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(12) JP 2013-83447 A 2013.5.9
oooao
1 - — CH; H 1| sPREVH—-Fv
2 - - CH;CH, H L | sPREVY—Fv S
3 — B CH3(CH;), H 1] sPREXVY—Fw
4 - - (CH3) ,CH H 1] spreEVY~Fu
5 — - CH;3 (CH,) ;4 H 1| sPREVY—FuT
6 — - iso-butyl H 1| sPREVY—F v
7 — - sec-buty] H 1| spREVY—FuS
8 - - tert-butyl H 1} sPREVH—Fv7
9 — — CHy (CH,) 4 H 1} sprEY—Fu S
10 — - 1s0-amyl H 1| sprEY—Fuf
11 — - neo-penty’ H 1| sprEVY~F T
12 — - 2-penty’l H 1| sPREVY—~Fw
13 - - 3-pentyl H 1] sprEVY—Fv
14 - - CH3CH,CH{CH; ) CH, H 1| spréEAAH~FuF
15 — - tert-penty] H 1| sprEH—Fu
16 1 26 n-hexy1 H 1| sPREVY~FuS
17 — - iso-hexy]l H 1§ sSPREVY—Fv T
18 - — CH3CH,CH (CH3CH, ) CH;, H 1| sprEY—-Fv T/
19 —_ - CH3CH{CH;),CH, H 1! spREAY—Fu S
20 — - n-octyl H 14 sprEVY~F o
21 1 27 n-decyl H 1| sPREVH—FuT
22 — - n-dodecy? H 1| sPREVY—FuT
23 - - cyclopropyl H 1| spREVY—Fu T
24 — — cyclopentyl H 1] sPrREY-FvuT
25 1 25 cyclohexyl CH;CH, 1] sPREVY—FwF
26 1 24 2-methylcyclohexyl H 1| sPREEY—Fu T
27 - - CF3CH, H 1| sprREVY—FuT
28 — — CF3CF,CH, H 11 sprbEVH-FuF
29 o — 2-CF3CH;CH, H 1] SPREXY—FwuF
30 1 40 tetrahydrofurfuryl H 1| sprEVH—Fw T
31 1 44 2-pyridyimethyl H i SPRE Y —F v
32 - — 3-pyridyimethy] H 1 sPREVY—FoF
33 i 42 4-pyridyimethy] H 1| sprEEYY—Fu
34 - - 2-(cyclopropylthio)ethyl H 1 sprEVY—Fv )/
35 — - 3-(cyclopropylthio)propy]l H 1| sPREVH—Fw/
36 — - 4-{cyclopropylthic)butyl H 1| sprEXY—FuF
37 1 76 2-(cyclopentylthio)ethyl H 1] spREYH—Fv
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(13) JP 2013-83447 A 2013.5.9
Ooooao

38 - - 3-{cyclopentylthio)propy]l H 1| sPREVH—F o
39 - - 4-(cyclopentylthio)butyl H 1| sPREVY—F o7
40 — — 2-{cyclohexylthio)ethyl H 1} sprEY—Fu
41 - - 3-(cyclohexylthio)propyl H 1} sPREXT—Fu
42 - - 4-(cyclohexylthio)buty]l H 1} sprEYH—FuT
43 i 77 2-(propylenethio)ethy?l H 1} sprEY—FuT
44 — — 3-(propylenethio)propyl H 1| sPREVY—FwT/
45 - e 4-{propylenethio)butyl H 1| spPREVY—FwT
46 1 53 CeHyCH,S (CH,) H 1| sPREVY—Fv 7
47 - - CeHyCHRS (CH,) 5 H 1} spREVY-—FoF
48 — — CeHsCH, S (CH,) 4 H 1} sPREVY—F T
49 1 72 3-F~CgH4CH,S (CH,) 5 H 1| sprEVH~F v S
50 1 71 4~F-CgHaCH,S (CHy ), H 1| sPREVY—FuTF
51 1 73 2,4-CT,~CeH3CH,S (CHy), H 1| sPREVH—FvT
52 1 83 CgHsCH, H 1} sPrREYY—FvF
53 1 54 CeHsCH; CeHsCH, i SPRE VY —F w7
54 1 22 1-phenylethyl H 1{ sprEY—FuF
55 - - 2-phenylethy] H 1{ sPRE>Y—Fu S
56 1 47 1-CO0H-2-phenylethyl H 1| spreEVY—Fv7
57 1 48 1-COOCH;-2-phenylethy] H 1| sprEVY—FvF
58 1 15 furfuryl H 1| sPREVY~FoT
59 1 37 furfuryl H 4 | sprz Y —Fu S
60 1 39 5-CHsy-furfuryl H 1| spREVY—Fu
61 1 49 5-CHy-furfuryl H 4 | sPREYY—FuF
62 - - 5-CH3CH,-Furfuryl H 1| sprEVY—F v
63 — - 5-CHz (CHy) s~ Furfuryl H 1] sPREVY—FuT
64 — - 3-CHy-furfuryl H 1] sPREVY—F o7
65 - - 4-CH;~furfuryl H 1] sprREVY—Fw S
66 1 50 furfuryl CH,CH, 1| spreEVY—Fu
67 | 1,3 6 furfuryl phenyl 1| sprREZVY—Fv/
68 4,5 6 furfuryl phenyl 1 FTHOA—-R

