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5
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L =/ 3§ ;
/ \ : %
B-0862 | |F 3 | | - 98 495 496

B-0663 ‘F—O—% %- R\l\l 74 426 427




'S B-1242 g O ~ 26 480 481 li= 0~C ma B-t243 F zem ~ 100 504
0 B-t1244 ~F 2081063 "\ 7 52 478 479 i~ |. B-1245 , _Fetussbhatr 100,480
487 IF 0, i~ 11 / \ B-1246 'F ~ ~ ~ ; ~~| ~ 56 486 487 ~ /1 i B-12470MA¥ 20
~ ~ ~j| ~ 43 495 496 Il Il / \ B-1248 ~ F ~ ~ ~ ~i . (& 487 488 N\ t
B-t249 iF ~ ~i ~ ~ 32 529 530 ] NN B-t250 F ~ ~ “~~ ~ \ ~ 56 504 505 ~ |
H 1251 F ~ ~ , ~ ~ 58 478 479 O T33 WD 0D/ 31063 Exanpleli R R-
PCTNS99176007 ~ 6 MAY Z003 Cal cd. ~bsarved ', Yield Mass Spec Mass Spec
(MrH) 4~ 8-'1252 jF ~~; ii ~~ 98 484 485 ! |j 8-1253 IF ~ ~, ~~ ~ ~ a
59 504 505 - _ 8-1254 i F ~\ 1~ \ ~ | 100 .488,439 iObteved B-1255 | F ~ ~
~0l ~ ~ 96 f8amer4 | 8RI256 ' | FRL~~ || Wied |, 70 acMasaBeec B 1257 ~ F ~ ~
~) ~1 ¢ 635105111 0a~0 B1258 ~F ~ ~ ~—| ~ ~®Hhoq 504 545 |
B-1259 i F i S5 5

]
\! 30 389 390

O===wn=——=

g
awllTe &
B-0665 :F—O——% 3_!’ . 100 568 569

c—L

—
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|
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|
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B-1260 ,F ~-~ , ~~ ~ ~ ~ 92 514 515 || B-1261 F ~ ~ 1 | ~ 98 5D8 509 1 734
WO 001 310638~ R~ R PCTNS99126007 ~ 6 MAY 2003 B&HYH*2%0Yser ved

.6Yi el d Mass Spec Mass Spec (MH) | | B-1262 IF ~ ~ , ~~~I ~ 97 496 A4MAY 2003
~3~Il | B-1263 IF ~ ~~ ~*II \ 100 304 505t - Il ~0o B-1264 iF ~ ~1 ~ ~ ~
700 304 505 735 WD 001 31063 PCTNE/E?I 16007 ~ 6 MAY 20p3 736 Lxanple# R R~
Cal cd. ~beerved .GYield Mass Spec Ss Spec (MtH) Q B-1265 F ~ \ 100 464
465 0 B-1266 F ~ ~ ~~ ~ ~ | ~~ 79 466 451 1l a d B-1267 F ~\ ~~ ~ ~ 100
4T0 4712 0 o, . B-1268 F ~\ ~~ ~ ~: 87 470 4T1 ~oa -_- a 01 s-less
F~~~~~~~~ loo 50a sas a V1 B-1270 F ~\ -;i ~ a 100 504 5051 ~ p
B-1271 F ~\ iJ ~ ~ P 56 488 489 0
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Example# R? R %Yield Maiasl;‘:;ec Ma&sj:;ec

B-0669 -F—O——g "r:\”/b 65 400 401
= | X G

B-0670 iF—Q—-{ : 45 420 421
= | =
_Q_E | a3 400 | 4o

B-0672 :F—O—% %J(@ca 45 454 455
TN\ < 53 A

B-0673 :F—@——z : s 41 432 443
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B-0674 !F—@—é s 16 512 513
'_-————_— 0
7 S| |

B-0675 | iF g % ag 454 455
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B-0s71 | F




WO 00131063 737 F.xanple~! Rs R' PC | NS99I Zz6007 Cafcd. observed ' ~Gvlald

Mass Spec MYYRO00SMEE (MkH) B-t272 F ~ \ ~ ~-1' ~ 98 484 XEFU§P2H0% 573 1% 8y 2003
| Il ~~~90 464 4650 - ol j~ Bt274 F ~~ 11 ~ ~ 87 450 45t 0 1,
8-1275 F ~~~ ~ ~1l |/ " 94 480 48t ..., B-1276 F ~  ~~1t00 504 505 0 o | |
B-t277 F /-\ ~~lw- ~ 60 496 5t1 I é‘{ r,"Mm 1 8-1278 F ~ ~ 1 ~~ ~~ 68 4T6
477 -0~~~ ,1 1 - a B-1279 F ~ ~ | I? / 100 544 545 B-t280 F ~ \ ~ ~~ ~ |
68 486 B-128t F ~\ -'"~I / ~ 98 455 456 a 16 MAY 2003 WO 001 31063
PCTNS99i z6007 16 MAY 2003 ?38 Exanpl e# R= R~ Cal cd. observed ~6Yl el d Mess
Spec Mass Spec (MtH) Il | B-1282 F ~\ i . ~I [/ 100 cbédtved79 W~ ~K / | O |
0 B-1283 F ~ Examplet/ \ 58&?500 50t B-R1284 F %VYietd ~ T g"eélﬁlisszsﬁ@ v I |l | B-9285
F~~; ~~ 65575 576 B-12B6 F ~ \ ~I 8751251§ P w87 F ~ ~ ~ | v 79
562 563 t ~ . =
S D — ] N
i
B-0676 F—-@——g jf‘ ?—C} 34 411 412
—————————— lo
B-0677 F—Q——% g\rg { 46 436 437
Lo |
B-0678 F—@—% : %@_ 37 422 423
' L=/ _>|o Fi
=
B-0679 | |F io)\Q/ 34 422 423
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TN\ <R [
B-0680 | IF X 60 440 441
L F
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B-0681 EF-O_% :% ; 31 454 455
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B-0682 F—< H EJLQ\ 37 428 429
e CFay
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Spec Mass Spec (M¥H) B-1292 F ~ \ | ~~-N~- 35 403 404 || \ B-1293 F ~ ~ ~"~
, 13 58258300 ~/>8-1294 F ~ ~665~~ ~ ~ 49 514 515 |1~ B-1295 F ~ ~ ~
~s | ~~48 487 a, \o~1I1l: nB-1296 F ~\ ~ ~I ~ 76 528 529 W | 16 NAY
2003 WO 00l 31063 PCT/ US991 16007 ~ s MaY 2003 740 ExanptesE R~ R~ Cal cd.
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. i o F
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s ——
‘ ! l c’a! .
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—
B-0691 F—Q% !g\'@l 52 420 421
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IF ~~"' q~%--~~ 2 424 V| 8-130B iF ~ ~ ~ 30 433 434 | B-1307 ~F ~ ~ ~
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(MHf1) B-1376 F 1 i "~ ~ ~ 87 400 4011 F ~ ~r0 B-13T7fﬁﬂigggﬂ% 0 480 481
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460 461 WD 001 31063 PCTNS99/ Zz6007 16 MQY 2003 752 Exa ﬁ~ Cal cd.

Mass Obser vé¥PWRI®E 4 Sic Mass Spec (MAN) B-7390 F /-\ ~ ¥o5 \13’@@»2%
B-7391 F ~\ p..i 50 456 457 r o ~ ~I B-! 392;F~\~/-N 47 451 4 0
i Or ,i i B-1393 ~F ~\ ~ 1 1!; 44 444 445 L. ' or B-1394 F ~  ~ ~~ B2
460 461 r 0 8-1395 F ~ ° ~ |, 77 4432441 i 0 B-1396 F ~\ i ~ ~ 58 451 452
Oar B-1397 IF~~~1 r 64 460, 461 0 9r B-1388 F ~\ ~ !~ 65 504 505 0
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B-0770 F-@—% ; -f : 57 491 4g2
BOT71 F—O—g % )I\NO'I 14 455 458
B-0772 F-@—i ; O | 7 am 412
L=/ ¢ Y !

;
E

;

B-0773 100 495 496
Lt et t———
F'___F——-—_
al |
B-0774 F—Q—é 5/”\"/= 41 429 430
—==__ 1] | I
B-0775 ||F . 91 415 416

5
;

B-0776 . 491 492
| I‘ ~——

[ —————————————

B-0777 F—Q—i _; | s0 495 496
‘ >
‘ ! H

B-0778 ||F \( 19 505 506
(=2 ] |




16 MAY. 2003 758 Cal cd. Mass ~bsenred 6canpl ~f p' ~~ ~Yi ,Mass Spec

(I\/B.Hy e- 144WOp31063. — o 23 508 507 | \ o Il B- 1448 F/ ~~ n / T6 530
531 i oaal aB-1449 . ~F ~ ~ ~ i~ ~~~ 82530531 01, | 0 B-1450 ﬁATZ[HB
~~ s~ 83 530531i ~a\\/ a,t8-1451~F~~~~s~/~T453051?;ﬁl =
oa0®O0~J~~B-1452 ~F ~ ~ 0~ 76 530 53i Lal a0 8-1453I1F/ °~ ~~ s 73
530 531 o~ a 0 8-1454 F/ \ ~ ~yF &hed98 499 O f O H 1455 IF ~ ,\ ~ 5 83
498 499 O F OF B-1456 F ~ ~ -~ 78 498 499 O VWO 00/ 31063 PCTNS99/ 16007 16
MAY Z003 759 Cal ed. Mass observed Exanples R R~ ', ~Yleld S~~ Mass Spec
[MtH) | G 8-7457 ~F | \ ~~~U~74498 497 | ~ :~ S\ |/ O8I‘ B1458 . F ~ \ i
_, 82540 541 i ~n\ [} OB-1459 jF ~ ~ ] gtaﬂé)é?‘l? ~ . ~a\ /
O B- 1460 ~F EX{Plpe. o \ _R. 78 530 ° 31 | "#"“’ Mass@hecl dAIST" ~F/ \ o~~~ -
82 487 488 n\ /| Ol o B-1462 ,F ~~1| ~~ o0 ~ | ~7154D541| O ~S=0-1 1
O B-1463 ~F[T e_zub_gzu.—tﬁ;—mﬁl B-T264] TF = L 83 480 481 0 L
O. / \ i~ 1l i :
B-0779 F-@—% 'W\/\l 79 441 452
L N/ S
—-—————"' H
B-0780 F—@——% NN a0 443 444
- o]
B-0781 F—Q—-é R 03 505 506
B-0782 F—@—% h/ | s2 | amm | am
i o A
L \A
| e~
B-0783 F—Q—% : -E : 99 505 506
]
T N\ < 'é |
B-0784 |IF " 100 505 506
L—————Dé 2y
B-0785 F-@—{ ;§\"/ \Q 92 495 496
| )
l £} : l
B-0786 F—@-—% i o1 507 508
AR § S——_—
B-0767 F_O_% \ﬂ/ | 15 457 458
B-0788 F-O—% %\nr/”‘ 48 429 430




B-14fi5 i F~ ~ ~~ —~ C 84 496 497 O O e-l14ss .F /| ~ |~ || papijss8QsofA0 S41 a 8r

0 WO 00l 3YOPP8EBrNSI9r 16009 i 6 MAY 2003 760 Cel cd. Mass —baer ved

Exanplese Rs R~ '".siYield Sic Mass Spec (M+tH) O B-1467 IF ~ ° 9
81465”14! ZM

476 477 11 1 Oi O4 B-1468 ;F ~ ~ ~ o~ 79 530 537 ¢c~,~ ~ s~

~ 75 487 488 . | B-1470 ~F ~ ~ | ~ §97480 481 01 | B-1471 ~F ~ ~ ; ~~ ~ 74
496 497 r :~~s o |l r B-1472 IF ~ | ~~ ~1i 75 540 541 0| OB-1473 | F ~
~~~" 77 . 476 477 o o c5, B—1474 L/ \ ~S~i 8153053101 9-1475 ~F ~
\ ~~ 70 487 488 | r~~ w0 O 8-1476 F/ \ ~ o i. 54 540 541 0 WO 00l 31063
PC C/ US99116007 16 MAY 2003 761 Cal ed. Mass ~~sery é}l SomeqpddNi R~ RL
'~6Yfeld Sic MapgleSpec (Wt H) B- 1477, ~ [ \ %¥ield . Z@lam64’> WO

00/ 31063 PGINS991 26007 (M+H)

B-0789 ;F—Q—g i‘gﬁ\/. a1 s37 | s38
_————_-I [l )

B-0790 F—@-—é §m 83 482 483
: A o . .

B-0791 fF—O—% §\H/‘r 76 a2 443

B-0792 aF—Q—§ g\p’"/, 96 444 445
—— I

B-0793 gF-@-—% %\“/ 1 s a30 | 431
—— [f -

B-0794 F—O—% : Q 100 455 456
m@m{ e
— = d|

B-0795 |F—©—z F\“/Q 100 4s5 4s6

f I !
B-0796 !F—@—-% Y | e ™ a45
i




16 MAY 2003 Examplell R= R~ 762 Cal cd. observed ~GYleld Mass Sg)ec Mass Spec

(MH B-147800031063 , | 87 394 395 | ' , o i _ , i B-ia7RFHUSY | 41 504
505 ~' | Oi i B-1480 i \ / ° , 87 451 452 i - o B-1481 \ ~ ' o 1&¥ALgppL6
417 | '~ B-1482 ~/ ~ 1 , Tl 42T 428 i c~ " i B-1483 i v 1l 74 406 407 \/
1 B-1484 ~ ; ~ 82 422 423\ / ; L! ~mi WD 00l 31063 PCTI US99r 16007 16
MAY Z003 Exanpleil R R~ 763 Cetcd. gfparved ~6Yl el d Mass Spec Mass Spec
(MrH) B-1485 ~ ~ i ° 85 460 461 , | | B-1486 ~ ~\ 64 406 40? B-1487 i \ ~ |
71 392 393 . | 0 ~N8-1488 ~\ | ; 82 427 428 | a | - ,| B-1489 ; ~ , | ~
87 .444 445 | 0 B-1490 ; ~ ~ ~ ~; el 462 463 1 i ~ 1 i ' | ' B 1491 ~\ ~
| | j 87 462 463 ~I i O B-1492 : 69 364 365 i |
Calcd. Observed
Example# R’_ R’ %Yield Mass Spec Ma(s':jl;;ec

;) '
)\\ | 90 458 459

B-0797 | ¢

90 588 589

[«]
B-0799 | ¢ gQ\ 82 428 429
Y : .
. §p 92 480 481

B-0800 |'¢

O
O
O

B-0801 ';F.Q_Z §—< 82 442 443
[s]
\ \(i g5 486 487

B-0803 -F_Q_g .'% /& 89 400 401
—_— > '

B-0802 |




~pdTuse9
rrred =

i | 7 B-1493. ~ | 53 417 418 i B-1494 ~ 17 426 427 \ |/

~ 6 MAY 200®0¥V¢310€¢5 31063 764 Exanple R= R~ Cal cd. Obsa

Spec Mass Spec (MH) | 8-1495\ ~ i ?9 460 461 i o a i H 1496 \1GMAY %
444 445 B-1497 ~\ | ~, ~\_ ~ Q82 460 461 r o B-i498 \

V~ais)\ B1499 ~ ~/ ~; 70 432 433 r ~ ; B- 1500 ;

m;; B-1501L ~1 63 394 395\ / i i B61%02 \ ~ ~

55 404 405 0 B-1504 ~ ~ ~ 39 418 419 |~

2003 Exanpl ea~ R= RL 765 Cal cd.
B- 1505 ; ~~~ 69 540 5d1 I) 8-1506 ' ~ 69 462 463 B- 1597,

rvi
~~~ 634480 48lyzg OCped o Spec

Mass Spec

70 496 497 ' g b.B-1508 & ~.

