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2-Me-Ph

2, 6-Meg—Ph
2, 6-Meo-Ph
2-Me0-Ph
2-Me0-Ph
2-Me0-Ph
2-CF30-Ph
2-CF30-Ph
2-SMe-Ph
2-SMe-Ph
2-S0Me—Ph
2-$0Me~Ph
2-$05Me-Ph
2-505Me-Ph
2-CF5-Ph
9-CF3-Ph
2-N05-Ph
2-N05-Ph
9-CN-Ph

H H /H H H H H |3 |

2
—

H oHEH /H /B3 /H &H &H &dH /H &3 &/H3 e |

H H H BH H H BH H &H §H B§H §H &H &3 /3 /3 B/QH B/3H B5H &3 &3 &3 |
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pl

2-CN-Ph
2-NHMe~-Ph
2-NHMe-FPh
2-NMeo-Ph
2-NMeo-Ph
4-CHoPh-Ph
4-0Ph-Ph
2-0H-Ph
2-0H-Ph
2-C09Me-Ph
2-C09Me-Ph
2-C0sEt-Ph
2-C09E{-Ph
H

Cl

Me

Et

nPr

iPr

iPr

nBu

nBu

iBu

H H H H H H H H BH H &H &3 |

H H H H H H H H BH H &H &3 |

—d
=

H H &/H /H &H &H H &H3O|e
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iBu

secBu

secBu
2,2-Meg- FOEN
nHex

TrF=)b

1- 7o~z
1- o=k
IF=b

1- 7ozl
1- 7ozl
CFg

CFq

CoFg

CoFy
2,2-Clg—¢Pr
2, 2-Clg—cPr
cPr

cPr

1-Me-cPr
1-Me-cPr

H H H BH H H BH H &H §H B§H §H &H &3 /3 /3 B/QH B/3H B5H &3 &3 &3 |
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B 1 £ (\E)

Rl R2 R3S B Yl Y2 ¥3
CHoPh H H H C1 (1 Me
CHyPh H H H CF3 Cl Me
0Ph H H H C1 Cl Me
0Ph H H H (F5 Cl Me
OH H H H C1 Cl Me
OH H H H CF3 Cl Me
F7F -1 H H H C1 (1 Me
F7F -1 H H H (F3 Cl Me
F7F -2 H H H (1 (1 Me
F7F -2 H H H (F3 Cl Me
COoMe H H H C1 Cl Me
COMe H H H CF3 Cl Me
C05Bt H H H C1 Cl Me
C09Et H H H CF3 Cl Me
2- FIoib H H H (1 (1 Me
2- FI=)lb H H H (F3 Cl Me
CHy0Me H H H C1 Cl Me
COCH3 H H H Cl Cl Me
~N=(Mes H H H C1 Cl Me
~N=CMes H H H CF3 Cl Me

-(CHy) 3~ H H Cl Cl Me

-(CHg) 3~ H H CFy Cl Me

-(CHy) 4~ H H Cl Cl Me
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~(CHg) 4~ H H CF3 Cl Me
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Rl RZ R3 B g
2, 6-Fo-Ph H H H Me
2, 6-FoPh H H H Me
2, 6-Fo-Ph H H H Me
2, 6-FoPh H H H Me
2, 6-Fo-Ph H H H Me
2, 6-FoPh Cl H H Me
2, 6-Fo-Ph H H H Bt
2, 6-Fo-Ph H H H Cl1
2, 6-Fo-Ph H H H C
2, 6-Fo-Ph H H H Cl1
2, 6-Fo-Ph H H H Cl
2, 6-Fo-Ph Me H H Cl1
2, 6-Fo-Ph Cl H H Cl
2, 6-Fo-Ph H H H Cl1
2, 6-Fo-Ph Me H H Cl
2, 6-Fo-Ph H Cl H Cl
2, 6-Fo-Ph Cl H H Cl
2, 6-FoPh (F3 H H Cl
2, 6-Fo-Ph 0Me H H Cl
2, 6-FoPh NHs H H Cl
2, 6-Fo-Ph NMe H H C1
2, 6-FoPh Ndes H H Cl
2, 6-Fo-Ph N0, H H C

Y2 Y3
H Me
H CFq
H H

Me Me
Cl Me
Cl Me
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Me Me
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H CFq
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2,6-Fo-Ph CN H H (1
2, 6-Fy-Ph 0H H H Cl
2,6-Fo-Ph CoMe H H Cl
2, 6-Fo—Ph C0sEt H H Cl
2,6-Fo-Ph H H H Cl
2, 6-Fo—Ph H H H Cl
2,6-Fo-Ph H H H (1
2, 6-Fo-Ph H H H Cl
2, 6-Fo-Ph H H H (1
2, 6-Fy-Ph H H H Br
2,6-Fo-Ph H H H Me
2, 6-Fo—Ph H H H Me
2,6-Fy-Ph H H H OMe
2, 6-Fo-Ph H H H 0CF3
2,6-Fo-Ph H H H SMe
2, 6-Fy-Ph H H H CF3
2,6-Fo-Ph H H H (F3
2, 6-Fo—Ph Me H H (F3
2,6-Fo-Ph C1 H H (Fs
2, 6-Fo—Ph Br H H CF3
2,6-Fo-Ph (F3 H H (Fj
2, 6-Fy-Ph NOs H H CF3
2,6-Fo-Ph CN H H (F3
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Cl CFoH
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Cl COMe
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B 2 £ (T

