I) as claimed in claim 1, characterized in that: 30 R', R2, R3 are
identical or different and independently of one another are 



selected from the group of the following substituents:   WO 01/25210 - 234
hydrogen; hydroxyl; optionally substituted (C~-C6)-alkyl; optionally
substituted phenyl or naphthyl; 5 optionally substituted (C~-C6)-alkoxy;
-O-(CH2)"-CH=CH2 where n = 1 or 2; fluorine, chlorine, bromine; nitro;
cyano; 10 -C(O)-R5; -C(O)-NR6R~; -NR6R~; -NR6-C(O)-R8; -O-C(O)-R8; 15
-SOZ-NR6R~; and -NR6-S02Rg, where: 20 RS denotes: hydrogen; hydroxyl;
optionally substituted (C~-C6)-alkyl; optionally substituted
(C3-C~)-cycloalkyl; 25 optionally substituted (C~-C6)-alkoxy; optionally
substituted phenyl or naphthyl; PCT/EP00/09153 optionally substituted
phenyloxy or naphthyloxy; or -O-(CH2)"-phenyl where n = 1, 2 or 3,   WO
01/25210 - 235  PCT/EP00/09153 where the phenyl or naphthyl group may be
fused via two adjacent ring atoms to optionally substituted
(C4-C7)-cycloalkyl, 5 or RS represents a 5- to 7-membered saturated or
unsaturated heterocycle which for its part may be mono- or polysubstituted
by 10 an oxo group (=O); fluorine, chlorine, bromine; optionally
substituted (C~-C6)-alkyl; vitro; cyano; 15 hydroxyl; optionally
substituted phenyl or naphthyl; or by (C~-C6)-alkoxy, or 20 RS represents
optionally substituted 5- to 6-membered heteroaryl having up to 3
heteroatoms from the group consisting of N, O and S, 



25 where the heterocycle and the heteroaryl ring may each optionally be
fused via two adjacent ring atoms to optionally substituted phenyl or
naphthyl or optionally substituted (C4-C~)-cycloalkyl, 30 and   WO 0l/25210
- 236  R6 and R' are identical or different and represent PCT/EP00/09153
hydrogen; optionally substituted (C~-C6)-alkyl; optionally substituted
phenyl or naphthyl; or 5 represent optionally substituted 5- to 6-membered
heteroaryl having up to 3 heteroatoms from the group consisting of N, O and
S or 10 R6 and R' together with the nitrogen atom to which they are
optionally attached form a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group consisting of N, O
and S which for its part may optionally be 15 mono- or polysubstituted by
identical or different substituents from the group consisting of an oxo
group (=O); fluorine, chlorine, bromine; (C~-C6)-alkyl; 20 nitro; cyano;
hydroxyl; phenyl or naphthyl; or (C~-C6)-alkoxy, 25 and R8 represents NR6R'
where R6 and R' are as defined above; optionally substituted (C~-C6)-alkyl;
30 (C~-C6)-alkoxy; optionally substituted phenyl or naphthyl;   WO Ol/2~210
-237 phenyloxy or naphthyloxy; or -O-(CH2)"-phenyl where n = 1, 2 or 3, and
5 PCT/EP00/09153 R4 represents straight-chain or branched (C~-C6)-alkyl or
(C2-C6)-alkenyl which are optionally mono- or polysubstituted by hydroxyl; 



fluoro, chloro, bromine; 10 cyano; -C(O)-RS where RS is as defined above;
-C(O)-NR6R' where R6 and R' are as defined above; -NR6R' where R6 and R'
are as defined above; -NR6-C(O)-Ra where R6 and R8 are as defined above; 15
-S02-NR6R' where R6 and R' are as defined above; -NR6-S02-R8 where R6 and
Rg are as defined above; -C(O)-(CH2)"-C(O)-R8 where n = 0 to 2 and Rg is as
defined above; (C~-C6)-alkoxy; optionally substituted phenyloxy or
naphthyloxy; 20 optionally substituted 5- to 6-membered heteroaryl having
up to 3 heteroatoms from the group consisting of N, O and S; optionally
substituted phenyl or naphthyl; or by a 5- to 7-membered saturated or
unsaturated heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S, which for 25 its part may optionally be mono- or
polysubstituted by identical or different substituents from the group
consisting of an oxo group (=O); fluorine, chlorine, bromine;
(C~-C6)-alkyl; nitro; cyano; hydroxyl; phenyl or naphthyl; or by
(C,-C6)-alkoxy,   WO 01/25210 PCT/EP00/09153 -238 5 or where the
heterocycle and the heteroaryl ring may each optionally be fused via two
adjacent ring atoms to optionally substituted phenyl or naphthyl, R4
represents a 5- to 7-membered saturated or unsaturated heterocycle having
up to 3 heteroatoms from the group consisting of N, O and S, which for its
part may optionally be mono- or polysubstituted by 10 identical or
different substituents from the group consisting of an oxo group (=O);
fluorine, chlorine, bromine; (C,-C6)-alkyl; vitro; cyano; hydroxyl; phenyl
or naphthyl; or by (C~-C6)-alkoxy and which may optionally be fused via two
adjacent ring atoms to optionally substituted phenyl or naphthyl or
optionally substituted 15 (C4-C~)-cycloalkyl, and their tautomers and their
respective salts, hydrates and alkoxides, except for the following
compounds of the general formula (I), in 20 which the radicals R', RZ, R3
and R4 are as defined below:  R' = Rz = H; R3 = para-OH; R4 = -CHZ-Z where
Z = CN, C(O)OC2H5, 4-Br-C6H4-CO, 4-n-butyl-C6H4-CO, H, C6H5,
C(O)-OCHz-C6H5, C(O)-OCH3, C(O)-OH, 2-oxo-benzo-pyranyl 25 3-carbonyl,
4-Cl-C6H4-CO, 3-Br-C6H4-CO, 4-C6H5-C6H4-CO, 4-CH3-C6H4-CO, 3,4-C12-C6H3-CO;
R' = RZ = H; R3 = meta-OH; R4 = -CHz-Z where Z = 4-BrC6Hd-NH-CO,
2-oxo-benzo-pyranyl-3-carbonyl, 4-Cl-C6H4CO;  