(M+H)
l; .
Y i
B-0804 F_O_g \”/Q: 87 440 a1
L=/ 3|/ i
— !
, |
B-0805 F_O_%é il 100 426 427
e ———————— L I
B-0806 F_O_%. Sl oo 540 541
L M=/ °1 | ;
[}
R |
B-0807 F_Q_.% I 6 588 589
e ] )
ez, 0”"\|
B-0808 F_Q_% f ~ } 82 453 454
) | Q H
—— B
B-0809 F_Q—_% | / ¥ 92 4ar2 473
LA ol
/
— .
H }
B-0810 F—@-—%’ ;\ﬂ) } 98 430 431
| e
B-0811 :.—_@_—% ,J;_O' 88 492 493
I -] l,c_‘]
7\ 4
B-0812 F—Q_% E ' 81 530 531
e — :
[
7 d |
B-0813 F-Q__é} .| 98 | 516 517
s ]
L N=/ S !

NS99| 26007
é I eld Mass

68 390 391 \ /
78 408 4D9 1 B-1503 \
WD 001 31063 PCTNS991 26007 16 NAY
observed ~Yleld Mass Spec Mass Spec (MPH)

~ o~ o~




B-1509 I ~ ~ ~I ~~-11 ~ 56 414 415 | o B-1510 ~, -il ~ ?2 %gg?épl [ o)

B-1511 i ~ WOQOp1s3f ~ 30 468 469 | ~ , || SJi B-1512 ~PETAp ~ ~ 50 476
4T7 a| 0 B-1513 ~ ~ ~ 11 ~ | | 44 54D 54t 11 _ a, | B-1514 ~ ~ ~~15~MA¥~200312
53D 531 /~ WD 001 31063 Exanpl e# R= R~ PCTNS991 26007 16 MAY 2003 766

Cal cd. Observed .6Yield Mass Spec Mass Spee (M-Nj I|,~"ii B-1515 ~ ~ ~~ \ ~
68 496 497 \ / 0 o~ H 7516 \ . ~ -~680 ' 27 429 430 ;, 8-15i7 ~/ ~ ~ 92
466 467 | ~I ~1 | NB-1518 i ~ ~ ~ ~~ 33 379 380 0 B-1519 50 393 394 0 O
B-1520 | , ~ ' 82 435 436 \ / ‘' 0B1521 1 \ /| ~~~/ ~ 86 509 510 B-1522

— -

' ~~ 12 405 406 \/ | WB-1523

WO 00r ~~0S3 PEhLNGI9r 16GP7 16 MAY 3003 767.RAGE. ISNTE

~ ; 59 459 460 i B-JI? 4\ '/ 81 459 460
Mass Spec ‘(M+H)

Y LEFT BLANK

l [l
B-0814 |p__©_§§ \z‘ 100 | 440 | 441
|
== > s |
R |
B-0815 F_Q_% o ~ 1 100 536 537
= ~° !
—_— /
| i )
B-0816 F-_Q__z | e 506 507
LN/ SE N !
i
| i !
B-0817 ;;:_Q__%i ' 98 506 507
L=/ > s |
———— | | ! :
] ' ]
B-0818 |F_©_§ ;H(g: o 476 a7
! , i : .
2]
—
- ,
' 1
B-0819 F_@—é g\r©, 90 452 463
: !
—_—_J
|
——
B-0820 ;:_O._g % i 81 as4 455
e ——— Q]
® N
‘—“-‘ l!
B-0821 F_O_gg ~—| 69 463 464
wawl U
B-0822 F_O_% § R 463 | as4
rr———————— )
=
———h |
B-0823 F—@-—% EE ~ : 79 463 464
] [+]




WO 00/ 31063 Exanpl ed Rs RL PGINS99126007 768 Cal cd. ~baerved ' ~ YI el d Mass

Spec Mass SP¥RUBMEL) i B-7525 ~ "~ 57 419 420 \/ ~ : a fST’L’Fﬁ"‘?“’ 003 wo
oonba~ 769 PCT/ US99176007 ~ 6 MAY 2003 f:al cd. Mass Cbserved ~ mibﬁA% 2@3
R~ ~6Yield Spec Mass Spec (M+tH) o/ B-1526 ~ ~ ' ; ; 73 410 411 |
H 1527 ~ ~ i '~ 66 520 521 . i ; a B-1528 ~~ ~\ 1 91 467 468 ni 0 ~O
B-1529 |~ | .~/ ~, 73 432 433 i B-1880 ~. ~ ~i~ 11 91 443 444 n " | i
8-1531 ~ | . 74 422" A23 i 8-1532 ~ ~ ~ 68 438 439 WO 00l 31063 770
PCTNS99/ 26007 ~ ~ MAY Z003 Cal cd. Mass observed Exenptell R R~ '.6Yi eI d
Spec Mass Spec (MPH) a-1533 ~ | ~ ~ 84 47s 477 0 | ~ opSe §34 ~( ~
| ~ ~, Eafbe® 423 fi 8-1535 g 78 408vikid0 |°a'°do Mass
Mass Spec (M+H)
B0824 |[r—/ \ W/O\ | e 492 493
= (o]
[ Zj :
B-0825 F_Q_’é : 100 506 507
T\ S NS
B-0826 IF_Q_% | :__)\ 97 458 aso

B-0827 100 €59 660

I

B-0828 514 515

2|
}




B-1536 ~ | | / | 77 443 444 v 1 ~ , i ~ 1 . B-1537 "I ' 86 460 461 0 | |

H 153S .|| WO008103% 478 479 o0 .~ _ i B-1538 | ~ ° 85 478CHYYwE0; ;o 77
380 381 H-1540 | n ~~i s-1541 | 71 433 434 a B-1542 ( ' ~ 89 44p ﬁ@pzmpn |
WO OOl 310b3 PCTNS99176007 16 MAY Z003 m Cal cd. Mass ~b~rved Exan% X R~
'~GYisld Spec Mess Spec (MtH) a i 82 476 477 B-1543 i i B-1544 ~ ~ , ; 76
480 461 | |~ | B-15a5 ~ ~ ~ n 47s 4pgs0 B-1546, | ~; ~ 78 394 395 i | ' a
| n| B-1547 ~ ~ ~ 58 44B 449 e. ~ "0 B-1548 ~ ~ | | 83 406 407 | i t
B-1549 ~ | ~ ~ , 67 470 411 n 37 424 425 B-1550 ~ B-1551 ~ ~ 55 420 421 a
a B-1552 ~ ~ ~ 23 434 435 cs ' WD 00131063 772 PCTN599126007 16 MAY 2003

Cal cd. Mass pbserved Fxanple~l R- R4 ~. ~Yfeld Sic Maaa Spee

Caled Observed
Example# R? y wYield |\ s N . Mass Spec
. PEC  (MaH)
§/h‘j
B-0829 | F c\(
B i — T 63 458 459

O

SAAAAS

e e— I 588 589
:_g:_

B-0835 | F

B-0831 | F
100 428 429
B-0832 .‘F—@—% g‘éj
—_— N B1 480 481
- —
B-0833 E;:-@—-% §—<
2 73 442 443
[+]
e e
) 79 486 487

)
'%/& 5 400 401




- -

(MH GB-1s531 t | ~2\ ~,; 83 5ss s57 ~'"t\ B-t 55484478&Z9C~a~.

B- 1555 ~ \;WOM0e35t2 513 i \\ , n B-1556 ', ~ ~ ~ ~ 8F A WY\ o \ B 1557
~~ -5 ; 62 430 431 0 B-1558 ~ -~SlI | 45 416 4t7 i V B-1559 ~ \ gsmt 60367
484 485 B-1560 ~ ~~ 16 492 493 B-1561 ~ ~~ ~ ~ 84 536 557 \ a,; 3
~ ~ 74 sas s47 i~ WO 001 31063 PC'I'8 S99126007 1 ~ MAY 2003 773 Cal ed. IVBSS
~bsrved Exanpleiir R= R~ 'bYkld Spe ss Spec (MH ~~~i B-1563 | ~ ~~ ~
~ 725125131 | oB-1584 f ~-1I-N~ ~~s 44s il ~; o; B.1565 | ~ 11 ~ ~i
64 482 483 | o~, N 8-1566 | ~ ~i 71 395 396 0 B-i567 | " 54 409 410 n --~o.
B-i568 . | " 76 451 452 ~5 0 B-1569 ~ ~ / i 70 525 52@pdefedd 1 570 | ~~ 79
421 422 ; T~'Exampity 15T1 ht ~ 60 475 476 | ByARA |, %37 Misbskd6 WO 00/ 31063
PCTNS9926007 ~ ~ May z003 58 SPEC T (MaH)
B-0836 F-O—% §7,/Qi
1 ¢ | 28 440 441
i
B-0837 F-@-% %\ﬁ!
— o e 426 427
N |
| | .
o [FOSN
——[ ¢ H o e 540 541
B-0839 F_Q_%’ /S’Q/,
9| 80 588 589
— Y
B-0840 F.@.% g’?\“/‘\>i
I 71 453 454
g e
|| 55 472 473
—— - |
B-0842 F.Q_é ’;\D/" ;
— — INE: 430 431
— e
!
B-0843 F-O—%L"f !
I ——— 68 492 493
Ii ) 7o g
= -0 O
— ‘3 61 530 531
B-0845 F-—Q—éf "
———-——_9_____| 84 516 517




774 Cal cd. Mass ~bsawd Exanplex R RL '~GYleld Spey Mass Spec N B-1573 ~ 65
435 436 t iwo00AdA0l 31063 775 5 10 PCTN5991 1G007 ~ 6 WTz-g&Pﬂ‘?ﬂFoton Nl A
data for sel ected nenbers from Exanpl es H 0001 t hrough B-1573 arﬁ ﬁ&om in
the following table. 15 zo 25 30 WD 00! 31 063 PCT/ US991 ZGD07 16' ~7AY Lus
776 Plate I D1H NWVR solvent , d nm(DVF-d7) d 8.53(bd, J = 4.99Hz, 2H),
7.44-7.24(m 11 H), 4.41 (s) 2H), £%1 (br, B-01202H(DVF-d7) d 8.56(bd, J =
4.98Hz, 2H), 7.78-7.69(m 4H), 7.39-7.19(m 6H), 8-0?244.23 br. 2H(DVF-d7) d
8.47(br) 2H)) 7.91-7.75(m 3H), 7.57-7.53(m 1H), 7.38-7.34(m B-02352H ,
7.21-7.13 m 4H, 4.20(br, 2H(CDC131CD30D) d 8.38(d. dpsarvea 38 Hz, 1 H))
7.62-7.32(m eQkples 7. 04-f7i . 95(m B- OR444H |, «§ieid6- 28D masdges 4.52 , J = 6.96
Hz, 1 H, 1.40(d, J = 6.88 Hz, 3H(DVF-d7) d 8. ¥BYG8® JmsH2. B5. 2N), 7.87(br
S. 4H), 7. 76z Z5(m2t) 7 53.B. 02567 33 m S 7 18.7 13 br, 4H(DWF-d7))

1.32(br) 3H), 1.67(bi—3E)— 7 pH), 5.12(br, 1| H) 7}50(m

6H) , 8- 04268 T.odhs ZE ) IHN O. 1.04(t, p = 6.9 Hz, 3H),
4.54(m 1 Hf, 6.99(jbr \u2i)) % H)|, B-04387. 45(F, 1 H|, 7.61 (g, J =
8.7 Hz. 2H) L.8.52( = B DNE-67) .| 1491 Ibredt § = 30.6 Hz, 3H),
4.61 (br, 1|H), 7.]25(m__6H 3H)|, 8- 04668. 59(pr. 2H], 13.34 brd, J =
34.8 Hz, 1 H) 5353%:,& 2iHz, 3H)] 4.59(q, J £ 7.2 Hz, 1 H),
6.88(d, J = fﬁé,glqg) 09 h 35 7 19(dd, J = 4.4/ 1.6.H. 2H), 7.26(m
2H), 8.46(d| J = 6. 0B 04737 =2« DMeY | 1880(lbrs363H) , 527 35(s, 1 H),
4.9B(br) 1 H), 7.3 85( /M \2H)|B-04778. 45(bf, 1 H|. 8.75 d, J =
6.0 Hz, 2H |(MBLha 1157 2196 Hz,| 3H), W.74(bt, 1 H, 7.23(m
4H)) 7.60(m E ) 4Ry .gg’?(br, 2H) . (DVF), 1. 8(s, 3H),
2.76(br, 6H], 4.84( H—A2{b——2H)) , 79. 54 ( bus, 5

2H) , B-04877]66(br. 120 . (/cD ? 7.2 Hz, 3H), 4.15(br,

2H), 4.50(b BI°1 H)|, m 7H)) 8.45 m
2H . (CD30D) | ro%¥( n 8H), 7.56(m
2H) , B- 05698 47(s. . fol 3H), 4.60(br, 1
H) 6. 92(br [ ZH)" ‘ - 7 76(m 4H), 8.60(br)
2H . (DVFA7) | 1.58(|4 q. - H)) 7.p5(m 6H),
7.60(m 4H) | B¥639g 7). 7.1 B{m 2H),
7.32{dd, J ¥ 6.0, BHzyy 1

H) , B- 06438. #3( 00 br—3H), 4.62(qg. J =

6.6 Hz, 1 r, 2H| 8.51 (br)

2H) . (CDCl 3/ 7.59(n| 4H),
7.14-7.10(m 5z, |1 H, 1.43d, J
= 7.26Hz, 3 ) O 7.21 (m 2H),
7.42(m) 2H) r, 2H} 8.76 br,
2H) . Hz, 2H) 7.02{n} 2H), 7.14(m
2H) , 8- 17657 Hge. U H), 7.04(t, J =
8.6 Hz, 2H) 188=2460Hz, 1 H), 8.60
m 2H .fi.8 (d, J E 5.6 Hz, 2H),
7.40(m 2H) 1063 777 PCT/ US99176007
Pl ate | D1H .53&5, 3H), 2.85(t, J =
6.2 Hz) 2H)}—3 %] 7.22 m 3H,
7.4t br, 4H . {85(br,| 2H), 3.64(br,
2H), 7.03(b . |7.66 bf) 2H . 8.60(br,
2H . 8.77(bf i|, 2.91 (br, 2H),
4.30(s, 2H) 464 5 8 Hz, 2H
.(DVBO), 1.f7(br) |3H) , , 2H), 2. 97(bf, 4H)) 7.18(br,
4H) , B- 12007} O .1403(s, |6H), 1f 68(br, 2H),
2.63(br, 2H 8. 666(br, 1H) | B-12065.69 m 2H ,{ 7.16 br, 4H,

