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1,):8.450 0 0 8.10(s, 1H), 7.6-7.2(m, 3H), 7.0-6.8(m, 2H), 5.960 0O O 5.18(m, 1H)
, 3.8-3.4(m, 5H), 2.9-3.15(m, 4H), 2.0-1.0(m, 4H), 0.880 O 0 0.76(t, 3H, J=7Hz);

MS(ESI) :540(M{3>CI, 35CI}Na™), 542(M{3’Cl, 35CI}Na™)DO
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15):8.280 0 0 8.13(s, 1H), 7-6-7.2(m, 3H), 7.0-6.85(m, 2H), 5.540 0O 0 5.02(m, 1H

), 3.45-3.9(m, 5H), 3.15(m, 4H), 1.7-1.2(m, 4H), 0.76(t, 3H, J=7Hz);MS(ESI):540(

M{35CI, 3SCIINa*), s42(M{37Cl, 3°CIINa*)O
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z), 7.27(m, 1H), 6.97(m, 2H), 6.88(m, 2H), 4.63(m, 1H), 3.55(m, 4H), 3.16(m, 5H)
, 1.75(m, 2H), 1.4(m, 1H), 1.2(m, 1H), 0.77(t, 3H, J=7.4Hz)O
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J=8Hz), 7.27(m, 1H), 6.99(m, 2H), 6.89(m, 2H), 4.42(m, 1H), 3.55(m, 4H), 3.41(m,
1H), 3.14(m, 4H), 1.6(m, 2H), 1.25(m, 2H), 0.76(t, 3H, J=7.3Hz)O
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1H-NMR(CDCI3):8.390 O O 8.02(s, 1H), 6.98(m, 2H), 6.88(m, 2H), 4.400 O O 3.92(m,
1H), 3.35-3.55(m, 5H), 3.15(m, 4H), 2.35(m, 1H), 2.0-1.8(m, 3H), 1.2-1.6(m, 4H)
sMS(ESI) :408(MNa*) O
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ooQgo

Mp (Mp iM+H

5 | & B A Y Q RI Z

1171117 [492-494i4-F-Ph PIP SO2ICH2  [2«(5-Br-FA7x2) (RH

128 1128 1409 4-F-Ph PIP SO2{CH2 D3EUIL RH

125 {125 [414 4-F-Ph PIP SO2ICH2 R-FA 7=l RH

135135 414 4-F-Ph PIP SQ2ICH2 B-FF7=—i RH
409 4-F-Ph PIP so2icH2 R.eun RH
372 4-F-Ph PIP CO [N (S)-PhCH2 A
426 4-F-Ph PIP SO2iCH?  {4-F-Ph RH
358% 14-F-Ph PIP SO2ICH2 {Gem-3-Me RH
450 4-F-Ph 2-Me-PIP ISO2ICH2  |PhCH2CH2 RH
498*  [4-F-Ph PIP SO2ICH2  |4-CH-PhOC{Me)2 RH

129 1130 {389 4-Ph U 802ICH2 [Ph RH
500-50213.4-2°-C\-Ph [PIP SO2|{CH2  |[CH2CH(CH3)Ph RH
466 4-F-Ph PIP SO2{CH2  IPhOCH2CH2CH2  |RH

