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(#5)
Rf
(Salt) Structure Data
1 NH FMS:199,201.
o
(HCY Br
NH FMS:173.
F
- NH FMS:175.
3 Q)‘NHz
F
F
NH FMS:163.
M A
\OH FMS:181.
!
5 (g NH,
NH FMS:165.
6 0
o™
(AcOH) o
Me NMR:2.31(3H,5),6.32(1H.5),7.74(2H,d),8.0
n;*i 7(2H,d).
‘ oye
Br H
Et NMR:1.21(3H,£),2.58(2H,q),6.27(1H,3),7.5
8 ol N 8(1H,dd),8.10-8.25(1H,m),8.35(1 H.dd),12.
ﬁﬁ 0 25-13.00(1HLbr).
F
Me FMS:241.
9 F H?*L
FQ/LH °
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(% 5feE)
Rf
Structure Data
(Salt) i
Vo FMS:229.
N
™ NMR:6.30-6.50(1H,br),7.74(2H,d),7.90-8.
11 ,@\H 0 20(3H,m),12.75-12.95(1 H,br).
Br
Ve NMR:2.56(3H.5),7.58(1H,5),7.75(2H,d),8.2
N‘j 7QH.d).
Br
. NMR:1.30(3H,1),2.84(2H,q),7.56(1H,1),7.5
N‘j 8(1H,),8.31(1H,ddd),8.38(1H,dd).
F
Me FMS:259.
Fa
14 D/\N Cl
F
F
Vo FMS:247.
N o
Ve NMR:2.30(3H,),6.78(1H.1),6.96(1H,dd),7.
OH N"j 62(1H,5),7.70-7.80( 1 H,m).
18 HO Nl
Ve NMR:2.50(3H,5),6.88(2FL,d),7.40(1H,5),8.2
. 'l 0(2H,d), 10.09(1H,s).
N "CI
HO
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(26)

(F5HHEx)
Rf
Structure Data
(Salt)
e NMR:2.24(31,8),3.75(3H,9),6.46(1H,5),6.9
18 '\.’J‘j OOME 5(2H,d),7.40(2H,d),9.68(1H,s)
Cl/LNz u st Sy e pl Sl el
|
Me NMR(CDCl3):2.20(3H,d),3.43(3H,5),3.86(
= OMe 90(1H,brd),6.98(2H,d),7.12(2H.d).
o CIE:D\NOI 3H,s),5.90(1 H.brd),6.98(2H.d),7.12(2H,d)
|
Me
o ~ NMR(CDCls):1.43(9H,5),2.81(21L,),3.32-3
20 tBu~ oy N A45(2H,m),4.50-4.80(1 1L, br),7.24(1 H,dd),7.
i 53(1H,d),8.46(1H,d),8 48(1H,dd).
o /\/@ + NMR(CDCls):1.43(911,5),2.79(2H,1),3.25-3
21 tBu~ g Ly SN | A6(2H,m)4.60-5.00(1H,br),7.12-7.19(1H,
H O | m),7.20-7.26(1H,m),8.08-8.14(2H,m).
- ~ NMR:3.01-3.22(4H,m),7.75-7.87(1H,m),7.
e HN ,N\O_ 95-8.06(1H,m),8.10-8.50(3H,br),8.65-8.75(
1H,m),8.81(11Ls),9.50-10.79(LILbr).
~ NMR:2.41(3H,s),4.51(2H,d),5.24(1H,£),7.1
23 HO_AGN 9(1H,dd),7.69(1H,dd),8.30(1 H,dd).
Me
~ NMR(CDCl):2.58(3H.5),3.71(2H,5),7.20(1
24 NC.AZN H,dd),7.69(11,d),8.49(1 H,d).
i Me
“ NMR:1.74(6H,5),7.47(1H,ddd),7.95(1H,dd
25 NC. AN d),8.57(1H,dd),8.77(1H,dd).
Me Me
~ NMR(CDCls):2.57(3H.s),2.70-2.85(2H,m),
26 HN N 2.85-3.40(2H,m),7.07(1FL,dd),7.43(1H,d),8.
Me 37(1H,d).
OO0
gooooooooooooooooooooooooooooooo0do.bdodao
Oo0o0oooo0ooo0oo0ooooooo0oo0oooo0ooboDoobooobooboobao
goooooooooooooooooooooooooooooo0bd.annoano
oo0o0ooooooo0oooo0oooo0oooo0ooooooobooobooboobao
goooooooooooooo0oooogoggooooooooooooooooao
Ooo0ooooao
0O0oao
Ooo0ooooooooooooooooooooooooooooob0ao0Oan0dano
gooooooooooooooooooooooooooooooo0do.bdodao
Oo0o0oooo0ooo0oo0ooooooo0oo0oooo0ooboDoobooobooboobao
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(3% 6)
32
N™
R /m = N~ R”
H

B R R RS FMS
(Salt)

1 4-Br-Ph Me Et 292,

2 4-HO,C-Ph Me- -(CH;);OH 274,

3 4-(HOCH;)-Ph | Me 4-Me{)-Ph 322.

4 4.H,N-Ph Me ~(CH,),OH 245.

5 4-pyrr-Ph Me ~(CH,},OH 2095,

5] 4-MeO-Ph Me 4-MeQ-Ph 322,

7 2-HO-Ph Me 4-F-Ph 296,

8 2-HO-Ph Me 3-(Me,NOCCIL)-Ph 363.

9 2-HO-Ph Me 3-(HO,CCH,)-Ph 336.

10 2,4-¢iOH-Ph Me 4-(Br{CH,),)-Ph 400,

11 4-Br-Ph Me -CH>-2-The 360,302,

12 3-C1-4-F-Ph Bt -(CHy),-3-0xPy 373.

13 4-Br-Ph Me (CHp)2-3-0xPy 385,387.
14(ox) | 4-Br-Ph -CH;OH | ~«(CH,);0H 324,
15(HCI) | 4-Br-Ph Et -CH,-CO,H 336,338.
16(0x) | 4-Br-Ph Ft -(CH.),-NHSO,Me 399,401,

17 4-Br-Ph Me -H 264,266,

18 A-Br-Ph Me -(CH;),-NHCO-(3-Py) 412,414
19(0x) | 4-Br-Ph Me ~(CH2)o~(6-(HN(CH,),HN)-3-Py | 427,429

20 4-HNOC-Ph | Me -(CH,),-3-0xPy 350.