7.35 br) 2H_._8.54 Br. 20 (DS {m 921y 483 14(s4646H) , 2. 66(br, 2H),
3.10(br. 2H), 7.04(br, 3H),B-12167.18(br, 4H), 7.35 m 2H, 7.47 br, 1 H).
8.54 d, J = 4.8 Hz, 2H).(DMF), 1.25(br) 3H), 2.01 (br) 2H), 3.35(br, 4H),
6.20(s, 1 H), 6.30(s, 1 H),B-12267.42(br, 4H), 7.65(br, 2H), 8.77(s. 2H
.(DVBO-d6), 1.80(br, 4H), 2.82(br, 1 H), 2.94(br, 1 H)) 3.10(br, 1 H),
3.60(br, 1 H),B-13604.54(br, 1 H. 7.18(m 4H, 7.30 m 4H ( 7.46(m 2H ,
8.54(br, 2H).(DVMBO-d6), 0.99(br, 6H), 1.73(br, 4H), 2.89(br, 2H), 3.03(m 1
H, 4.04(br, 2H),B-136i4.44(m 1H . 7.18(m 4H), 7.30 m 2H), 8.57 d, J =
4.64 Hz, 2H .(DMBO-d6), 1.78(br, 4Hj) 2.01 (s, 3H), 2.89(br,1 H), 3.05(br)
1 H), 3.34(br, 1 H),B-13633.B5(br, 1 H), 4.48(br, 1 H)) 7.12(br) 2H, 7.2f
(br, 2H), 7.30(br) 2H), 8.69 br, 2H .(CDC13), 0.78(dd, J = 3.0) 2.9 Hz,
2H), 1.00(s, 2H), 1.78(m 7 H), 1.86(b, 4H),2.fi4(m 1 H, 2.99(m 1 H),
3.16(m 1 H), 4.33(br, 1 H), 4.70(br, 7 H), 6.99(m 2H),B-13647.14(s, 2H ,

-— o~ P~ o~ a ~ N o "~ o~ "~ N~




25 30 pcr ~us99nboo~ 16 MAY 2003 WO 0D/ 31063 779 N—NHPi ,109-9 ~'k}7| ~NRi N
. Exanpl es W a87%3t hr ough H 1597 are prepared from scaf Fols & Ea?mlA\?fzﬁa
Re R~-H i ~o i . B1574/ \ " 1 I I ~ sr ~- | o0 s-1575/ \ ~~~'[k
|l I Br ~, OB-y 5IS/ \ " I Bri oB15n/ \ ' I~ \; Elr , OB-15T8 / \ |
| I far ~ ~ o --~B1579 / \ ~ ' ~i Br B-9580 / \ i ~ 1 BRI 16 MAY 2003
WO 00l 31063 780 PCTNS99176007 Br , &sl581 / \ Br | ~ o | B-1582 / \ | |~ 1
/| oN~Br , ~11 B-1583/ \ ~i~p |l Br B-1584 / \ I 11 , Br i | B-1585 /
V1 i1 1 B, i B-1586/ \ ~/ \ i Br I i
Observed °
Example# R? R wyield SV pass Spec
mp ! Mass Spec (MeH)
B-0856 F-Q—% i@/l
— 4;__' 75 492 493
S — | .
N =e= Uy
R I S 86 506 507
B-0B58 F—O—g ] ._.)_”
— 84 458 459
— S
B-0859 F-@-% S |
‘ 80 659 660
0860 F"@“g ?/"\',\ '
—— —-ig 94 514 515




B-lss7/ \ ~i ~~ . Br r~B-1588/ \' | ~ ~ ol N~~ | BrOB—é?ﬁ%/\S‘ i~
~ OV 8r Ba®BmME? \ \OBr B-1591 / \ | / ~a | v WO C6F3%Y 81 16 MAY 2003
PC Tl US99126007 Br , . ' S B-1592 / ~iF\p Br | i H1593 / NH Br i B-7594
/ ~1 Br, ' B15s5/ \ ~~~1 Br i ¢8d B-1596 ~ ~~"' iiNOBr ~ o_

B- 1597 loym .~ 0 16 MAY 2003 WD 00t 31063 ?82 I N-NH ~N R~ WI N

PC f NS99r 16007 Exanpl es B-1598 through 8-1621 are prepared from Scaffold
C-28 F~canplefl R_R=_H3C ~ Q B-1598 H3C ~ 0 | B-1599 I/FI H3C 1 ~ O B-1600
~~~ . , | H3C ~ o iNT ’

N 0 NHCH,
Caled Observed
Example# R? R’ %Yield Mass S 'ec Mass Spec
PEC  (MeH)

B-0861 F.@._g ig 84 583 584
¥
B-0862 'F_O__Zf §\n/©/ 96 475 476

B-0864 F'@'E E__< 86 437 438
2]
B-0865 "‘@"3 % : 62 395 .
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B-1866 1F L | Qamplg-t%?RaF / i Ogl e- wyRRS J“e:l:n: &s;s;f’c ~ 8R .

(M+H)

B-09%8 | |F

B-0997 F-@- 3/“\©[" 64 440 441
—@—— })j\ 21 364 365
—@-—3 | J\/é/ N| 79 460 461

B-1000 F—@—z m\ 84 430 | 431

B-1001 F—Q——% \ /F\/é 78 430 431

B-1002 F-@—% %J\Q\ 25 400 404

B-1003 | [F /_\ : )\© 83 386 387

B-1004 p.@..% %)‘\O 87 378 . 379

B-1005 F—@—— ;)‘\(j. 57 387 388
N

B-0399 | [F




WD 00l 31063 .PGTNS99126007 16 MAY Z003 816 Exsnpleil R=_R-~ 9}\/?{087869 I F o

|/
| O B- 18780 ®@3J06NI B-1871 ~F -~O-~ '~~~ | - 8-t 872FCT = Oyly boh
, 8-18T3 iF ~~1 | B-1874 IF/ \ ~ ~/ \ , ~ 1 V 1 B-1875 i FEM 003
| ~FB1876 IF| ~QO N~i F~~i 704 ~ 0B 1877 ;\ F~ ~1 B-1878 S\O
wo 00~3i 063 ail Exanplelt R~ RL PCT/ U599 26007 ~ 6 MAY 2003 F / B-1879 O F
/'\ "I m ~o: B-,8a0 iF _~~f of i~~F/ \ ~of B-,88 ~l F/ \ B-7882 i
F/ \ B-1883t | B-1884 F/ \ i HN O / \ F B-1885,p~ Observed, ~~"'1 O
001 31063 Example# R* R’ WYield s Spec Ma(::i;;ec

. L]

80 387 388

s [ w | o |

416 447

g




818 16 MAY 2003 PCTNS99fZ6007 - NeNH R~ i iRz | / N, i j_i 9n6b\A7ExarrpI es
B-1 BBB t hr woghams31909 prepared from Scaffold G-42 Exanpi €8 11" R-t O i

| 8-1886 IF/ > ~"' j I ~i; O B-1887psF ~ ~; | O! B-7888 [F~ ’rﬁmzﬂgg
i B-1889 ~F'~ Ir OB-7890 ~F~ O 8-i891 iF | 8-1892 i F ~ ~ ~ ~ |

001 31063 B19 Exanpl es R~ R- PCTI US99/ 15009 16 MAY 2003 | O, B- 1893 ~

,F~—~ /1. 0.B-t894 IF~ ~0' N | "t 9-1895 'F~\ : ;~~p . . o0 8-1896 ;F /
\' ~I~o0o~" i ~~ B-189T IFy H1898 iF __ ~~\ o; |l a' B-1899 iF/ ~ ' ~ ~
of ' 1 BBi9OOF/ \ 1 ~j -~t N\~ ; F~~~ ~/ ~S OB-1901 i i B-1902 F
, \'" SO. PCT/ US99I 16007 16 MAY 2003 WO 001 31063 820 Exanples Rz R~ F ~
~: ~ 0O B-1903
2 Calcd. Mass Observed
Example# R R’ %Yield Spec Ma(:nsjl;;ec

—_—  |Y—
B-1013 F—@—é %—:L—@—-F 53 440 441
=/ P ]
B-1014 EF_@_i 3—:: 61 422 423
————|_o __—
N aSitl
B-1015 F—Q—g §—'s|—< 47 388 389
B-1016 fp—@—g ;'i'_\_Q 74 448 449
\ o
- §__ij
B-1017 :F—Q—% ﬂb €3 436 437
F [}
— | . :
B-1018 ‘”@‘3 / \_.| s ass 459
B-1019 ;;:_@_g %_Ll__c,a 41 414 415
f




_ ~ 0 ~ - - ~ ~ -
OB-1904 IF~\\o J\ //~ F OB-7 905 NH F B-1906 I 'd,gg,‘_@9 rent 207 B-190B

F/ \ ' HNWPPRORI063 § o 8-1909 ,0° | ""-~" 0 WD 00I31 1L N-Nl—?ﬁﬁgflmﬂj
/ N:: ~ . ' N Exanpl es B-1910 t hroug o-t933 are prepared from Scafto

C .44 Exanmpls# R~ R~ O' B-t 910 ' F -1911 ;F~~~i 1/ F " O$%$-1912

F, i 'oB-1913 ~F ' ; OB-t 914 i F~~1 11 O $-1915 ~F 0 $-1916jp ~~ ~

I i BR ' PCTNS99/Z6007 16 MAY 2003 WO 001 31063 822 Exanplef! Rz pl
PCTNS99116007 ~ 6 MAY 2003 O B1917 / ~ :~ | ~ tobddNe8 ~F / ~ i~ '

, 0
~0: | N. O H-a@hse / 0-1920 F / R '~ 0 %vield :TE"-t';‘“‘amgzsteci Fl\" ~.
/ pe (M+H)

| ], s |
B-1020 ip—@-—% %_u / | 100 440 441
| 1)
I
T —_— —/_—
B-1021 iF-Q_g %——s 100 | 388 389
| 1IN
——~—l 1~ |
B-1022 iF_Q_% fg_.. il 7 402 403
: ! l :
——— l ﬁ l
B-1023 F_Q‘g I%—-s-—\l 76 374 375
e S ! IO| |
o .
! | !
B-1024 [iF —IsI i| 73 360 351
L=/ S |
| 0
il o |
7N\ J ; I |
B-1025 ,,—:-O_% . Ki 100 452 453
1 Q
— = o |
— o
B-1026 || _Q_g :-2—" |l o5 a28 429
= F Q'
FAN 3] TN
i (9]
avawrli
B-1027 F_O—% %“u | o8 436 437
T /
B-1028 ;:-@—-g }‘—Q"’ 100 482 483
e e L raaeed
i |
=Sl
B-1029 F—O_é % . i es 367 368
________; # )




B-1922 'Fo. B-1923 ,F/ ~~~~o0, | ~| H1924 ~F~~INE~~~1/ SO

B-1925 ' | IWO083¥6Y6 '~ ~0 i WD 00l 31063 823 Exanpl el BCHUSIpR6007 0 700
PCTNS99126007 ~ ~ SAY ~OD3 F / ~ ~ .,rte B-1orr ; s-. | ~o F/ ~ 1 slyMAY 200
B-1928 IF~\~ F/ ~~i O 8-1929 ~ [ 707! / NHF | ~ i~ B-1930 F B-1931 B-t
932 F/ \ HINO' / ~1 | . FB1933 b ~~; 0 WD 00131063 824 N-NH RL: |
(,,,1 N R/ . ~ . ;~ . NPCINS99l Zz600? Exanpl es B-1934 through B-i 957
are prepared from Scaffold C4i Exanple* R R~ O/ \ vy 8- t934 "F\ Il O
8-1935 IF / 'pF QB ~s3%:F / 0 B-1937 , Jyda' @n;m@;sshﬂ.‘pg F/ii O
(M+H)

88 325 326

B-1030 F_Q._
B-1031 F-@-_é i)\ ﬁ 87 415 416
—
— _
B-1032 F—@—% ﬁ/u\"o 64 379 380

‘ '/\o
B-1033 F—< >._§ %\n/"\/‘ 83 395 396
. =~ . vw—@—s
B-1034 F_O—g H 67 a19 420
—— o)
[*]

f
>=o

|
— b L]
B-1035 ;:_@_%§ »i/' 73 as3 354
B-1036 F—-@—z I /“\ 79 339 340
% N

e e——— s )
]
B-1037 F_O—-% P 78 ats 416
W

L= ¥
f !
B-1038 F-@—% l I 100 419 420

FYJ@I e

B-1039 ||F

2

;




B-1939 IF/ i . . a B-i940 'F/ | BRI WD 00l 31063 PGI/ L1599/ 76007 16 MAY

2003 825 Exwopbembs R= R~ O B-1947 iF o . ~. B-1942 i F OPRI/¥YAY . F F
B-1944 ~ ~, .1 . 8-1945 IF J 8-1946 ~F ~ ~ ; F B-194T ;F ~ ~ ~ ' ~ 16 BAY) 2003
~s ~1 B 94B~F' ~ INB-1949 F 4~ / ~ g~0~ "O1l B-1950 F/ ~ ~ ~ 'S
O ~~~0 WO 00131063 B26 Exanples! R R~ PCTI US99I 16007 O B-1951 F / \ ~
~S/\O, soBi92 :F\~\/ F/ \ ~~o0B1953 ~ N\HAB1t954 F/ \ ~ |

B-1955 B-7 956 HN OF | B-i 957 ~o y 0 ~ s MaY Too3
: Observed
Exampled R? R wYielg CAlcd-Mass . ¢ Spec
Spec (M+H)

H H
R 'i l
B-1040 F—Q—i IT\/\, o1 365 366
i 0 |
———_——-———: H
B-1041 F—@—z 2N 367 368
B-1042 F—Q—i ; 78 429 430
EACVARIE ¢
1 -
_Q_% [ 79 401 402
| |
I
: <
B-1044 F-@-% ‘2 93 429 430
e e
B-1045 ,F-Q—é A 100 429 430
L\ Y

B-1043 ||F

=
—— §\(n
B-1046 ﬁ: ! \Q 94 419 420
— ==
B-1047 F-@—% 100 431 432
L N=/ 5 g\lr—_'- l

58 381 382

B-1048 F_Q_i §\"/
B-1049 F—@—i %\n/"' o7 as3 354




WO 001 31063 PCTNS99/ 26007 16 NMAY 2003 B27 L N-NH : R2 / N v
Exanpl es B“_’L@@Q‘Q‘hrough B-1981 are prepared from Scaffﬁ@”@gﬁ@okxamtéﬁa@m

RL OB-1958 "F/ OH1959 ;F~, F B-1960 ~F ~ ~ ~ 0 B-1961 '"F/ B-1
~~1 OB-1963 IF Il i ~~~~ ~1i . BygP64 ~F- BR WO 00l 31063 828 xanpl el i
R RL 16 MAY 2003 OB-1965 1 i F~~. | o0 B-1966 iF ~\ I N B-1967 ' F O
B-1968 ~F~ . o . ~~ . i B-1969 F 81970 IF. ~~~/ \ 0o F i B-1971 ~F ~ ~
~~~~ol i B1972 F/ \' i F~~1 ~ 5 OB-1973 r' \095‘?-1974F| WO

served -
00131063 82%xample# R? R %Yield Calcd, Mass Mass Spec

Spee (M+H)

B-1050 IF_Q_% %\(‘p\/ ‘ 100 461 462
—_— \
— =

B-1051 ||F \ / 88 406 407
! o

B-1052 ip—@—-{ \n/k 82 366 367
; ' ,)

B-1053 !F—Q_é §Y° 21 368
L . — "

B-1054 u:—@—% §\"/° JI 98 354 as5

B-1055 ip—@—g % ,,J:> 100 a79 380
A3y
—— = |

B-1056 ||F %YQ 85 379 380
| i

B-1057 ":_O-—g iin 30 | 368 369




Exampisii R R~ PCT/US99f 26007 F I \ , ..r-;.~" " B-1S7SwTaorzanq; O/ \ 1 ~
o o ls7s  PMQEBIE | %~ B 1sn . i N\ S Y970 F

\ -~~B-1980 F/ HNO/ \ F, B-1981 "' ;0 w 0 16 MAY 2003 VDOOrWZUM
830 N-NH . R2 PGINS99l 16007 Exanpl es 814982 through B-2005 are prepared from
Scaffold C-30 Exanpleli R R~ p B-1982 S~\V~~ !~ \ . i 0 8-1983 ~g~\\~~, |
~w£FB-1984 ) OB-1985 ~g~~. | O' B-1986 g~\\~~ " | | Ol B-1987 i r ~j
a.i n\l B-19B8 1 ) BR' 16 MAY 2003 WD 00131063 83l Exanpten R~ ~t~
PCTI US991 16007 r O B-1989 ~g 1: p B-1990 . / ~o |

Observed
Example# R? R’ %Yield Calgd.::ass Mass Spec
P (M+H)

B-1058 | f

o}
_Q_i a | )\ J\ 35 500 501
=/ S| .
————— e, I0 ;
B-1059 ;F_Q__g i_?_O\Nk' 77 479 480
—_— 2 9 W

o T
S 37 500 501
o) _ .