110 {110 |514*  {4-Cl-Ph PIP SO2|CH2  |4-CI-PROC(Me)2 RH

138 {140 1550-55213.4-2°-C1-Ph |PIP SO2|CH2  {4-C1-PhOC(Me)2 RH
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Mp (Mp IM+H
%15 B A Y Q Rl A
69 {70 389 Ph 4 SO2iCH2 |Ph RH
) e
456 4-F-Ph PIP SO2iCH2  ic-~¥VICH2ZCH2CHZ {RH
442 4-F-Ph PIP SO2CH2 Ee~sU CH2CHIRH
139 {140 1407 4-F-Ph 2y A SO2 ICH2 Ph RH
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505 4-F-Ph PIP SO2iCH2 N-PRCH2-4- RH
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104 {104 {548 4-F-Ph PIP SO2{CH2  4-Cl-PhSO2C(Me)2 {RH
135 ]135 1451 4-F-Ph PIP SO2iCHz  {3- RH
¥U L CH(CH3)YCH2
100 1100 451 4-F-Ph PIP SO2{ICH2 14~ RH
UL CHCH)CH?
65 165 1451 4-F-Ph PIP SO2|CH2  |2-yrdviCH(CH3)CH2 {RH
69 170 1449 4-F-Ph ESEMS02{CH2  {PhCH(CH3)CH2 RH
34 155 1436 4-F-Ph P AAS02{CH2 [2-EULCHIZCH?  RH
66 |67 1449-501|4-F-Ph P S SO2ICH2  {4-CLPROC(Me)2 RH
480 3-Cl-Ph pIP SO2{CH2  |PhCH2CH2CH2CH? |RH
50 |55 1480-482/4-Cl-Ph PP SO2iCH2?  iPWCH2CH2CHICH? [RH
450 4-F-Ph PIP SO2{CH2  {(S)-2- RH
PRCH(CH3)CH2
450 4-F-Ph PIP SO2ICHZ  [(R)-2- RH
PhCH(CH3)CH2
467 3-Ci-Ph PIP SO2iCH2 I3 RH
U -CHICH3 )Y CH2
464 4-F-Ph PIP SO2|CH2  |CH2CH(CH2CH3)Ph |RH
160 {163 |428 4-F-Ph PP SO2{CH2  (CH2e-~Fisl RH
468 5-Cl-2- pip SO2iCH2  |3- RH
v 5L CH(CH3)CH2
456 4-F-Ph PP SO2|CH2 {2- RH
F 7V CH(CH3)
CH2
45 |46 1478 4-F-Ph PIP SO2ICH2  IPhCH2CH2CH2CH2 |RH
CH2
67 168 1450 4-F-Ph PIP SO2iCH2 [2-CH3PhCH2CH2 IRH
75 |76 |450 4-F-Ph B S02ICHZ 3 RH
1 CH(CH3)YCH2
69 |70  {510-512|4-Br-Ph PIP SO2{CH2  [PRCH(CH3)CH2 RH
133 1135 {346 4-F-Ph PIP SO21CH2 CH3 RH
465 4-F-Ph PIP SO2{CH2 {CH2CH2CH(CH3)3- {RH
Pyr
60 163 1450 4-F-Ph PIP SO2{CH2 {CH(CH3)CH2Ph RH
478 4-F-Ph PIP SO2CH2 |CH2CH(Pri)Ph RH
452 4-F-Ph PIP SO2iCH2  {CH2CH(CH)S=— IRH
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Mp |Mp |M+H
g & B A Y| Q Rl Z
420 2 PiP §02 (CH2  |PhCH2CH2 RH
| e
155 {157 {454  [6-Cl4- PIP SO2 [CH2 |PhCH2CH2 RH
) i
452 4-Cl-Ph PIP 802 {CH2 {PhCH2CH2 RH
452 3-Cl-Ph PIP SO2 |{CH2 PhCH2CH2 RH
486 3,4-3°-C1-Ph{PIP 802 |[CH2 [PRCH2CH2 RH
4353 5-Cl-2- PIP 502 |[CH2 PhCH2CH2 RH
e
453 3-Cl2. PIP 802 ICH2 |PRCH2CHZ RH
=) %%
466 4-C1-Ph AEESEZ (SO2 {CH2  JPRCH2CH? RH
A
419 -2 |PIP SO2 ICH2  IPhCH2CH? RH
494 6-Cl-4- PIP SO2 ICH2  |3.4-0.CLPh RH
) et
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493  {6-Cl-2- PIP $02 ICH2 |3,4-3>-Cl-Ph RH
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527 5-CF3-2- [PIP 502 |CH2 {3,4-25Cl-Ph RH
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562 3.Cl-5-CF3-1PIP S02 |ICH2  i3,4-25.Cl-Ph RH
2-EL
469 |5-Cl-2- PIP SO2 |CH2  {PhCHIOCH? RH
BV
493 5-Cl-2- PIP SO2 ICH2 |3.43°-Cl-Ph RH
=) i
494 6-Cl-4- PIP 502 |ICH2 |4-CF3-Ph RH
FI 33
523 |4-Me-2- PIP SO2 ICH2  13.4-0-Cl-Ph RH
=/ Ui
468 3-Cl-Ph PIP SO2 ICH2  IPhCH20OCH?2 RH
454 2-Cl-4- PIP SO2 (CH2 |PRCH2CH2 RH
o =
459 12- PIP SO2 {CH2 [PhCH2CH2 RH
RV i
v
475 2+ PIP 802 {CH2 {PRCH2CH2 RH
ARATFT
L
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Me2
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434,456(5-C1-2- PIP S02 |CH2  13-+1< 5 -CH2CH2 IRH
U