21 4.Br-Ph Me «(CH2)a-(1-Me-3-Py'T) 383,385,
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(E7)
R
33
Nl xR
N/ N ,/\/OH
R H
Ex R R R FMS Syn
(Salt)
22 -H Me -H 230. 1
23 4-Me Me -H 244, 1
24 4-Eit Me -H 258. 1
25 4-iPr Me -H 272, 1
26 4-nBu Me -H 285, 1
27 4-tBu Me -H 286. 1
28 4-F Me -H 248. 1
29 3.4,5-triF Me -H 284, 1
30 3,4,5-triF Et -H 298. 1
31 2-Cl Me -H 264, 1
3z 3-CI Me -H 264, 1
33 3-Cl Et -H 278. i
34 3-Cl4-Me | Me H 276(M-H). 1
35 3-Cl-4-F Me -H 282, 1
36 3-Cl-4-F Eit -H 206, 1
37 3,4-diCl Me -H 298, i
38 3,4-diCl Et -H 312,314, 1
39 3,5-diCl Me -H 298. 1
| 40 3-Cl-4-OMe | Me -H 204, 1
41 4-Cl Me -H 264, I
42 4.C] Et -H 278. 1
43 4-C1-3-CF; Me -H 332, 1
44 4-C1-3-NO, Me -H 309, 1
45 3-Br Me -H 308. 1
46 3-Br-4-F Me -H 326. 1
47 4-Br -H -H 294, 1
48 4 Br Me Me 322, 1
49(0x) 4-Br Me -F 326,328, 1
50 4-Br Et -H 322. 1
51 4-Br nPr -H 336. |
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(R7HZ)
Ex R RS2 R® FMS Syn
(Salt)
52 4-Br iPr -H 336, 1
53 4-Br -CHFE, -H 344, 1
54 4-Br -CF, -H 362. 1
55 4-Br -CH,OMe -H 338,340. 1
56(HBr) 4-Br Bn -H 384, |
57 4-Br-2-F Me -H 326. 1
58 4-1 Me -H 356. 1
59 4-CF; Me -H 298. i
60 4-CO,Me Me -H 288. 1
61 3-NO, Me -H 274, 1
62 4-NO, Me -H 275. 1
63 4-SO,NMe, | Me -H 337. 1
B4 4-OH Me - 246, 1
65 4-OMe Me -H 260. 1
66 14diOMe | Me H 299, 1
87 4.0CF; Me -H 313, 1
638 4-NMe, Me -H 273, 1
69 4-Ph Me -H 306. 1
(#£8)
R32
NT T
R31 /l N/ N /‘\/O H
H
Ex a1 32
(Salt) R R FMS | Syn
70a | cHex Me 326. 1
70b | 2-nor Me | 338. 1
71a | 2,6-diCl-Bn Me 312. 1
71b | 4-Br-Bn Me 322. 1
72 -CH=CH(Ph) Me | 256. 1
73 l-naph Me [ 280. 1
74 2-naph Me | 280, 1
75 5-Br-2-The Me 314, 1
76(0x) | benzofuran-5-y1 Me |270. 1
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(Faffx)
Ex 31 a2
(Salt) R R FMS | Syn
77{0x) | 2,3-dihydrobenzofuran-3-yl Me |272. 1
78 | 5-bthio Me | 286. 1
79 indol-5-yl Me | 269. 1
80 | 1-Me-1H-benzoimidazol-5-yl Me | 284. 1
81 1,3-benzodioxol-5-yl Me 274, 1
82 1,3-benzodioxol-5-y! Et 288. 1
83 2,3-dihydro-1,4-benzodioxin-6-yl Me 288. 1
84 | 3,4-dihydro-2H-1,5-benzodioxepin-7-yl Me | 302, 1
85 | 2,1,3-benzoxadiazol-5-yl Me | 272. 3
86 | 2,2-diMe-2H-benzopyran-6-yl Me |312. 1
87 | 2,2-diMe-2H-3,4-dihydrobenzopyran-6-yl Me |314. 4
(&9)
R32
N| ~
35
NN
H
Br
Ex 3z 35
(Salt) R R FMS Syn
88(ox) bt Me 292294, 1
89(ox) |Et |Et 306,308. 1
90{ox) Et nPr 320,322, 1
91 Me cPr 304,306. 11
92(0x) Et cPr 317,319, 1
93 Me |nBu 320,322. 11
94(ox) Et nBu 334,336. 1
95(0x) | Me |-CH,CH(Me), 320,322. 1
98(ox) |Et | -CH,CHMe), 334,336. 1
97(ox) Et nPen 348,350, 1
98(0x) Et -CH(Et) 348,350. 1
99(0X) Et -CH;-tBu 348,350. 1
100(ox) Et -CH,CH(EDCH; 348,350, 1
101 Me | -(CH,)-iPr 334,336. 11
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(T IfEE)
Ex 32 35
(Salt R R FMS Syn
102(0ox) Et ~(CHy),-iPr 348,350. 1
103(0x) Et cPen 346,348. 1
104{ox) Me cPen 332,334, 1
105{ox) Et -(CH,),-tBu 362,364, 1
106(ox) Et cHex 360,362, 1
107{0x) Et 2-HO-cHex 376,378. |
108(ox) Et trans-4-HO-cHex 376,378. {
109 Et 1-HO-3-adam 428, 1
110(0)() Et -ClgHg'] 530,532 1
111{ox) Et -CH,CH=CH, 318,320. 1
112 Me -CH{Me)CH,OH 322,324, 11
113(ox) Et -(R)-CH(Me)CH,OH 336,338. 1
114(0x) Et -(8)-CH(Me)CH,OH 336,338. 1
115(0x) |Ft | -CH(EOCILOH 350,352, 1
116(0x) |Bt | -CH({Pr)CH,OH 364,366. 1
117(0ox) Et -(8)-CH(iBu)}CH,OH 378,380. 1
118 Me ~CH,CH(Me)YOH 322,324, 11
119(0x) |Et | -CH,CH(Me)OH 336,338, 1
120(0x) |Et | -CHLCH(EHOH 350,352. 1
121(0ox) Et -CH,CH(PR)OH 398,400, 1
122 Me ~{CH,)s-OH 322,324, 11
123(0x) Et -{CH,),-OH 336,338, 1
124(ox) Et -CH,C(Me),CH,OH 364,366. 1
125(0x) Ei -CH,CH{OH)CH,OH 352,354, 1
126(0x) | Bt | -(CHy)-OH 350,352. 1
127 Me -(CH;)s-OH 350,352, 11
128(0ox) Et -(CHy)s-OH 364,366, 1
129(0x) Et -(CH;),-O-(CH,),-OH 366,368, I
130(0xX) Me - CHy),-OMe 322, 1
131(0x) | Bt | -(CH;}-OMe 336,338, ]
132 Me | {CHy)s-OMe 336,338. 11
133(0x) |Bt | (CH.)s:-OMe 350,352. 1
134(ox) Et -CH,-CO,Et 364,366. 1
135 Et -CH,-CO,iBu 392,394 1
136{(0x) Et -(CHy),-CO-H 350,352, 2
137 Et -(CHy),-CO-E¢ 378,380 1
138(0x) Me -(CH;),-CN 317,319. 1
139 Et -(CHy)-CN 331,333 1
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(FTORcE)