[4]

B-1060 | g

B-1061 | i % 86 456 457

—| o L
;_g/\ﬁ% 59 496 467
]
[ — 0 i
. 1l i
. —ﬁ‘g. 58 506 .
‘ 0 |
c!

B-1064 | ;F

—
B-1062 ;F—Q_é i /.;-%L)l 58 496 497
. —g / '
B-1063 ';,:_@._2




_ g~~~ ~ _ g~~~ |~ _ “qg~\ " ~~ B-
N O B-1991 ; g~-, p . 0 B-1892 ;g I~o . .| 81993§,%00\1 B- 1994

,g~~ S O~ Wovom31063 ~ , F~ | 8-1995 ;g~~"~~, ~ \ 0. | | BCTUS 996 ~S-~\
J~; ~ I \ of ~Nr~i S OB-1997 ; g~ \~~~ ~ ~\\ . ~ ~~0i B-1998 ;5~~1 MY 80
f O~~~/ yo ~ 16 MAY 2003 WO 001 31063 832 Exanple8 R~ RL
PCT/ US99176007 r | B-7999 ~g~\V~~ , B:1Q | 0 8-2000 ;g~y 1IF ~O"' . \ /, 1
., B-2001 ~S~\V~; ~O " "/ NH. f I , B-200Z g O N, 8-2003 15~ ,
B-2004 HN Ol | 8-2005" iS~\V/~ .0 NN-.~ 16 MAY 2003 WD 001 31063
PCTI U5991 26007 833 Exanpl es &2006 t hrough S-2029 are rsg;%%r ed from Scaffold
6D Exanpl effafhiesX © OB~ 2006 F ~ g ~ |\ B‘g(:??s Mass Sped)
(M+H)
e | | o}
[ E_[sl
B-1065 ,:_< H e E 24 466 -
N o
== i on
B-1066 F—Q—g —:s: 100 490 491
=/ > °
B aurds :
B-1067 F_O—é 5“,’, | 74 464 465
B-1068 F_O—g i_ 79 ar2 473
l A —— AN
—
i1
B-1069 F_Q_% i o7 a72 473
L ==/ >4 \__~Z

B-1070 ’F_Q__% L Q 54 481 482
| o
B-1071 F_Q__%F 67 473 474
=/ S N7
-—_'7§ /
B-1072 F_Q__é | P 515 516
[<] [+]
|
B-1073 F..@—% ' / 100 490 491
ﬁ)ﬁ
—
B-1074 F_@—i E_]T_@_< 100 464 465




B-2D08 F 0 B-2009 F/ \ B-2010 F O B-2011 F 0 B-2012 F i BR WD 00l 31063

834 PCTI USO9bM60Mes Exanpl eA~ Ra R O B-2013'F ~ ~ ~ ~ | PCTURYEO0014 |~ ~ o
NOs-20is ~F~~1 ~~-~0 | B-2016 IFi Ir " | 8-2017 F 1 B-2018 Ffﬁ@’rzﬂm
| --~Fs-20ls '"F~1 6-2020 F~/ ~of Nr B-2021 ; F~~1 ~~0O" ~
B-2022 F ~~~S "O1 ~ MNAY 2003 WA1801 31063 835 PC TNS99126009 ~ 6 ~aY
2~~3 Examplell R R B2023 F~\ ~S\ O.r; =1 B-2D24 ~F/ \ ~F\~0 ~/
O B-2025 ~F' ~ NH~ NB-2026i FON"' B-2027 ~F~~" 1 1 | B-2028 F i
HNOTr---~.-~~o ~F~~; ; B-2029 Observed
Example# R? R’ %Yleld Ca!csd. MaSS  rass Spec
pec (M+H)
7]
— 1
B-1075 F_Q._é? /z \; 100 470 a7
7 | q c
B-1076 F—©-—§ g%/\\\V\Qf 93 480 491
= 1 °
B-1077 F_Q_g : Q—s 100 474 475
=/ >l °
] §—-ij
B-1078 F"@"% Y 80 4a7 448
™ 7\ < g_ﬁ
B-1079 F_O_é i 85 454 455
o) Ci
18 / |
B-1080 ;:_@_23 ! 100 496 497
O (]

B-1081 F_@_g i—“b 100 40 a91

B-1082 ,:..<:>_%I %—‘Q 100 500 501
YA

B-1083 F_Q—% §——©

B-1084 E_Q‘O_j,! E , OIF l 81 a94 495

93 500 501




HN- - ~I WO 001 31063 836 PC fN599| 26007 Exanpl es &szng/gﬂdﬂkbOB' 2053 are
prepared fr8e%Efol d C 36 Exanple# R= R ~ O B-2030 | -2D31 F ~ f g@Y 2003
B-2032 0 B-2033 p B-2034 O B-2035 p B-2036 BR ~ s MaY 200 WD 001 3 @)

837 PCT/ US99I1 26007 16 MAY Z03 Exarrpl_gg3R= R~- OB-2037 ~F~~1 B-2038 . F
"/ i NB8-2039 ; FB2040 ~Fi i B-2041 F ~~j B-2042! FF~; B-2043 i F
B-2044 ~F ~\ o N~i B-2045 0O0:; | B-2D46 1 F~~1i SV1 ol WO 001 31063
838
Observed
Example# R? R’ %Yield Calc;d. Mass  pass Spec
pec (M+H)
4
B-1085 F_Q_i —1 93 482 483
B-1086 ,:.< H 3— _<\/ > 92 450 491
B-1087 _Q_é 1 "] 160 as0 491
- F /
L




xample4 R R Pcr~us99n6oo~ OB-2047 ." F~~~1 S( ~1 ~\0i ' ~ O
B-2048 i F ~WOO0031083\Q '~ | i B-2049 ~ F ~ ~ i O NH ~ BPOuugpomesr ; -

B-20si 1 B-2052 HN O"_ B-2053 o\ | ' 16 MaY 2003 WD 00l 31063 839 16 MAY 2003
PGT/ US99r 16007 Exanpl es 8-2054 through4B-2077 are prepared from Scaffol d

G34 Exanple# R~ R OB-2054 F, 0 B-2055 F/ ~ F OB-2056 F/ 0 B-2D57 F /

F~~OB-2058 OB-2D59 F/ 0 B-2060 F/ BR 16 MAY 2003 WO 001 31063 84 0
Exenmple# p' R ' PCT/US99R6007 Ol ~  , B-2061 ~Fi B-2062 "' Ft ~--~~/ O
NB-2063i F/ \ ~~ O,
Ob d
Example# R? R’ %Yield Calt;d. Mass Masssersv:ec
¢ (M+H)

I(l) !
! !
B-1088 aF—Q—é 3}_" | o7 450 451
o i
B-1089 |IF 3 §_lsl 100 436 437
—_— |
TN < O
B-1090 | F 3;_ | 100 456 457
= -
B-1091 |IF 3 I\ 100 456 457
] .
B-1092 iF—@——g "z,——QI 96 490 491
—= < I~ .
B-1093 gF—Q—g d \Q\o 100 490 491
[T}
TN <l ¢ :
B-1094 !F—Q—g 35_! ‘| 100 474 475
. | '




0B2064 ; F/ \ ~~o0~i ~1 1~ 1 H2065 ; Fi Btoss ~F~~"' i ~~o0 |

\ ~ F 8-206Wo%u/dH0é5 \ 0. ' ~ , B-2068 ~ F 0 B-2069 ' F \PSTB’S%S‘&W F/ \mgcﬂu
~ s MaY zoos WD 001 31063 841 Exanplett R= R PCT/ US99l Z6007 ~ ~ Yhﬁ) 2003
B-2071 ~/ ° ' SO\ / OB2072 F. / \ :~~01 F~~~0Q B-2073 "' ! j / NH
i /\ ' B-2074 F~ F/ \ ~~~ 1 B-2075715 i i / \ ' ~~F '. B-2076 | HNO

| 1 i | B-2077 1F / NN-~~ O WD 001 31063 PCTI US99I 16007 ' 0~ dZ003 842 R~
NNH HN ~ / R2 Exanpl es B-2078 through B-2101 are prepared from Scaffol d

G7 Exanple# Rs R OB-2078 H~1 \ | 0 B-20719 HF O Béb%eorvBO HO B-2081 H
Example# R? %Yield CoCd-Mass s Spec

Spec (M+H)

R’
— .~
B-1095 F—Q—g E—H—D 81 470 471
o e (-]
—.
B-1096 F—O—g
7 Jp_| | :
B-1097 | |F ' \ 1 100 436 437
‘ - 0 |

a3 466 467

450 451

5
f:i

B-1098 | |F

e . - CF
I -
B-1099 F—Q—% . _G 100 480 491
opl
B-1100 | |F 3 i & 482 .

5
]

-]
I 77—\ < S '
B8-1101 [|F ; "\\, 64 462 463
L=/ Sy
%
—-—-_j . L]
B-1102 F—-@—-% §_}:—Q 98 530 531
L I °
e ——————————r— -

B-1103 F—@——%f [ \ / 65 472 .
L=/ % \ /
— .
!z " / 0' °
B-1104 F—< >—I i Nl es 441 482




T OB-2082 HOB-2083 HO B-2084 H9R WO 00l 31063 84%@%}9&@,{! R~-R OB
2085 Ht | WP#»®86 H' ot ~NOB-ZOSTH( ~~pt 0 B-2 I 1 B-2089 H
B-2090 H/ \ o FB-2091 H/ ~ o0 B-2092 HI ~o N, B-2093 H/ ~ ~ qéwmm
PGTI US99/ 26007 WD 001 31063 844 Exanptetl R= R' B-2094 HS O -~O B 5

S~ 000 B-7096 HF / \0 \/ B-2097 Hje NH B-2098 H 0 B-2099 H B-2100 H HN
O o_ B-210t, H~ HN-.~ O PCT/US99/ 16007 i s MaY zoos WO 00l 31063 845 R~

N- NH

Observed
Example# R? R %VYield c“";"' “:“s Mass Spec
pe (M+H)
s
B-1105 F—Q—% { | 100 464 465
| —————————— N\ /N
S
] °/
B-1106 F—@-—% %_E:‘Q o1 486 487
B-1107 F—@—z . /dn 96 a47 448
= LS l
D
ey —— i Jl/
B-1108 F"@"% ¥ R 55 561 562
e [}
- :
autl |
B-1109 F—O—% f""s 11 100 498 499
L M=/ S|} |
B-1110 F—Q-—%f" >;§:X 73 548 549
— s ’
I
B-1111 F—@—é | 94 505 506
—_— Y.
S—
<y
B-1112 | [F g‘\, 100 568 569
[*]
— =< L/
B-1113 F-O——% I x| 100 495 496
b Q
! o] '/
B-1114 F-O‘—%- "5—(\ ‘ 73 426 427
[\ |
e]




| HN Exanpl es B-2102 through B-2125 are prepared from Seahfsezgeos- 52

Exanpl es RiWRWPBHEINS9| 26007 O B-2102 HI OB-2103 HF | ~ | B-2104 H ~;
~1 0 B-2105 H; | ~ B-2106 HOB-2107 H; o ; | B-2108 Hi 9R 16 VAWALQIR
WO 001 31063 846 Exanpl Nl Rs R~ PCT/ Usgg.;26oo7 B-2109 HO B-2t 10/ o N O
B-2111 ~ ~ ~ 00 B-2112 H~l i~ " r B-2113 H, i B-2114 / \ o = | F B-2115
H' i ~~of B2116 H~ ~0: N i | / ~S O B-21t7 H, \O; ~i 8-2118 H 16
MAY 2003
Observed
Example# R wviely Colcd-Mass e Spec

Spec (M+H)

nz
I/
N\ d
B-1115 F—@—g §f—ﬁ—~\ 30 389 390
1 o—
B-1116 F—@-—é -i—(l {100 568 569
| .= .
B-1117 FO—% g___] Y 83 500 501
L =/ SP
‘ Hooo .
B-1118 F-—@—% A 55 473 .
i \\o Ii
— g
——-———‘ B
‘ -iz_ll Y .
B-1119 F—Q—z! ] 0 514 515
=/ > N




VO 001 31063 PCTI US99/ Z6007 16 MAY Z003 847 Exanpl e# pi E}’g” 0 B 2119 HO
S O B 2120VQp0R1G83\ ~ \ / B-2121 H/NH | B-2122 H | 3’1‘3%

B-2124 HI ' | HNOi - | B-2125 HhIN WD U0/ 31063 84B Exarrpl es B—2726
t hrough B-2149 are prepared from Sca |ld CG56 F~anple# R R’ %%6@)@7
OB-2126 H~21\ 1 / _ p . B-2127 H O B-2128 H 0O B-2129 H OB—2|

8-2131 HO B-2132 Hi BR 16 MAY Z003 WO 00f 31063 849 Exenple~t R R ~
PCTI US991 26007 O 8-2133 H

Observed
R’ oVierd CAICd-Mass s Spec

Example#
Spec (MeH)

B-1121 bF

R’
B-1120 F_O_% ! 84 400 401
Y A |rrr c'.
—@—% 1 e 420 421
— = | X :
B-1122 F—@—g - 90 400 401
9 :
—Q——z }3/(@&{ 100 454 455
? B
B-1124 ;F—Q—% é s . 442 443
1 1
| ! ;
B-1125 ,p—@—-% 3 50 512 513
B-1126 F.Q—g 'sj(d i | es 454 455
(o]
—_— ]