WO 01/25210 - 239  PCT/EP00/09153  R' = Rz = H; R3 = para-O-C(O)-CH3; R4 =
-CHZ-Z where Z = 4-CH3-C6H4-CO, H, 2-oxo-benzopyranyl-3-carbonyl, (CH2)3
CH3, 4-C6H5-C6H4;  R' = R2 = R3 = H; R4 = -CHZ-Z where Z = CH3, CN, 5
2-naphthyl;  R' = R2 = H; R3 = para-butoxy; R4 = -CH2-Z where Z = 4-ClC6H5,
C(O)-OCH3, C(O)-C6H5, CH=CHZ, C(O)-NH2, H, 4-BrC6H4-CO, 4-Cl-C~H4-CO,
C(O)-OC2H5, C(O)-O-CHZ-C6H5, 2-oxo-benzopyranyl-3-carbonyl, C(O)-NH-C6H5,
CN; 10  R' = RZ = H; R3 = para-bromo; R4 = -CHz-Z where Z = 4-BrC6H4-CO)
4-Cl-C6H4-CO, C(O)-NH2, C(O)-OCH3, 4-Cl-C6H5, 4-Br-C6H4-NH-CO; R' = Rz = H;
R3 = meta-fluoro; R4 = -CHZ-Z where Z = 4-BrC6H4-CO, C(O)-NH2,
C(O)-O-CHZ-C6H5, CN; 15  R' = RZ = H; R3 = para-chloro; R4 = -CHZ-Z where Z
= 2-naphthyl, CH3;  R' = RZ = H; R3 = para-OCH3; R4 = -CHZ-Z where Z =
2-naphthyl, CH3;  R' = R2 = H; R3 = meta-NOz; R4 = -CHZ-Z where Z = CH3. 20
3. The compound of the general formula (I) as claimed in claim 1 or 2,
characterized in that: R', R2, R3 are identical or different and
independently of one another are 25 selected from the group of the
following substituents: hydrogen; hydroxyl; optionally substituted
(C~-C4)-alkyl; optionally substituted phenyl; 30 optionally substituted
(C~-C4)-alkoxy; -O-(CHZ)"-CH=CH2 where n = 1;   WO 01/25210 - 240
fluorine, chlorine; vitro; cyano; -C(O)-R5; 5 -C(O)-NR6R~; _NR6R7;
-NR6-C(O)-R8; -O-C(O)-R8; -SOZ-NR6R~; and 10 -NR6-S02R8, where: RS denotes:
15 hydrogen; hydroxyl; optionally substituted (C~-C4)-alkyl; optionally
substituted (C3-C~)-cycloalkyl; optionally substituted (C~-C4)-alkoxy; 20
optionally substituted phenyl; optionally substituted phenyloxy; or
-O-(CHZ)"-phenyl where n = 1, PCT/EP00/09153 where the phenyl group may be
fused via two adjacent ring 25 atoms to optionally substituted
(CS-C6)-cycloalkyl, 



or RS represents a 5- to 7-membered saturated or unsaturated 30 heterocycle
which for its part may be mono- or polysubstituted by   WO 01/25210 - 241
an oxo group (=O); fluorine, chlorine; optionally substituted
(C~-C4)-alkyl; vitro; 5 cyano; hydroxyl; optionally substituted phenyl; or
by (C~-C4)-alkoxy, 10 or PCT/EP00/09153 RS represents optionally
substituted 5- to 6-membered heteroaryl having up to 3 heteroatoms from the
group consisting of N, O and S, selected from the group consisting of
furanyl, pyrrolyl, 15 thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl,
pyridyl, pyrimidyl and pyridazinyl, where the heterocycle and the
heteroaryl ring may each optionally be fused via two adjacent ring atoms to
optionally 20 substituted phenyl or optionally substituted
(CS-C6)-cycloalkyl, and R6 and R' are identical or different and represent
25 hydrogen; optionally substituted (C,-C4)-alkyl; optionally substituted
phenyl; or represent optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O 30 and S
selected from the group consisting of furanyl, pyrrolyl,   WO 01/25210 -242
PCT/EP00/09153 thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl,
pyridyl, pyrimidyl and pyridazinyl, or 5 R6 and R' together with the
nitrogen atom to which they are optionally attached form a 5- to 7-membered
saturated or unsaturated heterocycle having up to 3 heteroatoms from the
group consisting of N, O and S which for its part may optionally be 10
mono- or polysubstituted by identical or different substituents from the
group consisting of an oxo group (=O); fluorine, chlorine; 