Ex 32 3
(salt) R R FMS | Syn
140 Me | (CHy)-NI, 307,309, 1
141(ox) Bt -(CHyp)-NH; 321,323, 1
142(0x) |Bt | -CILCH(OH)CH,NH, 351,353. ]
143(0x) | Bt | -(CH.),-NHPh 397,399, 1
144(0x) |Bt | -(CH,),-NMe, 349,351. 1
145(0x) |Et | (CHy),-NHAc 363,365. 1
148{ox) |Et | -(CHy),-NHCO:Me 379,381. 16
147 Me ~(CHyx-SMe 352,354, 11
148(ox) | Bt | -(CH;}-SMe 366,368. 1
149 Me 4-F-Ph 358,360. i1
150 Me 3-(HOCH:z)-Ph 370,372, 11
152 Me 2,3-dihydro-1,4-benzodioxin-6-yl 398.,404. 11
153(0x) Et Bn 368. 1
154(0x) |Et | 4-F-Bn 386. 1
155(0x) |Bt | 4-Me-Bn 382. 1
156{0x) Et 4-Me(-Bn 398. 1
157(ox) |Et | «(CH,),-Ph 382,384, 1
158(0x) | Bt | -(CHy)(4-F-Ph) 400,402, 1
159(0x) | Bt | {CHy)-{(4-C1-Ph) 418. 1
160(ox) |Gt | -(CH,)-(4-Br-Ph) 462. 1
| 161(ox) | Bt | (CHp,{4-Me-Ph) 396,398. 1
162(0x) |Bt | «(CH;)«4-HO-Ph) 398,400, 1
163{0ox) Et -(CHy)-(2-MeO-Ph) 412,414, 1
164 Me | (CH,)-(4-MeO-Ph) 398,400. 1
165(0x) |Et | -(CHy)s~(4-MeO-Ph) 412, 1
[ 166(ox) |Et | -(CHs-Ph 396,398. 1
167(ox) |Bt | -CHp2-Py 369,371. ]
168 Me -CH;-3-Py 355,357, 11
169(0x) |Et | -CHy3-Py 369,371. 1
170(0x) |Et | -CHy-4-Py 369,371. 1
171(0x) | Bt | «(CH,)-2-Py 383,385. 1
172 Me | <(CH,),-3-Py 369,371. | 11
173a(ox) |Bt | «(CIL),-3-Py 383,385. 1
173b Me | -(CHy)-(2-Cl-3-Py) 405. 1
174 Me | <(CH)»-(6-C1-3-Py) 405. i
175 Me | (CHp)-(2-Me-3-Py) 383,385. 1
176 Me | ~(CHy)-(6-Me-3-PY) 383,385. ]
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(ROfpx)
Ex 32 25
(Salt) R R FMS Syn
177 Me | (CHy)-(2-MeO-3-Py) 399,401, 1
178 Me | (CH,)<6-MeO-3-Py) 399,401, 1
179(HBr) | Me | {CH,),-(2-HO-3-Py) 385,387 10
180(HBr) |Me | -(CHy)-(6-HO-3-Py) 385,387. | 10
181(0x) |Et | <CH,),-(6-HO-3-Py) 399,401. 10
182 Me | -CH,CH(Ph)3-Py) 445,447 1
183(0x}) | Et | CHp),-4-Py 383,385, 1
184 Me | {CH;:-O-(3-Py) 385,387. ]
185{0X) Me -CH,-3-0xPy 371,373, 13
186(0x) |Ft |-CH,-d-oxPy 385,387. 13
187(0x) | Me | {CHy),-2-0xPy 385,387 13
188(0x) |Et | {CH,)-3-oxPy 399, 13
189 nPr | {CH,),-3-0xPy 413,415, 12
190(0x) |Me | -CH(Me)CH,-3-0xPy 399,401, 13
191 Me |-CH,CH(Me)-3-oxPy 399,401, 13
192 Me | -CH,C(Me)-3-oxPy 413,415 13
193 Me | -CE,CH(Ph)-3-oxPy 461,463. 13
194 Me | (CHy)-(2-Me-3-0xPy) 383,385, 3
195(0x) | Me | (CHy)h-(4-Me-3-0xPy) 399,401, 13
196 Me | (CH,»-(6-Me-3-0xPy) 383,385, 13
197(0x) |Me | (CH,)-4-0xPy 385,387 13
198 Me | ACHy);-3-0xPy 399,401, 13
199(cx) |Et | CHycPr 336,338, 1
200 Me /\(')/) 348350. | 11
201(0x) | Et A(Q 362,364, 1
202 Me |-CHy2-Fur 344,346, 11
203 Me | -(CH,),-2-The 374,376. 1
204(0x) | Ft | {CH,),-2-The 390. 1
205(0X) |Me | (CH,)-(4-thia) 375,377, 1
206(0x) |Me | (CHy)-(4-Me-5-thia) 389,391. 1
207(ox) |Et | {CHp)-pipe 389,391, ]
208(0x) |Et | -(CH.)rmor 391,393, 1
209 Me | -(CHy)-(2-bthia) 427. 1
210 Me | -(CHy)%~(8-quin) 419, 1
211 Me | -(CHp»{2-quin) 419,421, 1
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(FOEX)
Ex a2 35
(Salt) R R FMS Syn
212 Me -(CH,),-~{2-0%quin) 435,437, 13
0]
213(0x) | Bt Mr\b 403,405, 1
214 Me | -(CH;);-1-imid 372,374, 11
215(ox) Et -(CHz)3-1-imid 386,388. 1
216(0x) Me | -CH,-CONH-(3-0xPy) - 414. 13
217{ox) Me | -(CH)-O-(3-0xPy) 401,403, 13
218 Me | -(CH,),-NHCO-(3-0xPy) 430. 13
219 Me | «(CH;),-CONHCH;-6-imidthia 471,473, 11
220(0x) | Et | -OCH,CH{Me), 350,352. 1
221(ox) Et -NHPh 369,371. 1
222 Me |-NH, 279,281, 1
223 Me ~CHy-4-0xPy 371,373. 13
(#10)
Et
N~ ™
| 35
Cl = R
N~ "N~
H
F
Ex a5
F
(Salt R MS Syn
224 ,2-diEt-tetrahydro-pyrazol-3-yl 378. 1
225 -CH,-(1-HOcHex) 364. 1
226 -(CHy),~(indol-3-y1) 395. 1
227(HC) | {CH:)-{5-HO-indol-3-y1) 411. 1
228 -(CH,),-NH, 295, 1
229 -(CH,);-NHCO-(3-Py) 400. 18
230 ~(CH;)2-30:NMe;, 402 18
231 /(;S 352. 1
s7°
232 /O 5 384. 13
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Ex 35
(Salt) R FMS Syn
233 cPen 320. 11
234 2-(4-mor)-cPen 405. 11
235 (trans)}4-HO-cHex 350. 11
236 cHep 348. 11
237 4-(4-mor)-tetrahydrofaran-3-y! 407. 11
238 -CH,C(Me),CH,OH 338. 11
239 -CH,CH(OH)CH,OH 326. 1
240 -CH,-CH=CH, 292, 11
241 -CH,-cPr 306, 11
242 e 336. 1
243 -CH,-2-Fur 332. 11
244 -CH;-2-The 348. 11
245 -CH,~(5-Br-2-The) 426. 11
246 -CH,-2-Py 343, 11
247 -CH,-3-Py 343, 11
248 -CH,-4-Py 343. 11
249 -CH;~(5-Me-pyrazin-2-y!) 358. 11
250 -CH,-1,3-benzodioxol-5-yl 386. 11
251 ~(CH,),-(4-HO-Ph) 372. il
252 -(CHy)-2-The 362. il
253 -(CHp)-5-imid 346. 11
254 ~(CH,),-3-Py 357. 11
255 ~(CHy),-4-Py 357. 11
256 ~(CHy)a-0-(CH,),-OH 340, i1
257 ~(CH,)s-SMe 340. 11
9] .
258 /\/“r\b 377. 1]
259 -(CHy)s-1-imid 360. 11
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(F11)
R32
N~ = ~
)I\ “ x !
R N7 TN -
H
(SEaTt) R RZ | EMS i Syn
| 260 Ph Me | 307. 12
2651 4-Et-Ph Me | 335. 12
262 4-iPr-Ph Me | 349. 12
263(0x) 3-F-Ph Me 325, 12
264(ox) | 3-F-Ph Et | 330. 12
265(0x) | 2,4-diF-Ph Me | 343. 12
266(HCD) | 2,4-diF-Ph Bt | 357. 12
267(0x) 2,5-diF-Ph Me 343, 12
268(0x) | 2,5-diF-Ph Et | 357 12
260(0x) | 3,4-diF-Ph Me | 343. 12
270(0x) | 3,4-diF-Ph Et | 357. 12
271 3,4,5-4riF-Ph Me | 361. 12
272 3,4,5-4riF-Ph Et | 37s. 12
273{0x) 4-F-3-CF3-Ph Me | 393. 12
274{0x) | 4F-3-CF,-Ph Et | 407. 12
275 3-Cl-Ph Me | 341, 12
276 3-Cl-Ph Et | 355. 12
277 3-Cl-4-Me-Ph Me | 358, 12
278 3.Ci-4-F-Ph Me |359. 12
279 3,4-diC1-Ph Et 1389391 12
280 3,4-diC}-Ph Me | 375. 12
281 3,5-diC1-Ph Me |375. 12
282 4-Cl-Ph Me | 341, 12
283 4-C1-Ph Et | 355. 12
284 3-Br-Ph Me | 385387 12
285 3-Br-4-F-Ph Me |403,405. | 12
286 4.1-Ph Me | 433. 12
287 4-MeO,C-Ph Me | 365. 12
288 4 HO,C-Ph Me |35 2
289 3-0,N-Ph Me | 352. 12
290 3-0,N-Ph Et | 366. 12
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Ex