gooo

10

20

30

40



(40)

JP 4776778 B2 2011.9.21

Mp [Mp [M+H
K & B ALY Q Rl Z
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303 5-CF3-2- |PIP {802 |CH? [PhCH20CH2 RH
g
468,470 |P2-C1-4- PP 1802 |CH2 PRCH2CH2CH2 RH
Iy
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eIV
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LU
451 4-F-Ph PP 1802 iCH2 i2- RH
e CH2CH2CH?
120 1123|452 4-F-Fh PIP (SO2 ICH2 |2- RH
Y3 ESLCH2CHS
CH2
452 4-F-Ph PIF |SO2 ICH2 |5 RH
YL CHICH?
CH2
119 (121 1468 5-Cl-2- PIP {802 |CH2 12- RH
(=P s CHICH2CH2
469,471 15-Cl-2- PIP iSOz (CH2 i5- RH
()P 2 ) 3L CH2CHZ
CH2
131 134 {469,471 |5-Cl-2- PIP (SO2 CH2 j2- RH
UL e 33y CH2CH2
CH2
426,428 |5-Cl-2- PIF  (SO2 ICH2 [2-eYs RH
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4-F-Ph | PIP | 802 | CH2 li-7men RH
360 4-F-Ph PIP SO2 CH2 =PV A n—c—s RH
386 4-F-Ph PIP SO2 CH? jAre—c 500 RH
4508 |4-F-Ph PP S02 CH2 |4-NMe2-Ph RH
442 4-F-Ph PIP S02 CH2 i4-Cl-Ph RH
388 4-F-Ph pIp SO2 CH2 jtert--v RH
442 4-F.Ph PIP SQ2 CH2 |2-Cl-Ph RH
484 4-F-Ph PIP SO2 CH2 !4-Ph-Ph RH
468 4-F-Ph PIP S0O2 CH2 |2 4-2-OMe-Ph RH
4529 |4-F-Ph PIp SO CH2 {3.NO2-Ph RH
4759 |4-F-Ph PIP SO2 CH2 [4-CF3-Ph RH
4759 |4-F-Ph PIP SO2 CH2 2-CF3-Ph RH
374 4-F-Ph pip S02 CH2 o RH
458 4.F-Ph PIP SO2 CH2 |1-Fr=Fn RH
3879 |4-F-Ph PIP SO2 CH2 B-7un RH
4509 {4-F-Ph PIP SO2 CH2 |CH2CH2S8CH3 RH
388 4-F-Ph PIP SO2 CH2 17 RH
491 8 4-F-Ph PIP 502 CH? 4-Br2-F34r==iL RH
4858 14-F-Ph PIP 502 CH2 i3-Br-Ph RH
458 4.F-Ph PIP SO2 CH2 12-F7Fn RH
496 4-F-Ph bip SO2 CH2 2-7nd1c RH
466 4.F-Ph 1P SO2 CH2 4-CO2Me-Ph RH
414 4-F-Ph PIP S0O2 CH2 Bro~ia RH
402 4-F-Ph PiP SOz CH2 2-®4~L RH
5339 |4-F-Ph PIP S02 CH2 {3-{4-Ci-PhO)-Ph RH
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4519 14-F-Ph PIP 502 CH2 4-r"p—n RH
4.F.Ph PIP SO2 CH2 3-(OCH2Ph)Ph RH
4-F-Ph PIP SO2 CH2 |4-(OCH2Ph)Ph RH
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(2H;m ).
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