69 1 59 furfuryl 2-F-CeHy | 1| spREVH—FuT
70 1 61 furfury? 3-F-CgHy | 1| sprEYY—FvT
71 1 60 furfuryl 4-F-CeHy | 1 | SPREVY—F o7
72 1 64 furfuryl 4-CH3~CgHy | 1 | SPREVY—Fu
73 1 58 furfuryl 3-CH3SCgHy | 1 | sPREVY—F o7
74 1 56 Ffurfuryl CgHsCH, 1| sprEVY~Fv
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(14)
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20

oooao
75 1 57 furfuryl 2-biphenyl| 1| sprEzH—Fw 7/
76 1 51 furfuryl furfuryl | 1| sprEVY—F oy
77 1 79 phenyl H 1| sprREYY~FuT
78 - — 2-F-CgH, H 1| sPREHY—Fu 7/
79 — - 3-F-CgHy H 1| sPREVY—Fv T
80 1 82 4-F~CgHy H 1| sPREH—FuF
81 - - 2,4-F,-CgHy H 1| spREVS—FvF
82 — — 3, 5-F,~CgH; H 1| sprEYY—F o
83 — - 2-CT-CgH, H 11 spPREVY—Fv S
84 1 14 3-C1-CgHy H 1| serEVU—Fu/
85 1 15 3-CT-CgH, H 4| serEVY—FuT
86 — — 4-CT - CgHy H 1] spriEH—F oy
87 - - 2, 4-C1,-Cghlg H 1] spPREVH—F o
88 — — 3,5-C15-CgHs H 1| spREVY—FuF
89 — — 2,4,5-Cly=CgH, H 1| spruVH—F o/
a0 — — 3-C1-2,4-F,~CeH, H 1| spREzY—FuS
g1 - - 2,4-CTy=3-CH;-CgH, H 1| spPREVY—Fu
92 - — 2,4-C15-5-CH30-Cghy H 1} sprzHY—FouF
93 - - 2,4-C1,-5-(CH3) ,CHO-CgH, H 1| sPREVY~FvF
94 — — 2=F-4=Cl=5~CH30=CeH, H 1| spREVY—Fv
g5 — — 2-F-4-C1-5-(CH;),CHO~CsH, H 1| sprREzY—F
96 - —_ 2-F-4-CFy-CgHs H 1} sprEVY—FwS
97 - u 2-C1=4-CFy=~CeHy H 1| sprREVY—FuT
98 - - 2-CT1-5-CF3~CeH; H 1| sPREAH—FuT
a9 — — 4-F~3-Cghs0-Cghiy H 1| sPREVY—F o/
100 —_ - 2-Br-CgH, H 1| sPREVY—FuT
101 - — 4~Br-CgH, H 1| spREVH—F T
102 — — 4-T-CgHy H 1| spPREXY—~FvF
103 - - 2-CHy~CgH, H 1| sPREVY—Fu
104 1 21 2-CHy~CgHy H 4 | spREVY—FwF
105 1 81 3 CHz~CgHy H 1| sprEH—FuS
106 1 80 4« CHy~CgHy H 1] spREVH—FwF
107 - — 2,4-(CH3) - CgHy H 1] spREVY—Fv S
108 1 29 2,4,6-(CHy)3-CeH, H 1] spREVY—Fv S
109 1 62 4-CH3CH,~CeHy CF3(CH)CH | 1 | sprEVY—Fu
110 - — 4un (CH4) ;CH-CgHy H 1| sprEVY—FoF
111 1 19 2-tert-butyt-Ce, H 1| sprEVH—FuS
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oooao
112 - - I-tert-butyl-CgH, H 1| sPREVY—Fu T
113 - - 4-tert-butyl-CgH, H 1| sPREVY—FwS
114 - - 2-CF3~CeHy H 11 sprizY—Fu
115 — o 3-CF3-CgHy H 1] spREVY—Fu 7
116 — — 4=CF3=CgHy H 1] sprzY—FyS
117 — - 2,4-(CF3),-CyH; H 1| sPREVY—F T
118 1 13 3,5~ (CF3)>-CeHs H 1| sprzY—~FuS
119 - - 2-CH;0-Cety H 1} sprEEVY—F S