3t 32
(Salt) R R FMS Syn
291 3-H,N-Ph Et 336. 4
292 1,3-benzodioxol-5-yl Et 365. 12
293 1,3-benzodioxol-5-yl Me 351. 12
294 2,1,3-benzoxadiazol-5-vl Me 349, i2
285 5-bthio Me 363. 12
296 2,1,3-benzoxadiazol-5-yl Et 363. 12
297(HCI) | 3,5-diF-Ph Me 343, 12
298(HCI) | 3,5-diF-Ph Et 357. 12
299(HCIy | 4-C1-2-F-Ph Me 359. 12
300(HCIl) | 4-Cl-2-F-Ph Et 373. 12
301(HCIl) | 4-C1-3-F-Ph Me 359. 12
302(HCI) | 4-C1-3-F-Ph Et 373. 12
303(HCl) | 6-C1-3-Py Me 342, 12
304(HCI) | 6-C1-3-Py Bt | 356. 12
305(HCI) | 6-EtO-3-Py Me 352, 12
306(HCIl) | 6-EtO-3-Py Et 366. 12
307 5-Br-2-The Me 301,393, 12
308 4-Py Me 308. 12
308 5-Br-2-F-Ph Me 403. 12
310 5-Br-2-F-Ph Et 417. 12
31 2.3,5-triF-Ph Et 375. 12
312 2,3,5-triF-Ph Me 361. 12
313 2,3-diF-Ph Me 343. 12
314 2,3-diF-Ph Et 357. 12
315 2,2-diMe-2H-benzopyran-6-yl Me 389, 12
316 2.4,5-riF-Ph Me 361. 12
317 4-Br-2-F-Ph Et 403. 12
318 4-Br-2-F-Ph Me 417. 12
319 2,4,5-tril-Ph Et | 375. 12
320({ox) 4-F-Ph Me 325, 12
321(0x) | 4-F-Ph Et | 339. 12
322(ox) 3,5-diBr-Ph Me 465, 12
323(ox) 3,5-diBr-Ph Bt 479. 12
324(ox) 3-Cl-5-F-Ph Me 359, 12
325(ox) 3-Cl1-5-F-Fh Et 373, 12
326(oX) 3-Br-3-F-Ph Me 403,405, 12
327(ox) 3-Br-5-F-Ph Et 417,419. 12
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(#&1 1 Z)

Ex 31 3z
R FMS S
(Salt) R yn
328(0x) | 4-Br-3-F-Ph Me | 403,405, 12
329(0x) | 4-Br-3-B-Ph Bt | 417,419, 12
330(0x) | 3,5-diCI-Ph Bt |389. 12
331(0x}) | 3-Br-4-F-Ph Et | 417,419. 12
332(ox} | 3-Br-Ph Et | 399,401, 12
333 2,3,4-tri-F-Ph Me | 361. 12
334 2.3,4-tri-F-Ph Et |37, 12
335 4-NC-Ph Me |332. 12
336 4-NC-Ph Fi 346. 12
(F12)
R32
33
N X
/l 35
o~ R
R31 N l?l/
R34
Ex R R | R R R FMS Syn
{Salt)
s :
337a | Ph Me |H |H (HOCH2CH2)Ph 306. 11
337b
3-Cl-Ph H | H 34. 6
(HBr) Me Me 2
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(F128x)
(sEa)?t) R31 R | R% R R FMS Syn
347 ( 4-Py Me |-H |-H };f'be“md‘m’l's 307. 1
348 _lg?;l’enz"d“’m] Et |-H |-H [CH,CH(Me), | 300. 1
349
ox) | FCHEPE Et |H |-Me (CH,),-NMe, | 337. 1
lj(ié]DSD)DDDDDDDDDDDDDDDDDDDDD
1
Ex NMR
| L17GH.228G1)3.25-3.50H,61),6.25(1H,5),7.29(1H,9),7.65(2H,0), 8 25(2H,
d).
, | 231GHs)332(2Hbr),3.57-3. 59CH,m),A4.77(1H,5),6 35(1H,5),7.46(1H,br),8.02(2
H,d),8.41(2H,d),13.03(1H,s).
5 | 235(H8)3.76(3H.5).4.57(2H,brd), 5. 26(1Hbrd),6.46(1H.5).6.97(2H,d),7.43 21,
d),7.61(2H,d),8.29(2H,d),9.33(1H,s).
4 | (CDCI)2.37(3H5),3.59-3 62(2H,m),3 83(2H0,5.10(1H,5),6.05(1H.5),6.69-6.72(2
H,m),8.14-8.18(2H,m).
5 | (CDCL)2.42(3H,5),3.65-3 69(2H,m),3 38(2H.0),5.16(1H,5),6.16(1H,5),6 372D,
7.16(2HL1),7 44-7.47(2H,m),8.39-8 42(2H,m).
5 | 233GHS)3.76(3H,5),3.83(3H,9),6.41(1Hs).6.97(2H,d),7.03(2H.),7.61(2H brd),
8.29(2H,d),9.27(1H.s).
S | 240(3H,),6.55(1H,5),6.88-6.94(2H,m),7.22-7.30(2H,;m), 7.36(1H,dt),7.65-7.63(2
H,m),8.26( 1H,dd),9.82(1H,s), 14.11(1H,s).
g | 2460115),2.84(3H.9)3.02GH9)3.73(1Ls),6 55(11,5),6.96-7.05(3Hm),736(1 H,
0),7.43(1HLdt),7.57(2H,brd), 7.58(1H,brs),8.18(1H,d),10.53(1H,brs).
o | (CDCL):2.42(3H,5),3.72(2H,5),6 43(1H,5),6.84-7.02(3H,m),7.15(1H,d)7.32-7.43
(4H,m),8.37(1H,dd).
10 | 235GHS)3.12021,0,3. 74CH,0,6.25(1H,d),6.37(1H,dd).6.47(1H.5),] 322H,d), 7.
61(2ELd),8.03(1HLd),8.74(1H,5),9.91(1H.,5),13.90-14.40( LELbr).
1o | 121GHD.2.552H,0)2.87(M,0,3.50-3 80C2H,m),6 28(1H,5),7.27(1H,8,7.33(1H,
dd),7.42-7.55(2H.m),8.06(1H,d),8.18( 1 H,5),8.27-8.35(1H,m),8.41 (1ELdd).
15 | 2286H5),2.86(2H,0,3.50-3 802Hm),6. 27(1H,5),7 25(1H4),7 32(1H,,7.37-7.47
(1H,m),7.65(2H,d),8.06(1H,d),8.18(11,5),8.25(2H,d).
a0 | 121GHLO2.50-2.60(2H,m).3.40-3.60(41Lm), 4. 74(1H,0,6 34(1H,s),8.07-8.12CH,

m).
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(F=1 3FE%)

Ex NMR

30 | 229(3H,s),3.40-3.55(2H,m),3.55-3.60(2H,m),6.34(1H,5),7.35-7.55(3H,m), 8.24-8.3
0(2H,m).

33 | 1:22(3H1)2.58(2H,q).3.35-3.80(4H,m)A4.77(1Ht),6.34(1H,5),7.10-745(1HL,br), 7.4
5-7.56(2H,m),8.25-8.38(2H,m).

ag | [:226GH02.57(2H,q),3.30-3.75(4H,m),4.77(1H,0),6.33(1H,s),7.10-7.60(2H,m), 8.2
5-8.38(1H,m),8.38-8.46(1H, dd).

47 | (CDCL):2.41(3H,5),3.64-3.66(2H,m),3.86-3.90(2H,m),5.18(1H,5),6.18(1H,s),7.50
(1H,d),8.18-8.21(1H,m),8 46(1H,d).

3g | 1-22(H0.2.58(2H,),3.35-3. T0(4H,m),4.77(1H,1),6.34(1H,5),7.20-7.60(1H,br), 7.6
7(1H,d).8.28(1H,dd),8.45(1H,d).

4n | 12203H0).2.56(2H,9),3.35-3.55(2H,m),3.55-3.63(2H,m),4. 76(1H,t),6 3 1| H5), 7.1
5-7.45(1H,br),7.51(2H,d),8.34(2H,d).

51 | (CDCls)2.44(3H,5)3.68-3.72(2H,m),3.89-3.93(2H,m),5.24(1 H,5),6.23(115), 7.61
(1H,1),8.26-8 29( 1 H,m),8.70(1H,dd),9.22( 1 H,1).

go | 1:203H,1)2.53(2H,9),3.36-3.54(2H,0),3.55-3.62(2H,m),4.75(1H,1),6.08(2H,5),6.2
3(1H,5),6.98(1H,d),7.10-7.35¢ 1 H,br),7.80¢(1 H,d), 7. 94(1 FLdd).

g5 | 2-33(3H$)3.42-3.61(4Hm).4.78(1H,0,6.41(1H,5),8.12(1H,dd),8.56(1H,dd)8.82(1
H,s).

a0 | 0.94(3H,1),1.22(3H,1),1.59(2H, sextet),2.58(2H,q),3.20-3.50(2H,m),6.30(1H,5),7.5 1

(0X) | (1H,5),7.67(2H,d),8.25(2H,d).