B-1123 |F




|  0B2134 H; /| oNi OB-2135 HO 8-2136 H~~ o | B-2137 )\ B-2138 IHF
8 2139 H ~WQomIe§3 B-2140 H~ \ o ~ N O B-214t H : ~PCTUSREOH 5145 1 ~ O
\\ O 16 MAY 2003 WD 00l 31063 8so Exanpl e4i Rs R PCTI US9912G007 BIEMAB 24930
| SC B-2144 H~~F\0\ /' ~08-2145HI / ~HI| NB-2146 H~mO0 o N
B-2' 14T H I i 8-2148 HI HNOIl O HJ849 H 0 H+~' 16 |1 AY 2003 WO

00/ 31063 851 N-NH N -R~ R2 / ~ ~N ~J N Exanpl es B-215D through B-2173 are
prepared from Scaffold C 32

Observed
Example# R? R’ %Yieid ca';‘:;::”s Mass Spec
(M+H)
i [ |f CN i
B-1127 l;:-@—% ‘ ?—-@ 03 411 a2
' o
I .
B-1128 (F ; 87 436 437
| - [s]
: 7 - .
B-1129 |F—@—% }\g_ 78 422 423
; o F
B-1130 !F—@——% 96 422 423
I
B-1131 ;p—@—g 84 440 4
B-1132 }F—Q—% ” 454 455
B-1133 ‘F_Q_% 62 428 429
——
B-1134 F—Q—-z 91 472 473
B-1135 jF—Q—é 85 440 a41
v
B-1136 ';:—@—%’ 82 472 473




PCTNS991 Z&007 Example# R~ R OB 2150 F 1 O B-2151 F F O B- 2%337 F 0 B-2153
F O 8-2134Wo@3Bs2155 F 0 B-2156 F 8R 1 f~ ?003 wo o8FEY

PCT/ US99126007 16 MAY Z003 852 Exanpleli Fi= R OB-2157 ~ Fr ~ i 1—5 m)( zqﬂ
B-2158 .F ~ ~i O i NOi B-2159 ;Fq5q, f B-2t60 ~F ~ ~, ~ 0~i | 3
- ; B-2161 F ~~~1[ | B-2162 F/ ~ | F J-r-r i B-2163 p i B—2164F~~

~S O \\ O W 00l31063 853

(0]
~~~of _~C N~ B-2165 ~F i B-2166 F
I ~~S0B-2168 ~ F'~ F

Sxamplek R R~ B-2167 F/ \ ; \\ OO

Observed
Example# R B %Yleld c"‘;"' ':‘ss Mass Spec
(M+H)

95 472 473

7\

B-1137 iF—Q—-%
=/
| |
—— T

B-1138 lF—Q—% g }S crf 100 472 473
N/ < i |
—=— | ] - | -

B-1139 ip—@—{- is" 100 472 473
L .o A—— ¢ |

B-1140 @ \ S/KQ’CF’ g2 472 473
...
7~ ]

B-1141 {F—Q-é E\;VQ 100 472 473

¢ []

awll

B-1142 ;F—Q—% [i 88 420 421
—

B-1143 ﬁ g‘n/d 90 400 401
|

{ Ci

B-1144 @ T_@—"” 87 454 ass
L N=/__ 3 i
— F

B-1145 |F _@_% & 93 404 405
— =/ S]]

= F,
B-1146 !F_O_g. T—é 90 422 423




\ / OB-2169 ~ F ,NH B-2t70 ~F ~ ~

HN | o-,

~ ~B-2t78 F OB-2t79 F 0 B-21B0 F BR!
/ \ B-2181 ~ F / |

Example# R R |

/_O B-2175 |

B-2171 ~F

gWOROAME F 0 N O PCT/ US99I 26007 16 MAY Z003 i‘ﬁ
PCTNS99| 2G007 16 MAY 2003 Exanpl es 2174 through B-2197 are prepard MAY d
Scaffol d C64 Exanpie# O B-2174 F |

Y

72 F/ \

Z 063 85:

WD 00/ 31063 B55 PCT/ US99/ 26007

Cbserved
Example# Rr? R’ %Yield ca'cs‘:;::ass Mass Spec
(M+H)
o
B-1147 ;F—Q—é Ej(@ 100 454 455
| [ l o =]
D S . F,
| |
B-1148 IF_Q—E é\ﬂ_Q 87 422 423
A, c r
awl Y -
B-1149 u:-@—-% % : 87 440 441
I
‘.———.——.———— ! o Fi
——— | ]
B-1150 F—@-—é }3\“_© 90 404 405
— g o
B-1151 np—©_-§ é\ﬂ-—pi 82 422 42
fe——— ) o J”' l
‘ = i l R |
: i F
B-1152 lF—Q—i |§T_©’ 85 422 423
Ci
——— ’ O
B-1153 !F—©-—$ %\ré 90 420 421
N/ 5
' 0
Br
S e | S g
| e —————— o
—= ch
B-1155 IF—@——% 79 454 455
S —— A o
B-1156 @_j 3 Sl e 302 393
! | 0 l

v B2t82 F/ \ / o N B-2t 83 L ~\

FFOB-2176 ~F o 8-2t77 F



| B2 84 F [\l 3 B2 85 F [\, | B-2186 (F/ \ . prhgln /)~ 0 B2t

87 : F/ oWO9UMU6B 5188 n | \ NB-2t89 :F/ ~~~~ O 0F~lﬁﬁp2
~0 16 MAY 2003 WD 00/ 31063 PGT/ US99I Z6007 16 MAY 2003 856 Exanpi ;@ @]
B—2191F/\SOJ'iriB—2792!f2/~iFO\/[OB—2193~F,\~NH
B-2194 F B-2195 iF I | ; B—2196F~\?1. i ~HN; O008-2197 IFlo HNO WO
0D/ 31063 PCTI U599176007 16 MAY 20D3 857 Exanpl es B-2198 through B-2221 re
prepared from Scaffold C 22 Exanpls# R R~ O B-2198 p ~~- ~\ Ol B-2199
F~\~1~1F Os-2zoo F 0 B-220 F O B'2202\:aﬁ:9 - 2bbddred-

Example# R? A’ %Yield Spec Mass Spec

{M+H)

B-1157 81 405 406

2
i




0 w B-Z204 F i

BR

WO 001 31063 85 8 PCTNS99I1 Z6007 Exal“g[%t eAt

R O
o
~~/\

F~\j NH
B-2220 F ~ \

B-2205 / \ WQOW36 O B-2206 F/ \ ~/ NOI B-2207 F/ \P§ ’U—5~99”6°°
F/ \ o, ~I f~ B—2205~~/\iB—2210~F/\,~~.r-rf
B-2211 ~ ~/ \ I \ o0 B-2212 F/ \ | §23 | i B-2213 , F /
"~ Oi; 8-2214 F/ \ \\ O 16 MAY 200 WO 00l 31063 859 PC?NS99| 26007
Example~l Rs R~ CB-2215 F ~O\ S 0 B-2216 i F' F B-2217 : i
B-2218 ~F I ~ ~" j_L DNJJB—2219,p~~~1Iiii
~. HN, v Ol o. ; N—NH .
IR2 V4 H )
! N 5
| :
| Z I ;
N |
! N '
Observed
Example# R? R’ wyield | S pags Spec
Mass Spec (M+H)
e )\\ :
B-1158 |F ' § ‘| 54 396 397
A, T
A 'z
Pl !
B-1159 F—@—% l >—Q I 42 526 527
' |
B-1160 F—@—% f‘ff \n/l\! 27 366 367
| S vou S Q. |
H.———___—‘ 0 '
3 i '
B-1161 {F 7\ g ﬁ,\k@\ 58 418 419
oA
B-1162 |F | 62 380 381
Q
T N\ d
B-1163 F—@—é § o/lk 58 424 42s
e e e td o
B-1164 F—@——% | 67 338 a3g
(o]

B- woe

\ OWS&ZEN



B-2221 ' F'

0 HHt-~~ 0 i

6 MAY 2003

WO U0! 31063 860

N -

N Exanpl es @393 t hr ough 8-2745 are prepared from Scaf’ﬁﬂ’%fg
Rs R PCTNS99126007 O B-2222 S~ ~ ~ \ |

8-2225 g O B-2226

g~ OB-2227 SO r
861 Exanpl e# Rs PCT/ US991 16007 r O B-
~00B-2232 S~~00r

/| J OB-2223 g F i
228 S BR 16 MAY 2003
29 S| Or B-2230 Sf ~N QpiAe28H g~
S~\ ot

B-2233 g~ B-2234 r S ~ ~ ~ of F B-2235
Observed
Caled
Example# R? R’ %Yield ‘  Mass Spec
Mass Spec (M+H)
I — 1
B-1165 F—@——% "f w 66 a7e 379
R Q
———— |
B-1166 F—©——§ i\"/A 65 364 365
] o i
=1 | ! .
. B
B-1167 F—@-—g 64 478 479
- .
T —
B-1168 F—Q—% i/lkO\ 76 526 527
T — ] -
B-1169 F—@——é ;M 70 391 392
e O\N/
i |
B-1170 [F . i i 76 410 a1
| S e S | | ,
—— e o
B8-1171 F—@—% %\n) 82 368 369
| T A— 0
T ——
N\ d
B-1173 F—@-—z! 74 468 469
B-1174 ﬁ 83 454 455

R/ | N.R-
9 Exanpl e#
O B-2224 IS~ r

WO 001 31063




B-2236 g~ ~\ o N r B-2237 S O 16 MAY 2003 WD 00/ 31063 862 Exanpl e# Rs
R~ PCT/ US99¥Q B3 B- 2238 g~ SAO \ O O B-2239 g~ O -~ O BEIPIYHL £ @O@h
/I ' ~OB-2241 g NH B-2242 g B-2243 g B-2244 g HN O o B-2245 g 0 NG HE TRy
2003 WO 00131063 863 Exanpl es B-224B.through B-2269 are prepared from
Scaffol d C-35 Exanple O B-2246 F ~ ~'£°\ O B-224T F FI O B-2248 F B-2249 F
f OB-2Z50.F OB-225.1 F 0 wB-2252 p i BR PCTI US991Z6007 ~ s Mar 2003

Calcd Observed
2 J N
Example# R R %Yleld Mass Spec Ma(::jl';ec
] ' !
B-1175 F—O—z ”2\“:'/ 76 378 379
| L]
, !
B-1176 |F 86 474 475
T nesn s [+ {
B-1177 F—@—% § < < > 94 444 445
(4]
P 0 O
B-1178 F—Q_g }—<_<:\§ 90 444 445
B-1179 F—Q—z ;J\Q\ 57 414 415
B-1180 F—O——g ?p 75 400 401
[ (-]
——— |
B-1181 F—Q——% % 66 392 393
Pttt ———————— o
[+]
—
B-1182 F—@-—E = RS 401 402
= ~
N
[+
S —
|
B-1183 F_Q_% % | \, 62 401 402
A A n|
—— " I;
B-1184 F-@- ; ~ l 51 401 402
. — .
[o] ]




WD 001 31063 864 PCTNS99/ ZGDO7 Exenple# R R O B-2253 ; E -\ 0 82254 ,F i
I\ i ~/ OVOORNEEB-2255 | F/ \ i s-22ss : F / \ | ~~|FCFUSf w]mﬁfﬁ
F- ~—~\ | | 82258 F/ \ ~/ \ , FB-2259 ~F | B2260 F/ \ _C-~ 2003
SO B-2261i F/ \ v\0s-22s2 F/ \ .~ OU16 MAY 7003 WD 00l 31063
PCTI US99/ Z6007 16 MAY 2003 865 Exanpl’®2l R R B-2263 F ~\ , ~\\ 00O
B-2264 ~F/ \ ~F\~" /\ B-2265 ( F NH~B-?266 ~F / \ ~" | i NB-2?6T :
F~t i 1 ~i B2268 FHNOO | H2269~F/ \ ot ~""~ o. WD 00l31063
866 5 Caled Observed

Example# R? R’ %Yleld Mas:;;;ec Mass Spec

(M+H)

4] 1

T
o
i

.. _
l\r 74 396 397

s
] '.; E 60 as2 | 4s3

)

B-1185 JF

0

J

;

B-1186 }F 86 444 445

B-1187 |F

0

P
:

B-1188 [F l 76 597 598

|

B-1189 |[F

0




10 Exanpl es H 2270 through H 2317 15 PCITNS99116007 In a Qaral le]l array
reaction bIYWeRAYAtai ning 48 fritted vessels, each r eadTO 8% el was
charged with 250 ng of pol yner bound carbodiimde H48 (1.0 mmol /g rﬁsm) 0
and a solution of the acid-containingsscaffold C 20 49 in dinethyl for ngg]e
(0.1 M 500 uL). To each slurry was added a solution of pyridine in

di chl oronet hane (0.2 M 1000 uL) followed by a solution of a unique am ne
H47 (0.2 M 375 ulL) in dinmethyl foxmam de. The reaction m xtures were
agitated on a Labline benchtop orbital 25 shaker at 250 RPM for 16-20 h at
anbi ent tenperature. The reaction m xtures were filtered into conical vials
and the polyner was washed with 1.5 nL of dinethylformam de and 2.0 niL of
di chl oronet hane. The filtrates were evaporated to dryness in a Savant 30
apparatus and di net hyl formam de (350 uL) was added to each conical vial to
di ssol ve the residue. A solution of tetrafluorophthalic anhydride (1.0 M
150 uL) in 16 I~I1Y 103 WD 00131063 867 PCTN599I 16007 di net hyl f or mam de
was added to the reconstituted conical vials and the m xture incubated for
2 hours at ambient tenperature. Polyam ne polyner H33 (4.0 meq N g resin)
250 mg) and 3 0 ni di chlpronethane was theq. @dd&dnca.o Prevef r eaction mixture
in each coni cal™Tal . APter agitatPng the 't 84cMagwsped Jﬁf)’ég for 16 h at 250
RPM on an orbital shaker at anbient tenperature, the mxtures were filtered
t hrough a pdlypropyl ene syrinpegdve—~+tjted Wfh a porous rit. The

pol ymers werle washped t e [ |10, metjhyl f orpram de} (1.0 .|nlL. each) and the
filtrates arld®W¥hf 5 gontlcal® vi pl 454 The ¥7 1 tlrates were
evapor at ed tjo dryn| nhed tofafflord the desifed amiide products

8-2290 throdugh B-ZBI7 as ol 5| o—Solas | The anaryttre¢ar_datja and yi el ds for
the productq prepaf€d R N hi s are lijsted below. 240 25 16 NMAY 2003
30 WO 0013184¥18pr @ N $EH RH4T cf R4%- N4 Yiletd | -~(~-O

PCT/ U599116(07 Cal S Kered q 5pae [Spec. M¥H i B-2270 i F ~ ~ ~
~ ~ "'~ 12 [352—858—B-227¢ = 3948433182274 IF ~ ~ ~ c \ -
26 400 B-2273 F ~ [==—==14| 896[]397 4|l B-2274 ~F - ~ i 30 434 435 B-2275
F~~~~~ | B-1192 .4_@ . —s 50 402 403

A T

[
(o]
Ay
B-1193 .,:_@_.% i | e2 462 463
o .
b
E— |
B-1185 §F_©—-gk / N\ I e arn2 473
==/ SP N\~ |
—_— i [o]
B-1196 ,F_O_% ;%__LI__CF: 52 a8 | 429
—== 5 I
(o]

B-1194 |:F 49 450 451




B-2276 ~ ~ N~' 35 364 365 F--~ 16 NMAY Z003 WO 00l 31063Q7P 9&99/ 26007 v s
s

May zoa3 86WOMPIES3,- - — A RYield i O Calcd. Mass obsef S5 Spﬁp%pﬁ]ﬁ
MrH 0 B2277 / \ -~-~N 33 490 F NN B-2Z78 F ~\ ~ ~ 53 460 461 \i B-22/9 ‘1:
/' \ ~~ 10 420 IN; i 8-2280 ~F ~\ —~28435 436 ': ,0 . e-22al F/ \ ~~\ [/
1 a aol 402 ; B-2282 ~F/ \ \ ~ . 22 390 413" '~~ HN MtNa i :i B-2283 ~F
~\ ~ 10 394 41T "MtNa B-2284 ~F /| \ ~ ~~~ 7 423 | B-2285 F/ \ | 0 23 450
rr-f~Ne22es F/ \ ~~~ ~ 4 sos ~M W 00l 31063 PCTNS99| 13007 16 MNAY
2003 e70 8 ¢ Rs ~ ~ ~R Yigld O Cal cd,, Mass gbser vegefpersettss Spec MPH
B-2287 F ~ ~ ~Pempled__ 5 /87 438 ~~ -ANH B- 2988 Fuasssped Metie® 435 436 ~N N
8-2289 ~F ~~~o0 ~ L/ 4 450 451 a | 8-2290iF~~~92§B457| [
B‘ 2291 ~F -~ =1~ | Eq 415 410 —_—
B-1197 'F—Q—% i_ _@ 54 asa | 455
wawrliil
B-1198 IF_©_§ i—ﬁ—/— as | ac2 | 403
L_______ :
2
416 417

B-1199 F_O—
B-1200 '_@_z %._ﬁ—\ a5 ass | 288
o]

V\MJ
:O‘ Kl\
S .

mn

, )
B-1201 ;F_Q_z 2—%: 52 arza | a7s
L= >
o]
O
".@."% : | -
- F 3 —” 466

e

. ‘" L@l |
B-1203 ||f \ 91 442 443
e [¢] ’

B-1204 100 450 451

S
:

B-1205 ||r 496 497

<] )\
B-1206 ||F %/”\M s7 | as1 | 382

2]

?

\




| H8-2292 ~F ~ ~~1 5368 369 1 ~ ' | B-2293 ~ F ~ ~ tw~£$£@y:~~. 5 386

367 | ~~ jIWREPABIE94 F ~ ~ ~ “--~ 5 381 382 /N~ | B- 2248V o ~0 16
410 411 ~NNNHB-2296 IF ~ ~~ "" 4483 n 9 WO 001 31063 PCTNSPRMAGCANRTY
871 Rei ¢ R= ~ N-R ~ Yield Cal ed. Magg observed Spec. Mass Spec MH
B-229T ~ ~ ~ ~~ 7 490 F--~ ~- ~"" B-2298 F ~ ~; 4 537 NHB-2299 iF ~ ~ |
| 4 507 508.0 HB-2300 ~F ~~~#~ T 442t ~' 0 B-2301 ~ ~ ~ ~ 20 396 39T
OvB2302i F~~! ~~ 30459 NB-2303 ~~~61482~F. i ~ /. H
B-2304 F ~ ~ 1 0 !--~~5 395 396 HH p 0 8-2305 F czjeq; ~OFEOV60 V B-2306 F ~
~ 1 ~ 11 466 4B¢™ety  WR0013 t 06F 872 Re*™FlRc mrdsapet MRESSPEe O

PGTNS99! 16007 Cel cd. Mass observed Spec. Mass Spec M+H M7 ,F ~~ ~N~~ 5
421 422 | | B¥303 F | =~ = 20 & =~ Fu= 247424425 |

B-1207 F@ ! /”\ 100 339 340
——— e} !% NH 2
T p— F)\.—

B-1208 F-Q_-% \\Q 90 429 430

69 393 394

g
9

B-1209 |{F
D
B e
B-1210 F_Q_g é\"/"\/” 35 409 410
———— ) o )
: =\ |
———— ;
B-1211 ||F - H i| 100 433 434
—e e [o] '
° 1
/”\ |
B-1212 F_Q_% % ri/l 83 37 | 368

-———-—-—I ]
B-1213 | | 78 353 354
I /
| 7

S-S |
3,
B-1214 ||F ; 68 429 430
‘ 4 l-‘" . \'
L\"/l ' 65 433 434
|

B-1216 ||r _O_%' ‘h\“/"1 o1 443 as4

B-1215

o




08-2310 F ~ ~~~9 348 8-2311 iF ~ ~ N~; 21 338 339 L B-2312 'F ~ ~ ~. 28
39A 399 -~ WRNUNAEIZ- 2313 ~F ~ ~ ~ ~ 6 410 B2314 F ~ ~ FCIUSIP40363 364 | K
B-2315 F ~ ~ ~ 11 444 B-2316 |IF ~ ~ ; 0 11 418 N 16 MAY 2003 WO 001 BMA 203
873 Re Cp' ~ ~ R Yleld O PCTI U5991268¢7 Cal ed. Mess observed Mass Spec MtH
16 MAY TOO3 o | B-2317 iF ~ ~ ~ N~ | 36 a28 WD 001 31063 PCT/ US99I ~t 6007
B74 16 MAY 2003 s o ey analogy to the procedure identified above for the
preparation of Exanples B-2270 through B-2317, the foll owi ng exanpl es

B-231 8 through B-2461 were prepared,, 15 20,25 30 cachO Bereed063

PCT/ US99r 1600 ¥*8™r'e* b1 __~R503 g75 R. R BN ROC mbbsspbefiaRPEs — — of f a , t |
f N
e
B-1217 F.@_% !W\/\ 89 379 380
o]
—— ] "
B-1218 F_O_g W/"\/\ 82 381 382
_— (o]
B-1219 F_O_g A 74 443 444
=/ %) ¢ ]
. R |
B-1220 F_O_g 67 415 416
=/ > ° :
—
B-1221 F_O_i ? 14 443 444
B-1222 F—@—g% K 19 443 444
[ N\=/ ST
B-1223 F_O_g %\L( \Q 71 433 434
L=/ i )
——
B-1224 F_Q_% s [:j 100 | 445 | as6
==/ SR
B-1225 F-@-—g i\ﬂ/\l 75 ags 3g6
B-1226 p—@—g iY”‘ 58 367 368




~8 I N-R- Catcd. Mass (bserved R= Yeld Sic, Mass Spec P%Qggﬁm ~0 B-2318 F

~ \ HN 23 X@008¥p305\ 0 B-2319 ~F ~ ~ ~ j~ H 23 394 . w, ~N_N B- 2320
~F ~\ | 50 490 49t _ "' o0 B-2321 ,F ~ ~ ~HH 49 426 427 B 3322 1#6-MAY 7003
~~NH 40 366 367 __ (,., _ o B- 2323 F731\ ~ ~~~ 68 410 411 o~  ~1s 'o
B-2324 ;F ~\ ~ ~~ ~ 57 456 457 ] ~"s O WO 00/ 31 063 PCT/ US991 26007 16 NAY
2003 876 RB (bserved R= N-R~ ~e~d Cal cd. Mass I\/ass Spec Spec. MtH O B- 2325
~F~\i ~~N41 382 383 -al B-2326 ~F ~ ~ ~~ ~~NH,$§;]€ %‘#_0 441 | B-2327
F o~~~ ~ = = 36,464 465 0 ~ ' ~~ Ni B- 232§~ ~Caked~ 468 | HHO
Exahg) Yield
\~N N B- 2329 F'@’ 8465 266 T —0 014 sagen: Fome) |~ NH 26 364
363 i _~NHB-2331iF~\ ~ .1 38 464 465 1 | t 11~ NB-2332 ~F ~\ | ~ I
33 483 484 | |I ~! B 2333 'F = \{l" H ! 36 378 3T9 || _ V\ﬁ) 00/ 31063 877
B-1227 F.@._%' A} e ars | 476
(N~ ¢F (|
e
B-1228 F_©_§ m! 71 420 421
L L/
B-1229 E:____‘_< H g\n)r 85 380 381
S o]
B-1230 F_Q_é §\n/o l 10 382 .

B-1231 (¢

?

\"/° | 66 368 369
1

-

B-1232 |if

0

f§\n..w 1 100 393 394
t
1

S?J
:

B-1233 {|F 393 394.
e ]
—— | <:7I

B-1234 F..@__% % e || s as2 ‘| 383
] i .




PGT/ US99/ 1600 7 16 MAY 2003 ! N-R~ Cal cd. Meas observed p}f‘?}u@)gﬁmﬁ Mass Spac

MHO ~-' BOYSYN6 £\ _ | > HH: 44 428 429 i .."" 1, , B-2335
JF ~' I~ NN. 2T 406 40T B-2336 F ~\ ~ | ~_' NH 41 429 429 |~ , 3@&
B-2337 ' F ~ " . ~i ~ ~ 2T 423 d24 73 10 /V~NN B-2338 F ~ \ 3318407 288 N
- i B-2339 F~\ io ~ 52518 519 o~ _ 0 1~NH B-2340 F/ \ , 64 442 443 |, ~
B-2341 1F ~ ~ ~~, ~~NH 4i 350 351 i o'l i ~NH, B-2342 'F ~\ 1 : 34 414
415 il ~ WD 00l 31063 878 PCTI US99] Z6007 16 MAY 2003 Re , | N-R~i Calcd.
Mass Cbserved R= ;~ ~, Yleld Sic. Mass Spec MH O ~0OB2343 F ~ ~ ' ~~
20 424 425 - ~00 .. 0 B2344 F~~~i ~HHi 33 492 493 .Br WO .
B-2345 F ~-~ ~ : ~ NH 30 420 421 , 0 B-2346 F ~\ ~ ~~ ~NH 35 474 475 i
. ., ._ . B2347F ~\ ~~ NH34392393 .. -: __ ~ol, ,1~~NH
8-2348 F ~ .r~ ~ ~1 51 458 459 ... s . . . . B 2349 F~, ~ ~0 0 : 73 517
518 |
. , . Calcd. Observed
Example# R R %Yield Mass Spec Ma(s“:+i|:)>ec
B-1235 F__< >.3? \)\ Hk 50 514 515
_,f —
B-1236 F_@__g é-.s—O\ J— 100 493 494
(o] H

————————————— 0
\/O/ '
B-1237 F_Q_z -,’I/s\\o . 91 514 515
—= | A Y
B-1238 Y 100 470 471
F 'IL‘/ \b

—_— V., |
B-1239 F'_@_é i /&‘__/_)\ 7 510 511
—= |7 3§ [\

———e. o '
B-1240 -.;:_Q__% ;_g/\-ﬁé.s 27 510 511
—=/ S¥ 9
-_— HO '
. ) l
B-1241 F_Q_z §_2_,C2, 73 520
i '
o :




NOi' _.. ~~~NHB-2350 F/-\ ~ | i 22 448 449 _ . . | B- 2351 ~F ~
PR

~ i~ 64 ¥PUEWS i WD 00131063 PCT/ U599/ 26007 RC ~a~cd.
MassCbser vedR=Yi el d Spec. Mass Spec OMHO' ~ \~B-2332F '~ ~~41482HtBHAY 7083
~~ ~~B-2353~F ~: 0 ;57438439~y B-235433F ~\1 "N N ~ 63 484 485 B 2355 . F
~~rN~" H”™ ~ 28 536 537-,  -NB-2356.F ~ ~ . .~ ~29408409.. . ~ NH,
B-235T.- ~F ~\o .
Observed
@i Caicd.
Example# R? R %Yield Mass Spec Ma(.::’ S'.o';)sec
\ O o
e |19
B-1242 !F—Q_é d 26 480 481
| X =%,
B-1243 F‘Q—El i—:-: / 100 504
-
— | .
B-1244 ;F_Q_g —— /)| s2 | 4 | a1
l . - |
B-1245 100 486 487
B-1246 56 486 487
B-1247 43 485 496
B-1248 61 487 488
B-1249 a2 529 530
B-1250 F_Q_s li: _/<\_=_§|| 56 504 | 505
. "0 |
)
B-1251 F_Q_% ;—ﬁ—@—q 58 478 479
b —— [o]