(C,-C4)-alkyl; 15 nitro; cyano; hydroxyl; phenyl; or (C,-C4)-alkoxy, 20 and
R8 represents NR6R' where R6 and R' are as defined above; optionally
substituted (C~-C4)-alkyl; 25 (C~-C4)-alkoxy; optionally substituted
phenyl; phenyloxy; or -O-(CHZ)"-phenyl where n = 1, 30 and   WO 01/25210 -
243  PCT/EP00/09153 R4 represents straight-chain or branched (C~-C4)-alkyl
or (C2-C4)-alkenyl which are optionally mono- or polysubstituted by
hydroxyl; fluorine, chlorine; 5 cyano; -C(O)-RS where RS is as defined
above; -C(O)-NR6R~ where R6 and R' are as defined above; -NR6R7 where R6
and R' are as defined above; -NR~-C(O)-Rg where R6 and R8 are as defined
above; 10 -SOz-NR6R~ where R6 and R' are as defined above; -NR6-SOZ-Rs
where R6 and Rg are as defined above; -C(O)-(CHZ)"-C(O)-Rg where n = 0 to 2
and R8 is as defined above; (C,-C4)-alkoxy; optionally substituted
phenyloxy; 15 optionally substituted 5- to 6-membered heteroaryl having up
to 3 heteroatoms from the group consisting of N, O and S selected from the
group consisting of furanyl, pyrrolyl, thienyl, thiazolyl, oxazolyl,
imidazolyl, triazolyl, pyridyl, pyrimidyl and pyridazinyl; optionally
substituted phenyl; or 20 by a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group consisting of N, O
and S which for its part may optionally be mono- or polysubstituted by
identical or different substituents from the group consisting of an oxo
group (=O); fluorine, chlorine; (C~-C4)-alkyl; nitro; cyano; hydroxyl;
phenyl; or by 25 (C~-C4)-alkoxy, 



where the heterocycle and the heteroaryl ring may each optionally be fused
via two adjacent rings atoms to optionally substituted phenyl, 30 or   WO
01/25210 - 244  PCT/EP00/09153 R4 represents a 5- to 7-membered saturated
or unsaturated heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S, which for its part may optionally be mono- or
polysubstituted by identical or different substituents from the group
consisting of an oxo 5 group (=O); fluorine, chlorine; (C,-C4)-alkyl;
nitro; cyano; hydroxyl; phenyl; or by (Ci-C4)-alkoxy and which may
optionally be fused via two adjacent ring atoms to optionally substituted
phenyl or optionally substituted (CS-C6)cycloalkyl, 10 and their tautomers
and their respective salts, hydrates and alkoxides, except for the
following compounds of the general formula (I), in which the radicals R',
R2, R3 and R4 are as defined below: 15  R' = RZ = H; R3 = para-OH; R4 =
-CH2-Z where Z = CN, C(O)OCZHS, 4-Br-C6H4-CO, 4-n-butyl-C6H4-CO, H, C6H5,
C(O)-O-CHZC6H5, C(O)-OCH3, C(O)-OH, 2-oxo-benzo-pyranyl-3-carbonyl,
4-ClC6H4-CO, 3-Br-C6H4-CO, 4-C6H5-C6H4-CO, 4-CH3-C6H4-CO, 3,4 20
Cl2-C6H3-CO;  R' = RZ = H; R3 = meta-OH; R4 = -CHZ-Z where Z =
4-Br-C6Ha-NHCO, 2-oxo-benzo-pyranyl-3-carbonyl, 4-CI-C6H4-CO;  R' = R2 = H;
R3 = para-O-C(O)-CH3; R4 = -CH2-Z where Z = 4-CH3C6H4-CO, H,
2-oxo-benzopyranyl-3-carbonyl, 4-C6H5-C6H4; 25  R' = RZ = R3 = H; R4 =
-CHZ-Z where Z = CH3, CN;  R' = R2 = H; R3 = para-butoxy; R4 = -CHZ-Z where
Z = 4-Cl-C6H5, C(O)-OCH3, C(O)-C6H5, CH=CH2, C(O)-NH2, H, 4-Br-C6H4-CO,
4Cl-C6H4-CO, C(O)-OC2H5, C(O)-O-CHZ-C6H5, 2-oxo-benzopyranyl3-carbonyl,
C(O)-NH-C6H5, CN; 30  R' = RZ = H; R3 = meta-fluoro; R4 = -CHZ-Z where Z =
4-Br-C6H4CO, C(O)-NH2, C(O)-O-CH2-C6H5, CN;   WO 01/25210 - 245
PCT/EP00/09153  R' = Rz = H; R3 = para-chloro; R4 = -CHz-Z where Z = CH3;
R1 = Rz = H; R3 = para-OCH3; R4 = -CHz-Z where Z = CH3;  R' = Rz = H; R3 =
meta-NOz; R4 = -CHz-Z where Z = CH3. 5 4. The compound of the general
formula (I) as claimed in any of claims 1 to 3, characterized in that R',
Rz, R3 are identical or different and independently of one another are
selected from the group of the following substituents: 10 hydrogen;
hydroxyl; methyl; trifluoromethyl; methoxy; 15 radicals of the formulae
-O-CHz-CHz-OH, -O-CHz-COOH or -O-CHz-CH=CHz; fluorine, chlorine or bromine;
nitro; 