120 o - 3-CH30-CeH, H 1| sPREVY—-FuS
121 | - —_ 4-CH;0~CgHy H 1] sertey—Fuvr
122 - - 3,4~ (CH30);~CgHs H 1| sPREVY—Fv7
123 — — 2~CH3CH,0-CgHy H 1} sprEVY—FuT
124 - - 3-CHyCH,0-CgHy H 1| sPREVY—FuvT
125 1 20 4-CH;3CH0-CgHy H 1| sPrEYY—FuS
126 — - 4 (CH;) ;CHO-CgH,4 H 1} sprEVY—FuS
127 — - d-tert-butoxy-CqH, H 1] sPREVH—Fv S
128 | 1 28 2-CF30-CgH, H 1| sPREVY—F v
129 — — 3-CF30~CgHy H 1| sPrREVY—Fuv T
130 1 17 4-CF30-CgH, H 1| sprEVY—-FuT
131 1 43 Z2-phenoxy-CgHg, H 1] sPREVY—FvF
132 — - 3-phenoxy-CgHqy H 11 sereEVY—FuS
133 — o 4-phenoxy-CgHy H 1] sPrEVYY—Fuv 7
134 | — - 2-CeHsCHOCH, H 1| spREVY—Fu 7
135 - - 3-CgHsCH,0CH, H 1| spREVH—FvT
136 1 32 4-CgHsCHL0CH, H 1} spREVY—Fv/
137 - - 2-CH:S-CgH, H 14t sPrEVY—FuT
138 1 38 3-CH;S-CgHy H 1] seREVY—Fv T
139} — - A-CH;S~CgHy H 1] sprEVH—Fv7
140 — - 2-CF;350,-CgHy H 1| sprEVY—FuT
141 1 30 3~CF350,~CgHq H 1| spREY—F o
142 — — 4-CF350,~CeHa H 1| sPREVY—-Fv T
143 — - 2-C00CH;~CgHy H 1| sprREY—Fw T
144 - o 3-COOCH;~CgHy H 1| sPrREVY—FuT
145 — - 4-CO0CH;-CeHy H 1| sprEVY—~FuF
146 1 35 2~COOCH, CH3 -, H 1| serEVY—F v/
147 - - 4-COOCH,CH3~CeHy H 1| sprRESY—FuT
148 1 1 34 2-CO0H-CeH, H 1| sPREVY—Fu
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149 1 33 4-COOH-CgH, H 1} sprEVY—FuT
150 i 69 2-(1-naphthy1)CeH, H 1| sprEzVY—Fu
151 1 75 2-(2-naphthy1)CgH, H 1} sprEAY—FuT/
152 1 63 2-3-pyridyl)CaH, H 1| sprEAY—FuT
153 {4,5,7] 63 2~ (3-pyridy1)CgH, H 1 FHO—X
154 | — 63 2-(3-pyridy1)CgHy H 1| RUAS LY L~}
155 - 63 2-(3-pyridy1)CgH, H 1] TRFPIANR-N
156 - 63 2-G-pyridy1)CeH, H 1 NI I = VAT P
157 1 23 2-biphenyl H 1| spREVY—FwT
158 - 23 2-bipheny’ H 1 Ruxsgsuylb—§
159 {12,131 23 2~bipheny H 1 Mlriabbdas—Jib
160 14,15 23 2-biphenyl H 1 IARF S RaAn—
1614 4,5 23 2-biphenyl H 1 FHO-Z
162 o 23 2-bipheny] H 1 L2 kel d
163§ 1,2 8 2-briphenyl H 4 | sprEVY—F S
164 | — 8 2-biphenyl H 4 1 RUA&ZLZYL—}
165 | 4,5 8 2~-biphenyl H 4 7HO~Z
166 - 8 2-biphenyi H 4 RIEINFIR—)
167 - 8 2-biphenyl H 4 | ANRES FIN-I
168 10,11 & 2-biphenyl H 4 I O—X
169t 8,9 8 2-biphenyl H 4 F b4
170 - 8 2~-hbiphenyl H 4 UhRT
171 - — 2-biphenyl CHy 1| sprEVY—FvF
172 ] - — 2-biphenyl CHiCH, | 1| sprEVH—F w7
173 — — 2-biphenyl CH3(CHy); | 1 | sPrEWH—F v