~~~~ ~ 41 436 437.-... ...~ ~N~ B-2358 ~ F ~~'041 451 450 .

~N~ B-2359 WOMAI63 ~O ~~NH ~ | 57 502 5030._ . ~ \o ~BFSERBPAOT _frigy 2(@03
~~4649649T0 0 WD 001 31063 PGT/ US99I 26007 16 MAY 2003 aeo Rg | N-Rc~
~e~d Calcd. Mass Spec. (bserved nss ppec MARO O 1B-2361;F / \O i~ ~H ~

Observed

Caicd.
Mass Spec
Mass Spec (MaH)

iy
B-1253 F_@_% ¥ [ Q—d s9 | s0a | s05
b 1T |
B-1254 F_Q_% 1\ 100 488 489
- ; ! -
_Q_.z i p] 96 461
— s _I_~<|
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Proton NMR data for selected members from Examples B-0001
through B-1573 are shown in the following table.
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A& (O)-(1Y X 10%0C& ()- (112 109& ()-(! 10% >:>& ()-('k /B 100/44&'() ('@
109%@& () - WokddmérJdJedf Ir JvIbCo! | 10Z109B& ()- 109@& PSTUSLR? |
10&8LZ10%&' () - 41 109%&' ()-f 109 () - vIJIIKKBKzX6bCO! | xT ylo%&' () HI 6 MY Jup

y109%& ()-H XT y10%~& ()-H xT y10%j & ()-H - 1098B& () -

10988 () - BKNKOKPKQKk KoK{ KK_=0! 1! 10%&' (37631 F100MU& () - nFlO%
& ()-nf10%: ()- 10B 108 1OBy&210%3&' () KKKKL' LV\LV\IUS =0! x109%##& ()-!m
X109&' () -1 XX LOUR: ()12 . ~S\A LwU®=0! 10

10! Xx10%& () - m AYE () -] xl%(X&'()-' xlO%&'()-l# xlO%]J& () - LLLLMV>
— H-At J: [ :nnh‘ -'}v ) O A|.l D1 Q0 I 0 1
MDMLIS1=0! | F10548 e 1) 15 5% et KNS L0%&' () -
10DM WWM@% g -E"!Hd 5% &1-e g9 %% deindng’ () - (1
d1O%NN& () - (! [ --3‘--“»‘ffa“""f" HaRE O &) 387 00 '.n AORQE:
d10% | & () - (!{elo224  |4.23(br, 2H

d10% k&' () - (YT dI0%a& 7)(d'8(4 47 .Be-R8A0YE & ()
10% & () - 100Jp&2§§) W@t 12!H)t . Pdlo% tlt& () -(1

Pd10% t & () - (INXAC Ofchb iz BrcHd @!3bE.s) ~aps HAUH), &'68-F 3% (In Bk} 7.04-6.95(m,
B-0244  J4H), 6.86-6.80(m, 2H), 4.52(q, J = 6.96 Hz, 1H), 1.40(d, J = 6.88 Hz, 3H)
(DMF-d7) d 8.45(bd, J = 2.85, 2H), 7.87(br s, 4H), 7.76-7.75(m, 2H), 7.53-
B-0256  {7.33(m, 5H), 7.18-7.13(br, 4H)

(DMF-d7), 1.32(br, 3H), 1.67(br, 3H), 4.17(br, 2H), 5.12(br, 1H), 7.50(m, 6H),
B-0426  |8.77(m, 2H), 13.54(br, 1H).