cyano; 20 -C(O)OH or -C(O)OCH3; -C(O)NHz; -NHz -NH-C(O)-CH3; -O-C(O)-CH3 or
-O-C(O)-C2H5; 25 radicals of the formulae O O O -S-N N-CH3 -S- O or -S-N O
~ ' O ~ O and 30 -NH-SOzCH3 or -NH-SOzC6H5,    WO 01/25210 - 246  and
PCT/EP00/09153 R4 represents straight-chain or branched (C,-C4)-alkyl which
is optionally 5 mono- or polysubstituted by hydroxyl; amino; -C(O)-OCH3;
-C(O)-NHz, -C(O)-HNCH3, -C(O)-HNCZHS, or -C{O)-HNC6H5; 10 -NHC(O)NHz,
-NHC(O)NHCH3, -NHC(O)NHCZHS, -NHC(O)OCH3 or -NHC(O)OCZHS; -SOz-NHz
-NH-SOz-CH3 or -NH-SOz-CZHS; -OCH3; 15 phenyl, which may be substituted by
nitro, cyano, fluorine, methoxy, difluoromethoxy, methoxycarbonyl or
p-tolylsulfonylmethyl; pyridyl, furyl, imidazolyl, benzimidazolyl or
thiazolyl, which may in each case be mono- or disubstituted by identical or
different substituents from the group consisting of methyl, nitro and
chlorine; 20 oxadiazolyl which may be substituted by phenyl or
methoxyphenyl; or a radical of the formula ,-O N~O ~'N~~ H 25 or R4
represents allyl or 3,3-dimethylallyl,   WO 01/25210 PCT/EP00/09153 - 247
and their tautomers and their respective salts, hydrates and alkoxides,
except for the following compounds of the general formula (I), in which the
5 radicals R~, R2, R3 and R4 are as defined below:  R' = RZ = H; R3 =
para-OH; R4 = -CH2-Z where Z = H, C6H5, C(O) OCH3; R' =R2= H; R3=
para-O-C(O)-CH3; R4 = -CH2-Z where Z = H;10  R ~ =Rz= R3 = H; R4 = -CH2-Z
where Z = CH3; R1 =R2= H; R3= meta-fluoro; R4 = -CHZ-Z where Z = C(O)-NHZ;
R' =R2= H; R3= para-chloro; R4 = -CH2-Z where Z = CH3; R' =R2 =H; R3=
para-OCH3; R4 = -CHz-Z where Z = CH3; R~ =R2 =H; R3= meta-NOz; R4 = -CHZ-Z
where Z = CH3.15 5. The compound of the general formula (I) as claimed in
any of claims 1 to 4, 



characterized in that, R', R2, R3 are identical or different and
independently of one another are 20 selected from the group of the
following substituents: hydrogen; hydroxyl; methyl; methoxy; 25 radicals of
the formulae -O-CHZ-CH2-OH, -O-CHZ-COOH or -O-CHZ-CH=CHZ; fluorine or
chlorine; nitro; cyano; 30 -C(O)OH or -C(O)OCH3; -C(O)NH2;   WO 01/25210
PCT/EP00/09153 -248 - NHz -NH-C{O)CH3; -O-C(O)-CH3 or -O-C(O)-C2Hs;
radicals of the formulae 5 10 15 20 25 O O O -S- N-CH -S-N p or -S-N O U 3
' O ~--~ O and -NH-SOZCH3 or -NH-S02C6Hs, and R represents straight-chain
or branched (C~-C4)-alkyl which is optionally mono- or polysubstituted by
hydroxyl; amino; -C(O)-OCH3; -C(O)-NH2, -C(O)-HNCH3, -C(O)-HNC2Hs, or
-C(O)-HNC6Hs; -NHC(O)NH2, -NHC(O)NHCH3, -NHC(O)NHC2Hs, -NHC{O)OCH3 or
-NHC(O)OC2Hs; -S02-NHz; -NH-S02-CH3 or -NH-S02-C2Hs; -OCH3; phenyl;
ortho-nitrophenyl; or a radical of the formula    WO 01/25210 - 249  N I N
N ' i H H3C 



or 5 10 15 20 25 6. R4 represents allyl, ,N I \ -~~N H PCT/EP00/09153 '-O
N_ / O or ~~N ~H and their tautomers and their respective salts, hydrates
and alkoxides, except for the following compounds of the general formula
(I), in which the radicals R', Rz, R3 and R4 are as defined below:  R' =R2=
H; R3 = para-OH; R4 = -CHZ-Z where Z = H, C6H5, C(O)-OCH3; R' =R2= H; R3=
para-O-C(O)-CH3; R4 = -CHz-Z where Z = H; R' =R2= R3 = H; R4 = -CHZ-Z where
Z = CH3; R' =R2= H; R3= meta-fluoro; R4 = -CHZ-Z where Z = C(O)-NH2; R'
=R2= H; R3= para-chloro; R4 = -CHZ-Z where Z = CH3; R' =RZ= H; R3=
para-OCH3; R4 = -CH2-Z where Z = CH3; R' =RZ= H; R3= meta-N02; R4 = -CHZ-Z
where Z = CH3. A process for preparing the compounds of the general formula
(I) as claimed in any of claims 1 to 5, characterized in that: compounds of
the general formula (II)   WO 01/25210 - 250  _ , _ Rs NC ~ CN (II), H N NI
'S'H z in which the radicals R', RZ and R3 are as defined above, 5 are
reacted with compounds of the general formula (III) R4-X (IB), in which R4
is as defined above 10 and PCT/EP00/09153 X represents a nucleofugic group
(preferably halogen, in particular chlorine, bromine or iodine, or
mesylate, tosylate, triflate or 1-imidazolyl), 



15 in inert solvents, if appropriate in the presence of a base. 7. The
process for preparing the compounds of the general formula (I) as claimed
in any of claims 1 to 5 in the case that in the general formula (I) the 20
radical R4 has the meaning of alkyl, substituted by the radicals
-NR6-C(O)-R8, -NR6-C(O)-NR6R~, -NR6-SOZ-Ra 25 where the radicals R6, R' and
RB are as defined above, characterized in that:   WO 01/2210 - 251
PCT/EP00/09153 initially the compounds of the above general formula (II)
are reacted with 2-bromoethylamine to give the compounds of the general
formula (IV) (IV) f 5 which are then reacted with compounds of the general
formula R9-Y (V 10 in which R9 has the meaning -C(O)-R8, -C(O)-O-R8,
-C(O)-NR6R~, -S02-R8 where RB is as defined above 15 and Y represents a
nucleofugic group, preferably halogen, in particular chlorine, bromine or
iodine, or mesylate, tosylate, triflate or 1imidazolyl, 20 or else R9 has
the meaning R6 25 and    WO 01/25210 - 252  Y represents the group O=C=N-,
in inert solvents, if appropriate in the presence of a base. 5 8. A
compound of the general formula (I) R, Rz w R3 