174 - — 2-biphenyl {CH,) CH 1} sprEVH—FvS
175 - - 2-biphenyl CH3(CHz)s | 1} sprEzsd—Fuw
176 - - 2-biphenyl CH3{CH), | 1 | sprEVY—Fu/
177 - - 2-biphenyl CehsCH 1§ sprREVH—F oS
178 | — - 2-biphenyl 2-pyri ;'ig’] 1| spREVH—Fu T
179 | ~ | - 2-biphenyl 3;1*’63’53;{1 1| serE>H—Fu
80| — | - 2-biphenyl A-pyr fg" 1] sPrEVH—Fy
181 1 41 4 -F-biphenyl-2-yl H 1| sprEEVH—FuS
182 1 66 3,4 -CY,-biphenyl-2-y1 H 1 SPREZ H—F w
183 — - 4'-CH;-biphenyl-2-y1 H 1| sPREVY—FuT
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184 1 68 [|4'-tert-butyl-biphenyl-2-yl H 1| spREVY—FuT
185 1 67 2 -CH,0-hiphenyl-2-y1 H 1] sPREVY—F v
186 | — - 4" -CH;0-bipheny1-2-y1 H 1] sprEVH—FvS
187 - — 3-biphenyl H 1| serEzH—Fou/
188 e — 4-biphenyl H 1| sprEVY—Fv T
189 1 46 1-naphthyl H 1| sPREVY—F v
190 - - 2-naphthyl H 11 spRzVH=F v
191] 1 45 2-thienyl H 1| sprEVY—Fu
192 - - 3-thienyl H 1| sPREVY—FwuT
193 - - 3-COOCH;-2-thieny] H 11 sprEVY—FuF
194 - — 3~COOCH,CH;~2~thieny] H 1| spREVY—F v
195 - - 2-CO0CH;-3-thieny] H 1} sPREVY—FvT
196 1 31 2-CO0CH,CH;~3-thienyl H 1| spreEVY—FouF
197 — - 3-cooH-2-thieny] H 1] sPREVH—Fu/
198 | 1,3 2 2-COOH-3-thienyl H 1] serEyH—Fu
199 | 4,5,61 2 2-CooH-3~thienyl H 1 FHO—-RA -
200 1 11 Z2-thiazolyl H 1| sprzyH—F o/
201 — - 4-thiazolyl H 1| seREVH—FuS
202 — — S-thiazolyl H 1| sPREVY—F o/
203 1 12 2-benzothiazolyl H 1) spreEVY—Fud
204 — - 4-benzothiazolyl H 1] spriz>H—FvS
205 — - S-benzothiazolyl H 11 sprEY—F v
206 — - guinolin-2-y1 H 1| sPREVY—F v
207 - — guinolin-3-yl H 1| sPrREVY—~Fu s
208 e — gquinolin-4-yl H 1| seREVY—FuF
209 | — - quinolin-5-yl H 1| sprREVH~FuT
210 | - e guinoTin-6-y1 H 1] sprEVY—F w7
211 — - quinolin-7-y1 H 1| sprizH—Fv7
212 | 1,3 4 quinolin-8-yl H 1| sprEVY—Fv/
213 | 4,5 4 quinolin-8-yl H 1 FHO-2R
214 1 74 terphenyl-2-yl H 1] spRzVH—Fv
215 - - morpholin-4-yl H 1] sprz Y —FvT
216 1 13 thiomorpholin-4-yl H 1| sprEVY~Fu
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SUNGE R ATRY
=ER108 | =BR212 | =867

2 | vorree |L00 HG/mL |10 23 33

A 9% 17330 pg/mi | 19 a1 51

b E MbTge 160 ug/mL 29 67 144

B 9 330 pg/mL | 61 156 370

c BSA 160 ug/mL 1 1 4

C 320 pg/mi 2 0 8
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