(DMSO), 1.14(t, J = 6.9 Kz, 3H), 4.54(m, 1H), 6.99(br, 2H), 7.21(br, 4H),
B-0438  [7.45(s, 1H), 7.61(q, J = B.7 Hz, 2H), 8.52(d, J = 5.2 Hz, 2H).

(DMF-d7), 1.81(brd, J = 30.6 Hz, 3H), 4.61 (br, 1H), 7.25(m, 6H), 7.65(m, 3H),
B-0466  |8.59(br, 2H), 13.34(brd, J = 34.8 Hz, 1H).

(CD30D), 1.53(d, J = 7.2 Hz, 3H), 4.59(q, J = 7.2 Hz, 1H), 6.88(d, J = 4 Hz,
1H), 7.08(m, 3H), 7.15(dd, J = 4.4, 1.6 Hz, 2H), 7.26(m, 2H), 8.46(d, J = 6.0
B-0473 Hz, 2H).

(DMF), 1.80(br, 3H), 2.35(s, 1H), 4.98(br, 1H), 7.38(m, €H), 7.85(m, 2H),
B-0477  |B.45(br, 1H). B.75(d. J = 6.0 Hz, 2H).

(Methanol-d4), 1.57(d, J = 5.6 Hz, 3H), 4.74(br, 1H), 7.23(m, 4H), 7.60(m, 2H),
B-0479  |7.81{m, 4H), 8.67(br, 2H).

(DMF), 1.78(s, 3H), 2.76(br, 6H), 4.85(br, 1H), 7.42(br, 2H), 7.54(br, 2H),
B-0487  |7.66(br, 3H), B.82(s, 2H).

(CD30D), 1.38(d, J = 7.2 Hz, 3H), 4.15(br, 2H), 4.50(br, 1H), 7.04(br, 2H),
B-0566  |7.18(br, 2H), 7.30(m, 7H), 8.45(m. 2H).

(CD30D), 1.56(br, 3H), 4.66(q, J = 6.7 Hz, 1H), 7.17(m, 8H), 7.56(m, 2H),
B-0569  [B.47(s, 2H).

(Methanol-da), 1.49(br, 3H), 3.86(br, 3H), 4.60(br, 1H), 6.92(br, 2H), 7.15(br,
B-0574  |2H), 7.31(br, 2H), 7.76(m, 4H), 8.60(br, 2H).

(DMF-d7), 1.58(brd, J = 30.0 Hz, 3H), 4.62(br, 1H), 7.25(m, 6H), 7.60(m, 4H),
B-0639  |8.59(br, 2H), 13.30(brd, J = 12.3 Hz).

7.18(m, 2H), 7.32(dd, J = 6.0, 4.4 Hz, 1H), 7.70(dd, J = 8.0, 5.8Hz, 1H),
B-0643  |8.43(dd, J = 4.8, 3.2 Hz, 2H).

(CD30D), 1.58(br, 3H), 4.62(q, J = 6.6 Hz, 1H), 6.93(br, 1H), 7.17(m, 5H),
B-0650 |7.31(br, 2H), 8.51(br, 2H).

(CDCI3/CD30D) d 8.48 (d, J = 5.30 Hz, 2H), 7.72-7.59(m, 4H), 7.14-7.10(m,
B-0656  |2H), 7.03-6.97(m, 4H), 4.60(q, J = 7.57Hz, 1H), 1.43(d, J =.7.26Hz, 3H)
(CD30D), 1.52(d, J = 6.8 Hz, 3H), 3.75(s, 3H), 7.21(m, 2H), 7.42(m, 2H),
B-0663  |7.57(s. 1H), 7.76(s, 1H), 7.98(br, 2H), 8.76(br, 2H).

Hz, 2H), 3.06(m, 1H), 3.43(q, J = 6.1 Hz, 2H), 7.02(m, 2H), 7.14(m, 2H),
B-1165  |7.41(m. 2H), 8.59(d, J = 5.6 Hz, 2H).

= 1.6 Hz, 1H), 7.04(1, J = 8.6 Hz, 2H), 7.14(m, 2H), 7.36(m, 2H), 8.39(d, J = 1.8
B-1169  |{Hz, 1H), 8.60(m, 2H).

6.83(br, 1H), 7.02(t, J = B.7 Hz, 2H), 7.15(d, J = 5.6 Hz, 2H), 7.40(m, 2H),
B-1171  |8.59(d, J = 5.0 Hz, 2H).
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109%& ()- (!, xq 10%& ()-(!xq 10%& ()-(!2xq 109%& ()-(!-xq 10%& ()-(!xq
10%iu& () - (PPPPPPPQ QxV40!'I Ik 109%x& ()?#1 10% U U& ()-f 10% U& ()-10%
U& ()- 10% U& ()- 10 10 10! Q QQQAL4BQ @ “>xV40! I T k! K 10%x& ()-y K
109%x& ()-y! K 10%x& ()-y K 10%x& ()-y! K 10%x& ()-y! K 10%x& ()-y: Q
CBQFQEY) 4>xV40! T ¢ +3)ty! K 10%x& ()-y! K 10%x& ()-y! K 10fxx& ()-y K
Plate ID |1H NMR(solvent), d ppm

(CDCI3), 1.94(br, 2H), 2.53(s, 3H), 2.85(1, J = 6.2 Hz, 2H), 3.65(br, 2H),
B-1179 _ 16.15(br, 1H), 7.04(m, 3H), 7.22(m, 3H), 7.41(br, 4H), 8.60(br, 2H).

(CDCI3), 2.00(br, 2H), 2.85(br, 2H), 3.64(br, 2H), 7.03(br, 3H), 7.17(br, 2H),
B-1183 _ ]7.36(br, 2H), 7.66(br, 2H). 8.60(br, 2H), B.77(br, 2H).

(DMSO0), 1.76(br, 2H), 2.66(br, 2H), 2.91(br, 2H), 4.30(s, 2H), 7.18(br, 5H),
B-1194 _ {7.35(m, 6H), 8.54(d. J = 5.8 Hz, 2H).

(DMSO), 1.17(br, 3H), 1.76(br, 2H), 2.71(br, 2H), 2.87(br, 4H), 7.18(br, 4H),
B-1200 _ |7.36(br, 2H). 8.54(br, 2H).

(DMSO0), 1.03(s, 6H), 1.68(br, 2H), 2.63(br, 2H), 3.00(br, 2H), 3.65(br, 1H),
B-1206 5.69(m. 2H), 7.16{br, 4H), 7.35(br, 2H), 8.54(br, 2H).

(DMSO), 1.75(m, 2H), 2.14(s, 6H), 2.66(br, 2H), 3.10(br, 2H), 7.04(br, 3H),
B-1216  |7.1B(br, 4H), 7.35(m, 2H), 7.47(br, 1H), 8.54(d, J = 4.8 Hz, 2H).

(DMF), 1.25(br, 3H), 2.01(br, 2H), 3.35(br, 4H), 6.20(s, 1H), 6.30(s, 1H),
B-1226  {7.42(br, 4H), 7.65(br, 2H), B.77(s, 2H).

(DMSO-d6), 1.80(br, 4H), 2.82(br, 1H), 2.94(br, 1H), 3.10(br, 1H), 3.60(br, 1H),
B-1360 _ 4.54(br, 1H), 7.18(m, 4H), 7.30(m, 4H), 7.46{m, 2H), B.54(br, 2H).

(DMSO-d6), 0.99(br, 6H), 1.73(br, 4H), 2.85(br, 2H), 3.03(m, 1H), 4.04(br, 2H),
B-1361 _ [4.44(m, 1H), 7.18(m, 4H), 7.30(m, 2H), B.57(d, J = 4.64 Hz, 2H).

(DMSO-d8), 1.78(br, 4H), 2.01(s, 3H), 2.89(br, 1H), 3.05(br, 1H), 3.34(br, 1H),
B-1363 __ |3.85(br, 1H), 4.48(br, 1H), 7.12(br, 2H), 7.21(br, 2H), 7.30(br, 2H), 8.69(br, 2H).
(CDCI3), 0.78(dd, J = 3.0, 2.9 Hz, 2H), 1.00(s, 2H), 1.78(m, 1H), 1.86(b, 4H),
2.64(m, 1H), 2.99(m, 1H), 3.16(m, 1H), 4.33(br, 1H), 4.70(br, 1H), 6.95(m, 2H),
B-1364  |7.14(s, 2H), 7.29(m, 2H), 8.64(s, 2H).

(CDCI3), 1.89(s, 4H), 2.65(m, 1H), 2.96(m, 1H), 3.08(m, 1H), 3.43(s, 3H),
3.93(d, J = 13.2 Hz, 1H), 4.09(d, J = 13.5 Hz, 1H), 4.18(d, J = 13.5 Hz, 1H),
B-1368 _ 4.68(d. J = 12.4 Hz, 1H), 7.60(m, 2H), 7.12(s, 2H), 7.26(m, 2H), 8.63(s, 2H).
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By analogy to the procedure identified above for the
preparation of Examples B0001-B0048, the following
15 examples B-1574 through B-2269 are prepared.
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Examples B-2270 through B-2317

In a parallel array reaction block containing 48
fritted vessels, each reaction vessel was charged with
250 mg of polymer bound carbodiimide B48 (1.0 mmol/g
resin) a.yad a solution of the acid-containing scaffold C-
49 in dimethylformamide (0.1 M, 500 ulL). To each slurry
was added a solution of pyridine in dichloromethane (0.2
M, 1000 uL) followed by a sclution of a unigque amine B47
(0.2 M, 375 uL) in dimethylformamide. The reaction
mixtures were agitated on a Labline benchtop orbital
shaker at 250 RPM for 16-20 h at ambient temperature.
The reaction mixtures were filtered into conical vials
and the polymerx was washed with 1.5 mL of
dimethylformamide and 2.0 mL of dichloromethane. The
filtrates were evaporated to dryness in a Savant
apparatus and dimethylformamide (350 ul) was added to
each conical vial to dissolve the residue. A solution of
tetrafluorcophthalic anhydride (1.0 'M, 150 L) in



Lnmlo%#e& () -wabehdlaT3 | 10%.& ()-.((! 10% & () pefusdoonsno?

10941 1& ()-.( XY 10%!=& ()-.( 10%& ()-.( p 10%J U& ()-.(avLa
Lnl0%t& ()-( 4109%:& ()-' 10e#elOe#elOete &MLOY%e#e& ()- : 10% W &%

1099 'q & ()-.( ,|[:v UsF10%&Z ()- Y10% % ;& ()-- Y10%#Fd (I‘}AY ZUUJ
1 3109%4& ()- L&LO%& ()- L&LO%& ()- ,ONOPQUtS2  9s’ 10% K% & ()-&

9510% K% & @f? 10% K% & () - &1001 100! 100! - DI 109! & ()-4-!dl 10%

& ()-4" % +. f‘ é SkRAged) to 1 thryoxeropst itured] goskomls’ () -

f 10% K% & (yxalfqoaaad(%lae (DixtlBe K¥esbded Gbel 2" tbGRd 0aKY%emsdldd: () -

5104 4] & §**‘§%%%#Lf/‘e %%%ﬂé%’p%@ﬁ*% gl (Poa Mpogesin) -
@ 10%#=& €32 18 B9k 10 (L dighioromethane was)w#p&a@gaea @ XHe210- K%

. N10%! +8) (jeécdzﬁﬁl@\%ﬁw& {9 -éacH oM &af )vial." 1004 ing

7109 A 1.3LY. &l 10 # & 410%}#}& ()-&
ow e (- A8 cqmimne LRI gl T
L ULOY%g" & (Shaker abogmiz quit. tempesameres) t}&s é‘n)xxtxlntes Uk@%qq&t(e)rea

OML0% #} & 1 %] )-*1 @ UL0%
oMo ¢} Lo X ) T o0 1 (R i Bt k()
S. UL0%! P& [)—* X, ULOYAT Ue' RIYPEFS L 0% y& ¥gsheA p tHip@OLwWiFh

Q U109 d’j“'e’tbl@ﬁmamﬂpumw &u()earch)meV#&e( )flut&aea/#&a(,a &Y10%t&' () -

F 10%& ()wb@l{uﬁm@muhza@i@&&ﬁlu&@%&@ * bhil O3 Ul% dte ~9,g,0%1 & ()-*

UlO%Q& ()-* ( #UL10%B $ - *XVWb@10K!
UL0% & () -1 é%%& "')Qv GIETS 21 - ¥e o £& pffond mmzfyd* bm{ naT310
@ 10% Fg*&me?e)ggodu% B-2270 through B-2317 as oils or solids.
The an_alyt:lcal data and yields for the Products prepared
15 in this manner are listed below.