95 | 0.93(6H,d),1.88(1H,septet),2.29(3H,s),3.10-3.40(2H,m),6.32(1H,8),7.52(1H,5),7.67

(%) | (2H,d),8.23(2H,4).

96 | 0.93(6H,d),1.22(3H,1),1.80-1.98(1H,m),2.57(2H,q),3.00-3 40(2H,m),6.32( 1 H,s),7.

(0X) | 40-7.60(1H,br),7.67(2H,d).8.24(2H,d).

98 | 0.94(9H,s),1.22(3H,),2.58(2H,q),3.15-3.45(2H,m),6.40¢1H,s),7.35-7.55( L, br), 7.6

(0x) | 8(2H,d),8.25(2H, ).

104 | 1.40-1.80(6H,m),1.90-2.05(2H,m),2.29(3H,s),4.15-4.55(1H,m),6.28(1H,s),7.48(1

(0x) | H.d),7.67(2H,d),8.23(2H.d).

108 | 1.10-1.50(7H,m),1.70-2.00(4H,m),2.70-2.85(2H,m),3.30-3.55(1H,m),3.55-4.50(1

(0X) | H,m),6.57(1H,s),7.84(2H.d),8.21(2H,d),8.70-9.60( 1 FLbr).

111 | L.21(3H,1,2.58(2H,q),3.90-4.20(2H,m),5.11(1H,dd),5.23(1H,dd),5.85-6.05(1H,m),

(0X) | 6.32(1H,5),7.57-7.64(1H,m),7.66(2H,d),8.25(2H,d).

113 | 1.17G3H,d),1.21(3H,1),2.57(2H,q),3.38(1H,dd),3.50(1H,dd),3.90-4.50(1H,m),6.3 1

(0%) | (1H,5),7.10-7.50(1H,br),7.67(2H,d),8.24(2H,d).

119 | 1.12(3H,d),1.22(3H,1),2.58(2H,),3.00-3.60(2H,m),3.70-3.95( 1 H,m),6.37(1H,s),7.

(0x) | 20-7.60(1H,br),7.67(2H,d),8.25(2H,d).

120 | 0.91(3H.0),1.21(3H,(),1.28-1.60(2H,m),2.57(2H,q),3.10-3.70(3H,m),6.36(1H,s),7.2

(0X} | 5-7.60(1H,br).7.67(2H,d),8.24(2H,d).
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Ex NMR

123 | 1.22(3H,1),1.74(2H,quintet),2.58(2H,q),3.15-3.75(4H,m),6.3 1(1H,s),7.40-7.60( L H,

(0x) | br),7.68(2H,d),8.25(2H,d).

125 | 1.22¢3H,1),2.58(2H,q),3.00-3.50(3H,m),3.50-3.80(2H,m),6.38(1H,s),7.00-7.60(1H,

(©X) | br),7.67(2H,d).8.25(2H,d).

133 | 1.21(3H,1),1.81(2H,quintet),2.58(2H,q),3.24(3H,5).3.30-3.50(4H,m),6.29(1H,5),7.4

(0X) | 0-7.60(1H,br),7.67(2H,d),8.25(2H,d).

138 | 2.32(3H.5),2.84(2H,1),3.60-3.70(2H,m).6.37( 1H,5),7.6 7(2H,d),7.77(1H,s),8.26(2H,

(%) | dy.

170 | 1.21(3H,0),2.59(2H,q).4.55-4.80(2H,m),6.39(1H,s),7.41(2H,d),7.63(2H,d), 7.95-8.1

(0X) | 0(2H,m),8.18(2H,d),8.53(2H,d).

172 | 2.29(3H.5),2.93(211,1),3.55-3.80(2H,m),6.30(1 H,s),7.35(1H,dd),7.59(1 H,s),7.67(2

(0X) | H,d),7.74(1H,d),8.24(2H,d),8.43(1H,d),8.50(1H,s).

173a | 1.21(3H,1),2.58(2H,q),2.95(2H,1),3.55-3.80(2H,m),6.30(1H,s),7.39(1 H,dd),7.64(1

(0X) | H,s),7.68(2H,d),7.79(1H,d),8.25(2H,d),8.45(1H,d),8.53(11Ls).
2.45(3H,3),2.69(2H,1),3.52,3.73(total 2H,q),6.32-6.40(1H,m),6.57,6.87(total 1H,

(|14813?-) $),7.30-7.36(1H,m),7.50(1H,dd),7.90(2H,d),8.04,8.12(total 2H,d),9.35(1H,s),13.0-
14.0(1H,br).

183 | 1.21(3H,),2.57(2H,q).2.96(2H,1),3.60-3.80(2H,m),6.29(1 H,s),7.40(2H.d),7.57(1H,

(ox} | 5),7.68(2H,d),8.25(2H,d),8.52(2H,d). '

186 | 121GHN.2.58(2H,q)4.50-4.70(2H,m).6 36(1H,s),7.36(2H,d),7.63(2H.d),7.96(1H,
t),8.15(2H,d),8.20(2H, d).

188 | 1.21(3H,1),2.57(2H,q),2.87(2H,1),3.50-3.80(2H,m),6.29(1H,s),7.27(1H,d),7.34(1 H,

{(0x} | dd),7.48-7.58(1H,m),7.67(2H,d),8.07( 1H,d),8.20( 1 H,s),8 25(2H,d).

190 | 1.20(3H,d),2.27(3H,5),2.70-2.90(2H,m),4.40-4.60( 1H,m),6.25( 1 H,s),7.22-7.32(2H,

(0x) | m),7.42(1H,d),7.66(2H,d),8.02(1H,d),8.14(1H.5),8.21(2H,d).

191 | 1-28GH.0).2.26(3H,s),3.05-3.15(1H,m),3.50-3.70(2H,m),6 25(1H,5),7.25-745(3H,
m),7.65(2E,d),8.04(1H,d),8.17(1H,s),8.24(2H,d).

197 | 2.29(3H,5),2.89(2H,t),3.55-3.75(2H,m),6.29(1H,s),7.32(2H,d),7.54-7.62(1H,m),7.6

(0X}) | 8(2H,d),8.14(2H,d),8.23(2H,d).

1og | 1-82-1.92(2H,m)2.28(3H,),2.64(2H.1).3.30-3.50(2H,m).6.26(1H,5),7 24(1H.d), 73
A(1H,0),7.37-7.43(1H,m),7.65(2H,d),8.08(1H,d),8.17-8.22(3H,m).

soq | 12LGHD.1 .50-1.65(1H,m),1.70-2.00(3H,m),2.56(2H,q),3.00-3.60(2H,m),3.64(1

(ox) | Fudd),3.80(1H,dd).4.01(1H,quintet),6.36(1H,5),7.40-7.60(1H,br),7.67(2H,d),8.25(2
H,d).

265 | 2.28(3H,5),2.86(2H,1),3.30-4.00(2H,m),6.31(1H,5),7.00-7.50(4H,m),7.50-7.80( 1 H,

(0x) | br),7.80-8.50(3H,m).

266 | 1.24(3H,1),2.77(2H,q),3.06(2H,1),3.75-3.86(2H,m),6.74(1H,s),7.38( 1 H.dt),7.58(1

(HCI | g,d6),7.65-7.80(1H,m),7.80-8.10(2H,m),8.50-8.65(1H,m),8.72(1LH,s).
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(F1 3HX)

Ex NMR

267 | 2.29(3H,5),2.87(2H,1),3.30-4.00(2H,m),6.33(1H,5),7.26( 1 H,d),7.30-7.40(3H.m),7.5

(0X) | 5-7.80(2H,m),8.09(1H,d),8.1 7(1H,s).