NC ~ CN /~ 4 H N N~S~R z characterized in that: PCT1EP00/09153 10 R', R2,
R3 are identical or different and independently of one another are selected
from the group of the following substituents: hydrogen; hydroxyl;
optionally substituted (C1-Cg)-alkyl; 15 optionally substituted
(C6-Coo)-aryl; optionally substituted (C~-C8)-alkoxy; -O-(CHZ)"-CH=CHZ
where n = 0, 1 or 2; halogen; vitro; 20 cyano; -C(O)-R5; -C(O)-NR6R~;
-NR6R~; _NR6_C(O)_R8~ 25 -O-C(O)-Rg; -SOZ-NR6R~; and -NR6-S OzRg,   WO
01/25210 - 253  where: PCT/EP00/09153 RS denotes: 5 hydrogen; hydroxyl;
optionally substituted (C~-Cg)-alkyl; optionally substituted
(C3-C~)-cycloalkyl; optionally substituted (C~-C$)-alkoxy; 10 optionally
substituted (C6-C,o)-aryl; optionally substituted (C6-Coo)-aryloxy; or
-O-(CH2)"-[(C6-Coo)-aryl] where n = 1, 2 or 3, where the (C6-Cloy-aryl
group may be fused via two adjacent 15 ring atoms to optionally substituted
(C4-C~)-cycloalkyl, or RS represents a 5- to 7-membered saturated or
unsaturated 20 heterocycle which for its part may be mono- or
polysubstituted by an oxo group (=O); halogen; optionally substituted
(C1-C8)-alkyl; 25 nitro; cyano; hydroxyl; optionally substituted
(C6-Coo)-aryl; or by (C~-Cg)-alkoxy, 30 or   WO 01/25210 - 254
PCT/EP00/09153 RS represents optionally substituted 5- to 6-membered
heteroaryl having up to 3 heteroatoms from the group consisting of N, O and
S, 5 where the heterocycle and the heteroaryl ring may each optionally be
fused via two adjacent ring atoms to optionally substituted (C6-C,o)-aryl
or optionally substituted (C4-C~)cycloalkyl, 



10 and R6 and R7 are identical or different and represent hydrogen; 15
optionally substituted (C~-C8)-alkyl; optionally substituted (C6-C,o)-aryl;
or represent optionally substituted 5- to 6-membered heteroaryl having up
to 3 heteroatoms from the group consisting of N, O and S 20 or R6 and R'
together with the nitrogen atom to which they are optionally attached form
a 5- to 7-membered saturated or unsaturated 25 heterocycle having up to 3
heteroatoms from the group consisting of N, O and S which for its part may
optionally be mono- or polysubstituted by identical or different
substituents from the group consisting of an oxo group (=O); 30 halogen;
(C~-C8)-alkyl;   WO 01/25210 -255 nitro; cyano; hydroxyl; (C6-C i o)-aryl;
or 5 (C,-C8)-alkoxy, and PCT/EP00/09153 R8 represents hydroxyl; 10 NR6R'
where R6 and R' are as defined above; optionally substituted (C~-C8)-alkyl;
(C1-C8)-alkoxy; optionally substituted (C6-Coo)-aryl; (C6-Coo)-aryloxy; or
15 -O-(CHZ)n-[(C6-Coo)-aryl] where n = 1, 2 or 3, and R4 represents
straight-chain or branched (C~-C8)-alkyl or (C2-Cg)-alkenyl 20 which are
optionally mono- or polysubstituted by hydroxyl; halogen; cyano; -C(O)-R5
where RS is as defined above; 25 -C(O)-NR6R' where R6 and R' are as defined
above; -NR6R' where R6 and R' are as defined above; -NR6-C(O)-R8 where R6
and R8 are as defined above; -SOZ-NR6R' where R6 and R' are as defined
above; -NR6-SOZ-R8 where R6 and R8 are as defined above; 



30 -C(O)-(CHZ)"-C(O)-R8 where n = 0 to 2 and R8 is as defined above;
(C~-C8)-alkoxy;   WO 01I25210 -256 PCT/EP00/09153 optionally substituted
(C6-CIO)-aryloxy; optionally substituted 5- to 6-membered heteroaryl having
up to 3 heteroatoms from the group consisting of N, O and S; optionally
substituted (C6-CIO)-aryl; or 5 by a 5- to 7-membered saturated or
unsaturated heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S which for its part may optionally be mono- or
polysubstituted by identical or different substituents from the group
consisting of an oxo group (=O); halogen; (C~-Cg)-alkyl; vitro; cyano;
hydroxyl; (C6-CEO)-aryl; or by 10 (C ~-C8)-alkoxy, where the heterocycle
and the heteroaryl ring may each optionally be fused via two adjacent ring
atoms to optionally substituted (C6-C~O)aryl, 15 or R4 represents a 5- to
7-membered saturated or unsaturated heterocycle having up to 3 heteroatoms
from the group consisting of N, O and S, 20 which for its part may
optionally be mono- or polysubstituted by identical or different
substituents from the group consisting of an oxo group (=O); halogen;
(CI-Cg)-alkyl; vitro; cyano; hydroxyl; (C6-CIO)aryl; or by (CI-C8)-alkoxy,
and which may optionally be fused via two adjacent ring atoms to 25
optionally substituted (C6-CIO)-aryl or optionally substituted (C4-C~)
cycloalkyl, and their tautomers and their respective salts, hydrates and
alkoxides, 30 for the prophylaxis and/or treatment of disorders.   WO
O1/2210 PCT/EP00/09153 - 257  9. The compound of the general formula (I) as
claimed in claim 8, characterized in that: 5 R', R2, R3 are identical or
different and independently of one another are selected from the group of
the following substituents: hydrogen; hydroxyl; optionally substituted
(C~-C6)-alkyl; 10 optionally substituted phenyl or naphthyl; optionally
substituted (C~-C6)-alkoxy; -O-(CHZ)"-CH=CHZ where n = 1 or 2; fluorine,
chlorine, bromine; nitro; 15 cyano; 