20

30



I 10 !  kU10%d00Bioed - *!j ULOYB5& ()-* @I10% & ()-* zO0ULO%dTRb9xe0 0{ Z9aT310
l gVW10% & ()-* QQVW10% & ()-* NOVWI0US$&' ()-*! ~VW10%] (] & ()-*

3f 1096 H$* & () -3 ml0% H$* & () - 0Yd{ ZYgF310 9#VWI0% & ()-* VWIOWRE ()-*
UVW10% & ()-* VWI109%X" X& ()-*! kx  VWI10%&' () - * ~va10%{(& () - *$ERcy\1\g¢ms12@u3
2VW10% 2f & () -*! VWI10% f& ()-* ~VW10%"p& ()-*-! PYW10%JI& ()-*

VW1098 & () - *! VWV 109 )- @$10%& ()-10fr"f10fr"f"10fr"f
PVW10% r"f& ()-*! VW10%X& ()-* k Wwwa0be"z& ()-*pT8310

| vI09&& ()-*| v10%&' () *(|v10ty$,9r(-7§ f|vPO‘V$&() *V| v10%&' ()-*| v1098& ()-*
| v1098& ()-*VvV: 8310 N =N

| vI0%8&' () -*| v109B& () fa* Gy v10PB& () -*| v1098& () - * 5We<t R68310
|v10%B& ()-*5We<t | v109%& ()-* v10%& ()-#| v10%$& ()-*| v1i0%B& ()-*

"ki+3| V10US&! () -*| V10988 ( 096& ()-F| v10%$& ()-*| v1i0vs& ()-*| v1i0vsa& ()
S* (| VIOYBE () - *" #SIUR() V: + 10968 () *| v109%& ()-*| v1098& ()-*| v10%& (
*| | vIOYB& () - *| 5Wa<t k/—*frrmz”-rvvwrv-f 098B& ()-*| vI0%$& () - * 5W&<t | v10%$&' (

3| v15We<t | v10%$&' ()-*| v10%8&' ()-*| v10%

) -
)-*| v109B& ()-*| v109B& ()-*2
$ CDENL.03] Vadifies( )LHRPL098&: () - *| V1098

& ()-*| v109%8& () -* (| v10%8& |() -

"()-*| v10%& ()-*| vi08B& () 00/$& () - *1096 &pke) - * UnN. 03] v109%6& ()
*|v10‘V$& ()-*| v1i0%& () - *|v| () -*5W&<t | v10%&' () - “dec- 035We<t | v10
988 ()-*| VIOUG&E 1) - | VIO {100 () -~ | VI0U8& ) *e1] mrmopl P435| v10%&
& ()- *|v14%§&'7§)- TV ?fﬂ' V10988 ) - *| vipuse ()]%| vi09d& () -*| vi0use: (
) - *pgr st uyv 109688 § *| vNOYB& () 1% | vLO9BSR' ()- * PRPLOYSE () - *| v10%6&
() - *5We<t fwxyz~v)M6 Up () - *I\/1 & ()-* v10%B&] () - *5WE<t - | v109%B& () - *
| v109%8$&' ()~ Z 43 |v1u‘7$& OF,

U"?&S‘&“(‘T-"TVTO‘WT'&“’(“)T‘_-lvlo%&'()-Hvl
(. | v10988) () -*| vI0%B&' ()|-*| v1098& ()-*|

'()-*’5’\/\&<t|v"96°/$i(733*|\ 1098&' ()-*| v10%
()-*|v13%&'()-*|v10%&() *| v109%$& (
Vo981t v10%8& ()-*| v10%
=% v1OP&& () -1 v10%& ()-*| vl
DOAR90 () 1 *| v1O%$&' () - *| v10%B& (
-*0| v1PUB& () {*| v10%8& ()-*|5
St TV HOYBEY () - * | v109B& () -
1096& ()-*| vi0¥$& () -*| vi0%&
3 viees| ()39 v109s& () -*| v10%

0%8& ()-* —0435J
v1098&' () -|* BRRAA3E|ey
$& ()-*09435| 5V&k
- *pT835| |{VIOVSE;
& ()-*|viqus& ()
09%8&' ()-*5

(v 0% () - * $| v109B& ()
* | vIOYSR () -*| PWe<t | v109B& () -
09834 ()} *|4880%p& ()-*| v10%& (
' *| V109B& () -*| v10%$& () -*
. | v10%& ()-*| vl
109$& ()-*| v10%& ()-*5
| V1GYB&] () -*| v10%$& () -
"(})-*movynN./ 3| vl

K<t KK/ 3| v10%$&' (
()-*| v10%& () -
v10%&' ()-*vzZ:/
DUBE' ()-*gGH3| vl

I
*- | v10%&T () - *| v
098& () - * [rio9B&
)-*) | vIO%P& () - A
*mVL/ 3| v1 W()-
3| v| vI09BE () - * ||\
0%B& () - * 6% O OGS V10968 ()-*| v10%
$& ()- *nQ1+3|v10‘V$&( - |v10‘V$ () *5V\&<t|v10‘V$&() *|v10‘V$&() *| v10%8$&' ()
-*kO+3| v10%B& ()| v109%B& ()-*-| v1i0%B& ()-*| vi0%B& ()-*| v10%&' ()-*| v10%& ()
-*| v109%&' () -*r R2+3| v10%B& ()-*| v10%B& ()-*| vi0%& ()-*|| v10%& ()-*| v10%$&
' () - *5We<t
kK/ 3| v10%& ()-*| v10%& ()-*| v10%&' ()-*| v10%B& ()-*| v10¥& ()-*| vi0%B& () -
*v10%& () -*
qQ5/ 3| v10%$&' () -*| v10OYB& ()-*| v1OWBE& ()-*| v10WB& () - *5W&<t | vIOWB& ()-*
I #$YRV Z>/ 3| v| vI0UB& () -*| v109B&' () - *5Wa<t | vI0UB& ()-*| v109B&' ()-*| v10%B& (
)-*& () *+,t>/ 3] vBW&<t - | vI0Y%$&' () -*| vIO¥B& ()-*| vIOWB& ()-*| vi0WB& ()-*| vi0%
$& ()-*,-268:;
<dH, 3| v109%8& ()-*| v10%& ()-*| v10¥& ()-*| v10WB& ()-*| vi0%& ()-*| v10%&' ()
-*| v109%$& () - *<=>?FHOr R2, 3| v1098& ()-*| v10%& ()-*| v1098&' () - * 5Wa<t | v10%b&
()-*] vi0%& ()-*OQTUX\ "cC, 3| v10% v109%& ()-*| vi10%& ()-*| v10%& ()-*| v10%$&
"()-*| v10%8& ()-*| v10%B& ()-* abcghirV:, 3| v10%& ()-*| v10%& ()-*| v1i0%& ()
-*| v109%& ()-*0| v10%$& ()-*5We<ti j kl mop|w ] P/ |
10%$&' () -10%| 10$&10%| v10%$&' () - *5WE<t - | v10%$&' ()-*| v109%& ()-*| eE] P/ |
10%$q[ 109%& ()-9q[ 109& ()-0qg[ 10%8$& () - mOY%$& ()- ' YI0%& () -
L! 100/65& ()- gG+/q[10°/$& () q[10°/$& () q[10°/$& () q[10°/$& () q[10°/$& ()- q[lO%

A NN N AT ~A N ~ NN oL PN - Y W

100080 /\

% o}

N
"
N b o :.
H
A%
S



_10%#8! () - a8@nkoab#& () - adal % 109 ()- a& | 10%B$8&Cf,),59335007 10% @
& ()-a&bA310 9 VB'Gs! YI0%/3V& ()- q0 : 10/$V& ()-F x : 10%& ()-

q Ll 109%/$V& ()- g3 10%/$V& ()-10 # 10 # 0] | [9A310 # 'R . 109 7 8}5(51AYE@“3
10% 6#| & ()-E& B . 10%<@<& ()- B&S . 10% #& () - E& asl0%#F& ()- @
qcs10%/3V& ()- @X6A310 #! .10% & ()-E& :e .10% & ()-E& ° .10% #& ()-E&! P
'10% & ()-E& \ .10@&#&7()-E&- _109%66&' () - E&82copqr { ZM@1010V$V10V$V

10V$V q9' 9GLOWSVE ()- "0 . 10%:&%() - E&!
\ %-—nc Calcd. Mass O oerved
R Yield Spec. Ma.:ns ipec
8~ :
A e
B-2277 F-@—% ,j 4 a3 490 .
r — . I}——Luu o/
B-2278 F,@_% | "Q‘ 53 460 461
|

d

B-2279 F—@—-% }iu /\p : 10 420 .
B-2280 F—Q_g ;—j—n {_/—“}j 7 435 436
B-2281 F_@_é %_IT__N/:@ 18 401 402
B-2282 'F_©_§§ 1 AR |: 22 380 .;1‘:8
B-2283 !lF_@__g i Nr@ 10 394 _;1:&‘
B-2284 F_Q_é i /\/@ 7 423 .
B-2285 F.Q_é i} 1 | 2 450 -

- [Foa00] [ =]




. 10% () - E& wWo o0/s0€8#& ()-E& X0 .10% " & () - E& ~| [ : M@ 10 2Or/ussA@sies: (')-F qL
. 109%X& ()-F qZ109%$x& ()- g' YLO%$X& ()- q! 109%$x& ()- g 6 MAY 2003
109%$x& ()-"*Q [ MB1010 ; GLOYKH& () - X& e; GLO% "1 & () - X& ; GL0% p# & ()- X&
 GLOYE#&! () - X& SMLO%#& () - S | snLO¥Bq& () - SOSsyX6M@BLOL! ; Gl0% & ()-X& g;
GLOYHE' () - X&! d: GLOYKKKK&' () - X& W GLO9 &' ()-X& °; G10% b# & ()-X& ! b:
GLO% i & () - X&" 6UWK{ ZM@B1010f "f 10f"f_10f"f _0; GLO% "f& ()- X& 0
; GLOWVE ()-X& |, }; GLOYB; #3& [[) - XBFQ GLOYKX& () - X& ; GLO% E#
& () - X&xdhu| [ : M@31010 J09Y& () - @g-a %$s% () -cafed. M‘@%’{;& )-F
MLO%®! & ()-F qnio%$s& ()- q%.;l_g;/ws BYsMasa@10 Mess Spee
U Nr L09KAWE () - b& | Nr 109&’ ( r Nr 10% b#t & () - b& w NthﬂJ/zyy& ()-b& }

Nr 109&' () - 0V& ()FDb& Q\r JTOY&S
#S& ()-b&b JfF@#F&() b&b!| 98\ 1096|" & ()-b&
z  Nr10% N# g~ Nos$S& () - BRr 1096:438( ) {b&b! yNr 1094 {
& ()-b& 7Nr 10%0#98& Hb& PNr 10% (# &1 () - b& 0<@Q bA310s$s
gl MO%BET() VIO7& (- Y g5 viomsn&|()- qfl
10%$n&' () 10s$s i

B-2288 8 435 436

B-2289 4 450 451

B-2290 9 456 457

B-2291 9 415 416

B-2202 5 368 369

B-2293 5 366 367

B-2294 5 381 382

B-2295 16 410 an

B-2296 4 483 -




310% & () - Rv@od@B3i0%#& ()-R& "1 310%& ()-R °~ 10%#t& ()P@/@S”@Wﬂo%&'M- @
q! YI0%$n&' ()-{Y7A310s$s!l 310% & ()-RI 310% & ()-Rp | 310%]# £

& ()-RRIl 310% & ()-R % 310% a"&71)-R : | 310%a#7& () - RJuz{Y7A310s$s! |
310% & ()-R'I 310% & ()-R gL' Z10%$n& ()- eOl 310%l #b& ()-R t0l 310%y
X#q & ()- R-!'l 310% N N&' ()-R Normal " "Heading 13]c" "Headi ng 23] c" "Headi ng

33] c" "Headi ng 43]c" "Heading Headi ng 63]c" "Heading 73]c" "Heading
83] ¢" "Headi ng 93]0 A "Def adl t MIa h Font Mdgess 0P8%0e) ) | +

-/ 02h346R8b9: <>b@\K eGPHI th rlﬁlﬁ'AK $bﬁb6f Mass Spec
I ] KAmPop=r suwy=z{}t n#xFQ " U +t xJJIN7FHI 7K) s "MZ ]\ I B!'"h#$/ 07789: ;

<>>@A( Br COEFF{TIDIRCIVNOPORT VIV YL VT, agoACwWOerght T Rtopr sst uvwx7y| z
Q8|}}~i K:i:7d2PO gW—3& |T;u(;24@f @DFHJL PRTVXZ\*" bdf hj | nprtvxz| ~
h -
I

"$&(*, . 024 %22%@@;1@% j\ nprtvxZ| ~G&
= i

B-2298 F_@_%; u(\i {(2 4 537 .
—=lltx I\

B-2299 'F_Q_% 3_1/\/\ /rO 4 507 508

B30 || D= f’*i ;

X F . o 442 -

B8-2301 ; F_©_§ g—ﬂ/ N\/TO\ 20 396 397
aw I

B-2302 {ie o 30 459 .
O LI

B-2303 F_@__g !l /\/O(a: 6 482
= IV '

B-2304 F"@_g —j—m | 5 395 396

—_—‘ji
| 4

B-2306 F_O_%: 14 { 1 466 467
= | —f—




h8"A>k !

nl #18R$. *!

j!L"#O/(%? +* 0f 247: n<<=
“abc~ dSeRf egAh% #j j ki

(79 J

S

=>?@\BY

#v S9Go0ardes, E. N @" 1123456789: :
=>: ?MA@AXBSCNDEFCHI J. LM NOAPQSSUU) WVBXXYb[\ ~/
o\ pgrstvvwW xy| zY{Gi}t~\a*@ \ X @&BEg/ RF\ ; ndXs' >NS~

PCT/US99/26007

_"$aTbccdef ghi kkl m

Q uJd\\ _Cghqbll){b( W\Y{ ﬁm&y

>FFGH~1 TJJKXL YMNNy OLPPQORYS" TTUWDXXZZ[ \ |
[ uuvwxyBz{| |} ~[ | UnJ#! EPK?f o]

"HSUR' () *+, -./0123456789: ; N—RC Calcd. Mass  OP%°r
<= >’>@\BCDEFGHI JKL ST \]~_ abclt ?ghl ] Sﬁlewnopqr,,ﬁi vwxyz{ | }~
| " #SUR () *+, -./0123456789: ; $=>NGABCDEFGH'Ntp: " 0 u2[u aQ>gaond: Q z
rreenme $$°Zi&&J (d(r) \H—)ﬁ o../70[}j00B112mP2h3344Pp555X666758899:
i $ 97 AGG HH ) v J BKKWIL DVVNNGOP! O QG 070000000000
QQORRRR! R R?ﬁ@ = /‘W 8 421 2
XYYYgZ 1k tccd#ePqef gg%hhki i | &kkhl | mnno=pvp<qqN
rrstt>uuhywW2xx*yyZzzC 1T 5] O#Fn| "OWGR>q _I{ OpL| depY
} &2\ A=nul Qbo. | 1 Z{ : AP > 81‘ y3dot b$l GLI8} [W hNFPD
St Y 0IX_t JAFHE 2 e o+ C 1 e? 470 1 2AFCet| 10
a:) GeJR11yui JE i, |
Lp! " " #p#HPFOFPH{ TRO&E T ( (7 T- 77 00Y2Z22ZT33455V606 990:, ; b;
. <<= ===f>>>Y?7 — =L EERFFRTGGHHHHNT 1 JXJIPAKKL) LcLM MsMVbN
NNROO Pq PP _ S [ XRK?YY 424 425
z:2|zz_[[Y\\] 1] Whhe
ccd- dddSegfRTA kst ST oo RppPPUOT T GSSis <t t
uuuvvv( wwhxx4yr O H :
18]1)}11} b-B2ad | @ - %Lkh%%ztﬁ EA4, / 845" )|29Etlepyf - 5Nbm & <O i |
,HTZ i {. hiproxa. [}I] CPQRET UVWK " abcdgf ghi j klfrmopgr st uvwxyz{| } ~
I #$UR' () T =1G12345678%:
<=>? @GABCDEFGHI JkLW{VWZ[\h‘ pbcdef ghi j kI mdpar st uvwxyz{| } ~
B-2311 | Ip ok | 21 338 339
B-2312 F_@_% /_/—‘/ T 398 399
NH
e
—'_—'_i ,—-n-—un :
B-2313 | Ic < > gj L\_'>_ 6 410 .
&t
B-2314 F_< >. .g | e | 18 363 364
———— \
B-2315 F—Q__é o /ﬂ 1 444 .
L =/ $|-L, |
= .
B-2316 F_Q_% o 1o 418 .




" # $ % & wo 0031063 PCT/US99/26007

873 16 MAY 2003
Observed
Yiew © 's:;.-: Ma:ﬂsjlpec

|
B-2317 F__@_é "L"{_é}! 36 428 .




() *+, WOOOBIOB 1 2 3 456789 : ; <=>? QABPCTOSE2OG HI| J KL

M
874 16 MAY 2003

10

By analogy to the procedure identified above for the
preparation of Examples B-2270 through B-2317, the
following examples B-2318 tﬁrough B-2461 were prepared.
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