268 | 1.20(3H,1),2.57(2H,0),2.87(2H,(),3.40-3.80(2H,m),6.33(1 H,5),7.27(1H,d),7.30-7.4

(0X) | 0(3H,m),7.55-7.80(2H,m),8.09(1H,d),8.18(1H.5).

260 | 2.28(3H,5),2.87(21,1),3.55-3.80(2H,m),6.28(1H,s),7 26(1H,),7.30-7.35(1H,m),7.4

(0X} | 5-7.55(2H,m),8.06(11,d),8.12-8.24(3H,m).

270 | L21(3H,6),2.57(2H,q),2.87(2H,1),3.60-3.80(2H,m),6.28(1H,s),7.27(1H,d),7.30-7.3

(0X) | 5(1H,m),7.46-7.56(2H,m),8.06(1H,d),8.14-8.26(3H,m).

571 2.29(3H,s),2.86(2H,t),3.60-3.80(2H,m),6.28(1H,5),7.20-7.36(2H,m),7.44-7.60(1 H,
m),8.00-8.14(3H,m),8.18(1H,s).

7 1.20(31L,1),2.56(2H,q),2.86(2H,1),3.65-3.75(2H,m),6.29(1H,5),7.25-7.34(2H,m), 7.4
0-7.60{ LH,m),8.05-8.12(3H,m),8.18(1H,s).

275 2.29(3H,5),2.87(2H,1),3.55-3.80(2H, m),6.29(1H,s),7.26(1H,d),7.33( 1 H,dd),7.36-7.
55(3H,m),8.06(1H,d),8.18(1H,5),8.23-8.30(2ZH,m).

o761 1-21GHD.257(2H.),2. 88CH3 50-3.80(2H,m),6.29¢(1H,¢),7.27(1H,d),7.33(1H,
dd),7.40-7.55(3H,m),8.07(1H,d),8.18(1H,5),8.25-8.34(2H,m).

78 (CDCl):2.40(3H,5),2.96(2H,1),3.73-3.77(2H,m),5.03( 1 Hs),6.10(11,5),7.16-7.26(3
H,m),8.10-8.12(1H,m),8.15(1H.5),8.25-8.29(1H,m),8.45(1H,dd).
(CDCly):1.29(3H,1),2.66(2H,q),2.97(2H,1),3.65-3.83(2H,m),5.00-5.20(1H,br),6.11

279 | (1H,5),7.19(1H,d),7.24(1H,dd),7.50(1H,d),8.11( 1 H,d),8.15¢1H,s),8.24(1H,dd),8.49
(1H,d).

280 (CDCl:):2.40(3H.5),2.96(2H,1),3.72-3.77(2H,m),4.99(1H,5),6.1 1(1H,5),7.16-7.26(2
H,m),7.51(1H,d),8.10-8.12(1H,m),8.15(1H,5),8.22(1H,dd),8 48( L H.d).

sgp | (CDCI):2.A1(3H.5),2.97(2H,),3.70-3.77(2H,m), 4. 87(1H,5),6.10(11,5),7.14-7.25(2
H,m),7.39-7.43(2H,m),8.10-8.12(1H,m),8.15(1H,s),8.30-8.34(2E,m).

583 1.21(3H,1),2.57(2H,q),2.88(2H,1),3.68(2H,m),6.27(1 H,5),7.26(1H,m), 7.34(1 H,m),
7.42(1H,m),7.52(2H.d),8.08(1H,d),8.19(1H,5),8.34(2H,d).

sgg | (CDCL):2.41(3H,5),2.97(2H,1),3.73-3.75(2H,m),4.82(1H,5),6.11(1H,5),7.14-7.26(2
H,m),7.77-7.80(2H,m),8.09-8.14(4H,m).
(CDCl3):2.61(31,5),2.96-3.01(2H,m),3.77-3.79(2H,m),5.19(1 H.5),6.17(1H,5),7.26-

289 | 7.29(2H,m),7.62( 1H,1),8.10-8.13(1H,m),8.16(1H,s),8.27-8.30(1H,m),8.73( L H,dt),
9.24(1H,1).

sgq | 233GH)2.90(2H1),3 .65-3.85(2H,m),6.36( 1H,s),7.25-7.40(2H,m),7.50-7.70( 1 H,
m),8.06(1H,d),8.08-8.15(1H,m),8.2 1(1H,),8.54(1H,d),8.82(1H,5).

295 1.24(3H,1),2.61(2H,q),2.92(2H,1),3.60-3.85(2H,m),6.35(1H,3),7.30-7.41(2H,m),7.5
5-7.65(1H,m),8.07-8.14(2H,m),8.24(1H,5),8.53(1H,d),8.80(1ELs).

297 | 2.50(3H,s),3.03(2H,1),3.80-4.00(2H,m),6.63( 1H,s),7.52-7.70(2H,m),7.70-7.85(1H,

(HCl) | m),7.95-8.20(2H,m),8.35-8.52(1H,m),8.63(1H,5),9.50-9.90(1H,br).
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(1 3%%)

Ex NMR
200 | 2.45(3H,5),2.95(2H,1),3.65-3.85(2H,m),6.65(1H,s),7.40-7.65(3H,m),7.78(1H,d),7.9
(HCH | 2(1H,6),8.29(1H,d),8 41(1H,s),9.60-9.80{ 1 H,br).
300 | 1.24(3H.1),2.78(2H,q),2.90-3.25(2H,m),3.60-4.00(2H,m),6.76(1 H,s),7.57(1H.d),7.
(HC) | 62-8.20(4H,m),8.56(1H,d),8.71¢1H,s),9.95-10.20(1H,br).
301 | 1.24(3H,1),2.78(2H,),2.90-3.25(2H,m),3.60-4.060(2H,m),6.76(1 H,s),7.57(1HLd), 7.
(HC) | 62-8.20¢41,m),8.56(1H,d),8.71(1H,5),9.95-10.20(1H,br).
302 | 1.25(3H,0),2.86(2H,q),3.05(2H.1),3.65-4.00(2H,m),6.6 7(1H,s),7.66( 1 HL1),7.75-7.95
(HCh | (2H,m),8.21(1H.d),8.45(1H,d),8.49(1H,d),8.68(1H,5),9.55-10.10{ 1 ELbr).
303 | 2.52(3H,s),3.09(2H,1),3.80-4.00(2H,m),6.67(1H,5),7.74(1 H,1),7.82(1H,d),8.00( 1 H,
(HCD | 4),8.61(11,d),8.76(1H,dd),8.80( 1H,s),9.31(1H,d),9.75-10.10(1H,br).
304 | 1.25(GHN,2.86(2.0),3.07(2H,1),3.65-4.00(2H,m),6.68(1H,s),7.70(LH,0),7.81(1H, |
(HCl) | 9),7.93(1H,d),8.55(0H,d),8.60-8.80(2H,m),9.29( 1 H,s),9.55-10.00{ IHLbr).
spg | 227(H9).2.85(Q2H0,3.57(2H,br),6.30(1H,5),7.17-7.36(3H;m), 7. S1(1H.s),7.61-7.7
0(1H,m),7.98-8.21(3H,m).
31 | 1-19GH.D.2.55(2H,¢),2.85(2H,0,3.58(2H,br),6.31(1H,5),7.18-7.37(3H,m),7.52(1
H,5),7.61-7.71(1H,m),7.97-8.21(3H,m).
311 | L19GHD2.56(2H,q).2.85(2H,0).3.50-3.70(2H,m).6.33(1H,5),7.20-7.36(2H,m), 7.5
0-7.68(3H,m),8.07(1H,d),8.16(1H.s).
317 | 2-281Ls).2.86(2H,0),3.50-3.70(2H,m),632(1H,5),7.15-7.40(2H,m), 7 45-7.70(3H,
m),8.06(1H,d),8.16(1ELs).
316 | 2-27(HS).2.85(2H,0,3.50-3.65(2H,m),6.29(1H,br),7.22(1H,d),7.29-7.34(1H,m), 7.
46-7.64(2H,m),7.88-8.02(1H,m),8.06(1H,d),8.14(1H.s).
317 | 227GH:S).2.84H,0,3.57(2H,br),6.29(1H,5),7.22(1H.d),7.32(1H.1),7.42-7 54(2H,
m),7.60(1H,dd),7.80-7.97(1H,m),8.07(11L,d),8.14(1H,s).
31 | -18GHLD.2.54(2H,q)2.85(2H,0),3.58(2H,br),6.31(1H.s),7.17-7.26(1H,d),733(114,
1),7.42-7. 54(2H,m),7.60( 1H,dd),7.83-7.98(1H,m},8.07¢1H,d),8.15(1H,s).
a31g | 118(ELY.2.54(2H,q).2.85(2H,1),3.50-3.65(2H,m),6. 29(1H.5),7 23(1H,d),7.30-7.3
5(1H,m),7.45-7.55(1H,m),7.59(1H,dt),7.90-8.02( 1H,m),8.06( 1H,d),8.15(1H,5).
322 | 2.29(3H.5),2.87(2H,1),3.30-4.10(2H,m),6.3 1(1H,s),7.20-7.40(2H,m), 7.45-7.75(1 H,
{(0X) | br),7.94(1H,1),8.06(1H,d),8.18( L Hs),8.42(2H,d).
324 | 2.30(3H,s),2.88(2H,1),3.30-4,05(2H,m),6.32(1H,s),7.20-7.45(2H,m),7.45-7.70(2H,
(0X) | m),7.99(1H,d),8.08(1H,d),8.14(1H,s),8.20(1H.s).
306 | 2.30(3H,),2.88(2H,1),3.35-4.05(2H,m),6.32(1H,5),7.20-7.45(2H,m),7.45-7.75(2H,
(0x) | m),8.02(1H,d),8.09(1H,d),8.21(1H,s),8.20(1H,s).
328 | 2.43(3H,8).2.93(2H,1),3.40-4.05(2H,m),6.51(1H,5),7.39(2H,d), 7.94( 1 H.t),8.09(1H,
(0x) | d),8.14(1H,s),8.26(1H,d),8.31( 1 H.s).
438 (CDCl5):1.01(6H,d),1.32(3H,1),1.85-2.01(1H,m),2.68(2H,q),3.05-3.30(2H,m),4.80-