-C(O)-R5; -C(O)-NR6R~; _NR6R'; -NR6-C (O)-R8; 20 -O-C(O)-Rg; -SOZ-NR6R~;
and -NR6-SOZRs, where: 25 RS denotes: hydrogen; hydroxyl; optionally
substituted (C~-C6)-alkyl; 30 optionally substituted (C3-C7)-cycloalkyl;
optionally substituted (C~-C6)-alkoxy;   WO 01/25210 -258 PCT/EP00/09153
optionally substituted phenyl or naphthyl; optionally substituted phenyloxy
or naphthyloxy; or -O-(CHZ)"-phenyl where n = 1, 2 or 3, 5 where the phenyl
or naphthyl group may be fused via two adjacent ring atoms to optionally
substituted (C4-C~)-cycloalkyl, or 10 RS represents a 5- to 7-membered
saturated or unsaturated heterocycle which for its part may be mono- or
polysubstituted by an oxo group (=O); 15 fluorine, chlorine, bromine;
optionally substituted (C,-C6)-alkyl; nitro; cyano; hydroxyl; 20 optionally
substituted phenyl or naphthyl; or by (C~-C6}-alkoxy, or 25 RS represents
optionally substituted 5- to 6-membered heteroaryl having up to 3
heteroatoms from the group consisting of N, O and S, where the heterocycle
and the heteroaryl ring may each 30 optionally be fused via two adjacent
ring atoms to optionally   WO 01/25210 -259 PCT/EP00/09153 substituted
phenyl or naphthyl or optionally substituted (C4C~)-cycloalkyl, and 5 R6
and R' are identical or different and represent hydrogen; optionally
substituted (C~-C6)-alkyl; optionally substituted phenyl or naphthyl; or 



10 represent optionally substituted 5- to 6-membered heteroaryl having up
to 3 heteroatoms from the group consisting of N, O and S or 15 R6 and R'
together with the nitrogen atom to which they are optionally attached form
a 5- to 7-membered saturated or unsaturated heterocycle having up to 3
heteroatoms from the group consisting of N, O and S which for its part may
optionally be 20 mono- or polysubstituted by identical or different
substituents from the group consisting of an oxo group (=O); fluorine,
chlorine, bromine; (C~-C6)-alkyl; 25 nitro; cyano; hydroxyl; phenyl or
naphthyl; or (C ~ -C6)-alkoxy, 30 and   WO 01/25210 - 260  PCT/EP00/09153
R8 represents NR6R' where R6 and R' are as defined above; optionally
substituted (C~-C6)-alkyl; (C~-C6)-alkoxy; 5 optionally substituted phenyl
or naphthyl; phenyloxy or naphthyloxy; or -O-(CH2)~-phenyl where n = 1, 2
or 3, and 10 R4 represents straight-chain or branched (C~-C6)-alkyl or
(CZ-C6)-alkenyl which are optionally mono- or polysubstituted by hydroxyl;
fluoro, chloro, bromine; 15 cyano; -C(O)-RS where RS is as defined above;
-C(O)-NR6R' where R6 and R' are as defined above; -NR6R' where R6 and R'
are as defined above; -NR6-C(O)-R8 where R6 and R8 are as defined above; 20
-SOz-NR6R' where R6 and R' are as defined above; -NR6-SOZ-Rg where R6 and
Rg are as defined above; -C(O)-(CHZ)n-C(O)-R8 where n = 0 to 2 and Rg is as
defined above; (C1-C6)-alkoxy; optionally substituted phenyloxy or
naphthyloxy; 25 optionally substituted 5- to 6-membered heteroaryl having
up to 3 heteroatoms from the group consisting of N, O and S; optionally
substituted phenyl or naphthyl; or by a 5- to 7-membered saturated or
unsaturated heterocycle having up to 3 heteroatoms from the group
consisting of N, O and S, which for 30 its part may optionally be mono- or
polysubstituted by identical or different substituents from the group
consisting of an oxo group (=O);   WO 01/25210 - 261  PCT/EP00/09153 