5.10(LH,br),6.10(1H,s),7.32-7.41(2H,m),8 23-8.29(1H,m),8 35-8.39( | F,m).
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r (F13HE)

[ Ex NMR

| 339 | 1.85-1.952H.m)230(3H,6),2.71(2H,1),3.20-3.60(2H,m),6.30(1 H,$),7.35(1H,dd), 7.
| oX) | 46-7.603H.m),7.71(1H,d).8.19(1H,d),8.26(1H,5).8.36-8.56(2H,m).

| | (CDCL)LONGH,L31(3H,0,1.85-2.01(1Hm)2.63(2H,q)3.05-3.302H,m).A.80-
i 5.05(1ELbr),6.09(1H.5),7.39(2H.d),8.32(2H.d).

| aag | 2326Hm), 29202003 TACHm),7.25(1Hm), 7.3 L(1H,m),7.65(2H,d),7.69(LH,
[ m),8.05(1F,m),8.16-8.20(3H,m).

| axg | (CDCL):LO0(6H).130(3H0,1.84-2.00( 1L m),2.66(2FLq),3.00-3.30(2H,m).A.75-
: 5 05(1H.br),6.00(2H,5),6.04(1H,5),6.86( LFd),7.88(1H,d),7.97(1H,dd).

U

oooooooooobooooooooooboobooooooobooDboobooooooooao
goooboooboboobobooboboobooboboobobooboboDbDao
gboooboobooboobooboboobooooboobooobooobad

(F14)
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O

R
N
R:-n/“\ = N/R35
H
No i R¥Z | R® R
A1 2,5-diF-Ph Me H Ny,
AZ 3,4-diF-Ph Me H /\[ J\
A3 [35diF-Ph Me | H N Me
A4 3,4,5-triF-Ph Me H
A5 4-CI-2-F-Ph Me H
AB 4-Cl1-3-F-Ph Me H
A7 4-Br-Ph Me F
A8 5-Br-2-F-Ph Me H
A9 2,1,3-benzosadiazol-3-yl | Me H
A10 2,3,5-triF-Ph Me H
A1 2,5-diF-Ph Et H
A12 34-dif-Ph Et H
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O

(49) JP 1020037026661
(F1 4§%)

No RY R | R® R35
A13 3,4,5-triF-Ph Et H Ny
A4 4-C1-Ph Et H /\[ l
A15 | 34-diCl-Ph Bt | H NTMe
A16 3-Cl-4-F-Ph Et H
A17 4-Cl-2-F-Ph Et H
A18 4-Ci-3-F-Ph Et H
A19 5-Br-2-F-Ph Et H
A20 2,1,3-benzoxadiazol-5-yl Et H
A21 2,3,5-triF-Ph Et H
A22 2,5-diF-Ph Me H OH
A23 |34-iF-Ph Me | H /O/
A24 3,5-diF-Ph Me H
A25 3,4,5-triF-Ph Me H
A26 4-C1-2-F-Ph Me H
A27 4-C1-3-F-Ph Me H
A28 4-Br-Ph Me F
A29 5-Br-2-F-Ph Me H
A30 2,1,3-benzoxadiazol-5-y1 | Me H
A31 2,3, 5-riF-Ph Me H
A32 2,5-diF-Ph Et H
A33 3,4-diF-Ph Et H
A34 3,4,5-triF-Ph Et H
A35 4-C1-Ph Et H
A36 3,4-diCI-Ph Et H
A37 3-Cl-4-F-Ph Et H
A38 4-C1-2-F-Ph Et H
A3Q 4-Cl-3-F-Ph Et H
A40 5-Br-2-F-Ph Et 'H
A41 2,1,3-benzoxadiazol-5-yl Et H
A42 2,3,5-triF-Ph Et H
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(F145%)

(50)
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No R3 R¥ | R® R
A43 2.5-diF-Ph Me H
Add | 34-diF-Ph Me | H /\Og\OH
A4S 3,5-diF-Ph Me H
A46 3,4,5-ttiF-Ph Me H
A47 4-C1-2-F-Ph Me H
A48 4-Cl1-3-F-Ph Me H
A49 4-Br-Ph Me F
A50 5-Br-2-F-Ph Me H
A51 2,1,3-benzoxadiazol-5-yl | Me H
A52 2.3,5-triF-Ph Me H
A53 2,5-diF-Ph Et H
Ab4 3,4-diF-Ph Et H
A55 3,4,5-triF-Ph Et H
A56 4-CI-Ph Et H
A57 3,4-diCl-Ph Ft H
A58 3-Cl-4-F-Ph Et H
AB9 4-Cl-2-F-Ph Et H
AB0 4-Cl-3-F-Ph Et H
AB1 5-Br-2-F-Ph Et H
AB2 2.1,3-benzoxadiazol-5-yl Et H
AB3 2.3,5-triF-Ph Et H
AB4 2,5-diF-Ph Me H Me
AG5 | 34-diF-Ph Me | H " oH
AB6 | 3,5-diF-Ph Me | 11 Me
AB7 | 34,5-triF-Ph Me | H
AG8 4-C1-2-F-Ph Me H
ABY 4-Cl1-3-F-Ph Me H
A70 4-Br-Ph Me F
AT1 5-Br-2-F-Ph Me H
A72 2.1,3-benzoxadiazol-5-yl | Me H
AT73 2,3,5-triF-Ph Me H
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(51) JP 1020037026661
(F14fex)