fluorine) chlorine, bromine; (C~-C6)-alkyl; vitro; cyano; hydroxyl; phenyl
or naphthyl; or by (C~-C6)-alkoxy, where the heterocycle and the heteroaryl
ring may each optionally be 5 fused via two adjacent ring atoms to
optionally substituted phenyl or naphthyl, or 10 R4 represents a 5- to
7-membered saturated or unsaturated heterocycle having up to 3 heteroatoms
from the group consisting of N, O and S, which for its part may optionally
be mono- or polysubstituted by identical or different substituents from the
group consisting of an oxo group (=O); fluorine, chlorine, bromine;
(C~-C6)-alkyl; vitro; cyano; 15 hydroxyl; phenyl or naphthyl; or by
(C,-C6)-alkoxy and which may optionally be fused via two adjacent ring
atoms to optionally substituted phenyl or naphthyl or optionally
substituted (C4C~)-cycloalkyl, 20 and their tautomers and their respective
salts, hydrates and alkoxides, for the prophylaxis and/or treatment of
disorders. 10. The compound of the general formula (I) as claimed in claim
8 or 9, 25 characterized in that: R1, R2, R3 are identical or different and
independently of one another are selected from the group of the following
substituents: 30 hydrogen; hydroxyl;   WO 01/25210 - 262  optionally
substituted (C~-C4)-alkyl; optionally substituted phenyl; optionally
substituted (C1-C4)-alkoxy; -O-(CHZ)~-CH=CHZ where n = 1; 5 fluorine,
chlorine; nitro; cyano; -C(O)-R5 -C(O)-NR6R~; 10 -NR6R~; -NR6-C(O)-R8;
-O-C(O)-R8; -SOZ-NR6R~; and -NR6-SOZRB, 15 where: RS denotes: hydrogen; 20
hydroxyl; optionally substituted (C,-C4)-alkyl; optionally substituted
(C3-C~)-cycloalkyl; optionally substituted (CI-C4)-alkoxy; optionally
substituted phenyl; 25 optionally substituted phenyloxy; or
-O-(CHZ)~-phenyl where n = 1, 



PCT/EP00/09153 where the phenyl group may be fused via two adjacent ring
atoms to optionally substituted (CS-C6)-cycloalkyl, 30 or   WO 01/25210 -
263  PCT/EP00/09153 RS represents a 5- to 7-membered saturated or
unsaturatedheterocycle which for its part may be mono- or polysubstituted
by 5 an oxo group (=O); fluorine, chlorine; optionally substituted
(C,-C4)-alkyl; nitro; cyano; 10 hydroxyl; optionally substituted phenyl; or
by (C1-C4)-alkoxy, or 15 R5 represents optionally substituted 5- to
6-membered heteroaryl having up to 3 heteroatoms from the group consisting
of N, O and S, selected from the group consisting of furanyl, pyrrolyl,
thienyl, thiazolyl, oxazolyl, imidazolyl, triazolyl, pyridyl, 20 pyrimidyl
and pyridazinyl, where the heterocycle and the heteroaryl ring may each
optionally be fused via two adjacent ring atoms to optionally substituted
phenyl or optionally substituted (CS-C6)-cycloalkyl, 25 and R6 and R' are
identical or different and represent hydrogen; 30 optionally substituted
(C,-C4)-alkyl; optionally substituted phenyl; or   WO 01/25210 -264
PCT/EP00/09153 represent optionally substituted 5- to 6-membered heteroaryl
having up to 3 heteroatoms from the group consisting of N, O and S selected
from the group consisting of furanyl, pyrrolyl, thienyl, thiazolyl,
oxazolyl, imidazolyl, triazolyl, pyridyl, 5 pyrimidyl and pyridazinyl, or
R6 and R' together with the nitrogen atom to which they are optionally 10
attached form a 5- to 7-membered saturated or unsaturated heterocycle
having up to 3 heteroatoms from the group consisting of N, O and S which
for its part may optionally be mono- or polysubstituted by identical or
different substituents from the group consisting of 15 an oxo group (=O);
fluorine, chlorine; 



(C ~-C4)-alkyl; ni tro; cyano; 20 hydroxyl; phenyl; or (C~-C4)-alkoxy, and
25 Rg represents NR6R~ where R6 and R' are as defined above; optionally
substituted (C~-C4)-alkyl; (C ~-C4)-alkoxy; optionally substituted phenyl;
30 phenyloxy; or -O-(CHZ)o-phenyl where n = 1,   WO 01/25210 - 265  and
PCT/EP00/09153 R4 represents straight-chain or branched (C~-C4)-alkyl or
(C2-C4)-alkenyl 5 which are optionally mono- or polysubstituted by
hydroxyl; fluorine, chlorine; cyano; -C(O)-RS where RS is as defined above;
10 -C(O)-NR6R7 where R6 and R' are as defined above; -NR6R~ where R6 and R'
are as defined above; -NR6-C(O)-R$ where R6 and R8 are as defined above;
-SOz-NR6R7 where R6 and R' are as defined above; -NR6-SOZ-R8 where R6 and
Rg are as defined above; 15 -C(O)-(CHZ)~-C(O)-R8 where n = 0 to 2 and R8 is
as defined above; (C~-C4)-alkoxy; optionally substituted phenyloxy;
optionally substituted 5- to 6-membered heteroaryl having up to 3
heteroatoms from the group consisting of N, O and S selected from 20 the
group consisting of furanyl, pyrrolyl, thienyl, thiazolyl, oxazolyl,
imidazolyl, triazolyl, pyridyl, pyrimidyl and pyridazinyl; optionally
substituted phenyl; or by a 5- to 7-membered saturated or unsaturated
heterocycle having up to 3 heteroatoms from the group consisting of N, O
and S which for its 25 part may optionally be mono- or polysubstituted by
identical or different substituents from the group consisting of an oxo
group (=O); fluorine, chlorine; (C~-C4)-alkyl; nitro; cyano; hydroxyl;
phenyl; or by (C ~ -C4)-alkox y, 30 where the heterocycle and the
heteroaryl ring may each optionally be 



fused via two adjacent rings atoms to optionally substituted phenyl,   WO
0l/25210 - 266  or PCT/EP00/09153 R4 represents a 5- to 7-membered
saturated or unsaturated heterocycle 5 having up to 3 heteroatoms from the
group consisting of N, O and S, which for its pan may optionally be mono-
or polysubstituted by identical or different substituents from the group
consisting of an oxo group (=O); fluorine, chlorine; (C~-C4)-alkyl; vitro;
cyano; hydroxyl; phenyl; or by (C~-C4)-alkoxy and 10 which may optionally
be fused via two adjacent ring atoms to optionally substituted phenyl or
optionally substituted (CS-C6)cycloalkyl, and their tautomers and their
respective salts, hydrates and alkoxides, 15 for the prophylaxis and/or
treatment of disorders. 11. The compound of the general formula (I) as
claimed in any of claims 8 to 10, characterized in that: 20 R', R2, R3 are
identical or different and independently of one another are selected from
the group of the following substituents: hydrogen; hydroxyl; 25 methyl;
trifluoromethyl; methoxy; radicals of the formulae -O-CHz-CHz-OH,
-O-CHZ-COOH or -O-CH2-CH=CHz; 30 fluorine, chlorine or bromine; vitro;   WO
01/25210 - 267  cyano; -C(O)OH or -C(O)OCH3; -C(O)NH2; -NHz; 5
-NH-C(O)-CH3; -O-C(O)-CH3 or -O-C(O)-C2H5; radicals of the formulae
PCT/EP00/09153 O O O -S- N-CH -S- O or -S-N ii ~ 3 , ii ~ ii O O O 10 and
-NH-SOzCH3 or -NH-SOZC6H5, and 



15 R4 represents straight-chain or branched (C~-C4)-alkyl which is
optionally mono- or polysubstituted by hydroxyl; amino; 20 -C(O)-OCH3;
-C(O)-NH2, -C(O)-HNCH3, -C(O)-HNCZHS, or -C(O)-HNC6H5; -NHC(O)NH2,
-NHC(O)NHCH3, -NHC(O)NHCZHS, -NHC(O)OCH3 or -NHC(O)OC2H5; -SOZ-NH2; 25
-NH-SOZ-CH3 or -NH-SOZ-CZHS; -OCH3; phenyl, which may be substituted by
nitro, cyano, fluorine, methoxy, difluoromethoxy, methoxycarbonyl or
p-tolylsulfonylmethyl;    WO 01/25210 - 268  PCT/EP00/09153 pyridyl, furyl,
imidazolyl, benzimidazolyl or thiazolyl, which may in each case be mono- or
disubstituted by identical or different substituents from the group
consisting of methyl, nitro and chlorine; oxadiazolyl which may be
substituted by phenyl or methoxyphenyl; 5 or a radical of the formula ,.O
N~O ~'N~'~ H 10 or R4 represents allyl or 3,3-dimethylallyl, and their
tautomers and their respective salts, hydrates and alkoxides, 15 for the
prophylaxis and/or treatment of disorders. 12. The compound of the general
formula (I) as claimed in any of claims 8 to 11, 20 characterized in that:
R', RZ, R3 are identical or different and independently of one another are
selected from the group of the following substituents: hydrogen; 25
hydroxyl; methyl; methoxy;   WO 0l/25210 - 269  PCT/EP00/09153 radicals of
the formulae -O-CH2-CH2-OH, -O-CH2-COON or -O-CH2-CH=CH2; fluorine or
chlorine; vitro; 5 cyano; -C(O)OH or -C(O)OCH3; -C(O)NHz~ - NH2
-NH-C(O)CH3; 10 -O-C(O)-CH3 or -O-C(O)-C2H5; radicals of the formulae 



O O O -S- ~N-CH3 ~ -S-N p or -S-N , O O ~--~ O ' 15 and -NH-SOzCH3 or
-NH-S02C6H5, and 20 represents straight-chain or branched (C~-C4)-alkyl
which is optionally mono- or polysubstituted by hydroxyl; amino;
-C(O)-OCH3; 25 -C(O)-NH2, -C(O)-HNCH3, -C(O)-HNC2H5, or -C(O)-HNC6H5;
-NHC(O)NH2, -NHC(O)NHCH3, -NHC(O)NHC2H5, -NHC(O)OCH3 or -NHC(O)OC2H5; -S
O2-NH2: -NH-S02-CH3 or -NH-S02-C2H5; 30 -OCH3;   WO 01/25210 -270 phenyl;
ortho-nitrophenyl; or a radical of the formula 5 H H3C H PCT/EP00/09153 '-O
N_ 'O or ~H or R4 represents allyl, 10 and their tautomers and their
respective salts, hydrates and alkoxides, for the prophylaxis and/or
treatment of disorders. 15 20 25 13. A medicament or pharmaceutical
composition, comprising at least one compound of the general formula (I) as
claimed in any of claims 8 to 12. 14. A medicament or pharmaceutical
composition, comprising at least one selective adenosine receptor ligand,
preferably a selective Adenosine A1, Adenosine A2a and/or Adenosine A2b
receptor ligand. 15. A medicament as claimed in claim 13 or 14, furthermore
comprising pharmacologically acceptable Garners and excipients. 16. A
medicament as claimed in any of claims 13 or 14 for the prophylaxis and/or
treatment of disorders, in particular cardiovascular disorders; urogenital
disorders; respiratory disorders; inflammatory and neuroinflammatory
disorders; diabetes, in particular diabetes mellitus; neurodegenerative
disorders; pain; cancer; and also hepatic fibrosis and cirrhosis of the
liver.  



WO 01/25210 - 271  PCT/EP00/09153 17. The use of selective adenosine
receptor ligands, preferably of selective Adenosine A1, Adenosine A2a
and/or Adenosine A2b receptor ligands, for the prophylaxis and/or treatment
of disorders, in particular cardiovascular 5 disorders; urogenital
disorders; respiratory disorders; inflammatory and neuroinflammatory
disorders; diabetes, in particular diabetes mellitus; neurodegenerative
disorders; pain; cancer; and also hepatic fibrosis and cirrhosis of the
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