No R R%Z | R® R
A74 2,5-diF-Ph Et H Me
A75 | 3A-diF-Ph Bt | H N o
A76 | 3.4,5-triP-Ph Bt | H Me
AT7 4-CI-Ph Et H
A78 3,4-diCl-Ph Et H
A79 3-Cl-4-F-Ph Et H
A80 4-Cl-2-F-Ph Et H
A81 4-C1-3-F-Ph Et H
A82 5-Br-2-F-Ph Et H
A83 2,1,3-benzoxadiazol-5-yl Et H
AB4 2.3,5-triF-Ph Et H
AB5 2,5-diF-Ph Me H
AB6 3,4-diF-Ph Me H /D
A87 3,5-diF-Ph Me H
A838 3.4,5-triF-Ph Me H
A89 4-C}-2-F-Ph Me H
A90 4-Cl-3-F-Ph Me H
A91 4-Br-Ph Me F
A92 5-Br-2-F-Ph Me H
A93 2,1,3-benzoxadiazol-5-yl | Me H
Ad4 2,3,5-triF-Ph Me H
A95 2,5-diF-Ph Et H
A96B 3,4-diF-Ph Et H
A97 3,4,5-triF-Ph Et H
AS8 4-C1-Ph Et H
A99 3,4-diCl-Ph Et H

A100 | 3-Cl-4-F-Ph Et q
A101 4-Cl-2-F-Ph Et H
A102 | 4-Cl-3-F-Ph Et H
A103 | 5-Br-2-F-Ph Et H
A104 2,1,3-benzoxadiazol-5-yl Et H
A105 2,3,5-triF-Ph Et H

Al 2003.4.3
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JP W02003/026661 Al 2003.4.3

(#1 4f%)

No R R | R R
A106 E,S-d%F-Ph Me H e
A107 | 3,4-diF-Ph Me H
A108 | 3,5-diF-Ph Me H
A109 | 3,4,5-riF-Ph Me H
A110 | 4-Cl-2-F-Ph Me H
A111 4-Cl-3-F-Ph Me H
A112 4-Br-Ph Me F
A113 | 5-Br-2-F-Ph Me H
A114 2,1,3-benzoxadiazol-5-yl Me H
A115 | 2.3,5-triF-Ph Me H
A16 | 2,5-diF-Ph Et H
A117 | 3,4-diF-Ph Ei H
A118 | 3,4,5-triF-Ph Et H
A119 | 4-Cl-Ph Et H
A120 | 3,4-diCl-Ph Et H
A121 3-Ci-4-F-Ph Et H
A122 | 4-Cl-2-F-Ph Et H
A123 | 4-C1-3-F-Ph Et H
A124 | 5-Br-2-F-Ph Et H
A125 | 2,1,3-benzoxadiazol-5-yl Et H
A126 | 2,3,5-triF-Ph Et H
A127 | 2,5-diF-Ph Me H A~
A128 | 3,4-diF-Ph Me H /\/Q&
A129 | 3,5-diF-Ph Me | H 0
A130 |34,5-til-Ph Me H
A131 | 4-Cl-2-F-Ph Me H
A132 | 4-Cl-3-F-Ph Me H
A133 | 4-Br-Ph Me F
A134 | 5-Br-2-F-Ph Me H
A135 | 2,1,3-benzoxadiazol-5-yl | Me H
A136 | 2,3,5-iriF-Ph Me H
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(53)

JP W02003/026661 Al 2003.4.3

No R3! R?Z | R® R
A137 | 2,5-diF-Ph Et H
“ “NH
A138 | 3,4-diF-Ph Et H /\/@
A139 | 34,5-trif-Ph Et | H ©
A140 | 4-Cl-Ph Et H
A141 3,4-diCl-Ph Et |5}
A142 | 3-Cl-4-F-Ph Et | £}
A143 | 4-CI-2-F-Ph Et | H
A144 | 4-Cl-3-F-Ph Et H
A145 5-Br-2-F-Ph Et H
A146 2,1,3-benzoxadiazol-5-yl Et H
A147 2,3,5-triF-Ph Et H
(&15)
Me
N~
\N l N/R%
H
Br
No R No R®
A148 | -(CHp)-(5-Me-3-0xPy) A156 | -CH,-CH(CH,OH)-3-0xPy
A149 | -(CHz),-(5-Cl-3-0xPy) - A157 | -CH;-CH(CONH;)-3-0xPy
A150 | -(CHy)2-(5-MeO-3-0xPy) A158 | -CHp-5-oxquin
A151 | -(CHy),-(4-Cl-3-0xPy) A159 | <(CHa)-3-oxquin
A152 | {CH;)<(4-MeO-3-0xPy) A160 | -(CH,):-8-oxquin
A153 | «(CH,),~(5-OH-3-0%Py) A161 | -(CHy)-S-3-0xPy
A154 | -CH,;-CH(COzEt)-3-0xPy A162 | -(CHy),-NH-3-0xPy
A155 | -CH,-CH(CO.H)-3-0xPy A163 | -(CH2)-N(Me)-3-oxPy

10

20

30



(54) JP W02003/026661 Al 2003.4.3

[ (%16)
[ R
[
[ |
[ T
: N~ "N o~
R H l +
[ 3 0
[
[ No R41 R32 No R41 R32
[ A164 | 3-CI Me A169 |4-1 Me
E A165 |3-NO; Me A170 |3-Cl Et
c A166 | 3,4-diCl Me A171 | 3,4-diCi Et
[ A187 | 3-Cl-4-F Me A172 | 3-Cl-4-F Et
[ A168 |4-Cl Me
L
o (E&LT7)
C R%
[ 33
[ NZ~ R 3
[ )% | | N
[ R31 N N = \0_
[ H
[ No R31 R32 R33 No R31 R32 R33
| 173 | indol-5-y1 Me | H | A194 |2,5-diF-Ph Bt | F
(| A174 | benzofuran-5-yl Me H | A195 | 3,5-diF-Ph Me F
(| A175 |2,3-dihydro-1,4 Me H | A196 |4-Cl-2-F-Ph Me F
[ -benzodioxin-6-yl
E A176 | 3-Br-4-Cl-Ph Me H A197 | 4-Cl-2-F-Ph Et F
r| A177 | 3,4,5-triF-Ph Me F A198 | 4-Cl-3-F-Ph Me F
[ A178 | 3,4,5-triF-Ph Et F A199 | 4-Cl-3-F-Ph Et F
"1 A179 | 4-Cl-Ph Et | F | A200 |5Br2-F-Ph | Me | F
[
: A180 | 2,1,3-benzoxadiazol | Me F A201 | 5-Br-2-F-Ph Et F
[ ~5~y1
[ A181 | 2,1,3-benzoxadiazel | Et F A202 | 3-(1-Me-pyrr) | Me H
: -5-yl
L
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(55) JP W02003/026661 Al
(F17&%)
NO R31 R32 R33 NO R31 R32 R33
A182 | 3,4-&F-Ph Me F A203 | 4-pipe Me H
A183 | 3.4-&iF-Ph Et F A204 | 4-(1-Ac-pipe) | Me o
A184 | 4-Br-3,5-diF-Ph Me H A205 | 4-Br-3,5-diF- Et H
Ph

A185 | 4-Cl1-3,5-diC1-Ph Me H A206 | 4-Cl-3,5-diCl Et H
-Ph

A186 | 5-Br-3-Py Me H A207 | 5-Br-3-Py Et H

A187 | 5-Br-2-Py Me H A208 | 5-Br-2-Py Et H

A188 | 5-Br-pyrimidin-3-yl | Me H | A209 | 5-Br-pyrimidi | Et H

' n-3-yl

A189 | 3-Cl-4,5-diF-Ph Me H A210 | 3-Ci4,5-diF- FEt H
Ph

A190 | 4-C1-2,5-diF-Ph Me H A211 | 4-Cl1-2,5-diF- Ft H
Ph

A191 | 5-Ci-2,4-diF-Ph Me H A212 | 5-Cl-2,4-diF- Et H
Ph

A192 | 5-C1-3-Py Me H A213 | 5-CI-3-Py Et H

A193 | 2,5-diF-Ph Me F A214 |2,3,5-riF-Ph Me F

(#18)

Me
N=" |
35
Cl N R
N~ "N~
H
F
No R*® No R
=0
A 3
O

A216 | -(CH3)~(5-MeO-3-0xPy} A218 | -(CHp)~(4-Cl-3-0xPy)
Ooooooao
O000D0D150 10 280 (2003.1.28)
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