rl RZ R3 B ¢! Y2 Y3
2,6-Fo—Ph COoMe H H (Fg Cl Me
2, 6-Fy-Ph COsEt H H (F3 Cl Me
2, 6-Fo—Ph H H H (Fq Cl (F3
2, 6-Fo—Ph H H H (F3 Cl CFoH
2, 6-Fo—Ph H H H (Fg Cl CHyOMe
2, 6-Fo—Ph H H H CF3 Cl COCHy
2, 6-FoPh H H H (Fg H Me
2, 6-Fo-Ph H H H (F3 Br Me
2, 6-Fo-Ph H H H (F3 N5 Me
2, 6-Fy-Ph H H H CF3 CN Me
2, 6-Fo—Ph H H H (Fg NHMe Me
2, 6-Fo—Ph H H H CF3 NMes Me
2,6-Fo—Ph H H H (Fg C0oMe  Me
2, 6-Fo-Ph H H H (F3 OMe Me
2,6-Fo—Ph H H H (Fg OCFsH  CFoH
2, 6-Fy-Ph H H H Cl N0 Me
2, 6-Fo—Ph H H H C1 CN Me
2, 6-Fo—Ph H H H COoMe  Me Me
2, 6-Fo—Ph H H Bl Cl Cl Me
2, 6-Fo—Ph H H B2 Cl Cl Me
2,6-Fo—Ph H H B3 Cl Cl Me
2, 6-Fy-Ph H H B4 Cl Cl Me
2, 6-Fo—Ph H H B5 (I Cl Me
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rl RZ R3 B ¢!
2,6-Fo—Ph H H B6 (I
2, 6-Fy-Ph H H B7 (I
2, 6-Fo—Ph H H BB Cl
2, 6-Fo—Ph H H B9 Cl
2, 6-Fo—Ph H H Bl (I
2, 6-Fo—Ph H H Rl Cl
2, 6-FoPh H H B12 (I
2, 6-Fo-Ph H H B13 (I
2, 6-Fo-Ph H H B4 (I
2, 6-Fy-Ph H H Bl5 Cl
2, 6-Fo—Ph H H BlI§ (I
2, 6-Fo—Ph H H R17 Cl
2,6-Fo—Ph H H RIS (I
2, 6-Fo-Ph H H RIS (I
2,6-Fo—Ph H H B20 (I
2, 6-Fy-Ph H H B2l Cl
2, 6-Fo—Ph H H B22 (1
2, 6-Fo—Ph H H B23  Cl
2, 6-Fo—Ph H H B24 (1
2, 6-Fo—Ph H H B25  Cl
2,6-Fo—Ph H H B26 (1
2, 6-Fy-Ph H H B27  Cl
2, 6-Fo—Ph H H B28 (I
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Rl RZ RS B vl
2,6-Fo-Ph H H B28  Cl
2, 6-Fy-Ph H H B30  Cl
2,6-Fo-Ph H H B3l Cl
2, 6-Fo—Ph H H B32 Cl
2,6-Fo-Ph H H B33 Cl
2, 6-Fo—Ph H H B34 Cl
2,6-Fo-Ph H H Na  Cl
2, 6-Fo-Ph H H K Cl
2, 6-Fo-Ph H H B2 CF3
2, 6-Fy-Ph H H B3  CFy
2,6-Fo-Ph H H B4  C(Fj
2, 6-Fo—Ph H H B5  (Fy
2,6-Fy-Ph H H B6  CFj
2, 6-Fo-Ph H H B7  CF3
2,6-Fo-Ph H H B8 (Fj
2, 6-Fy-Ph H H B9  CFy
2,6-Fo-Ph H H B10  CFj
2, 6-Fo—Ph H H Bl  (Fq
2,6-Fo-Ph H H B12  C(Fj
2, 6-Fo—Ph H H B13  (Fy
2,6-Fo-Ph H H Bl14  (Fj
2, 6-Fy-Ph H H B15  CFy
2,6-Fo-Ph H H B1§  C(Fj
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2,6-Fo-Ph H H B17T  (Fj
2, 6-Fy-Ph H H B18  CFy
2,6-Fo-Ph H H B19  C(Fj
2, 6-Fo—Ph H H B2  (Fy
2,6-Fo-Ph H H B21  C(Fj
2, 6-Fo—Ph H H B22  (Fy
2,6-Fo-Ph H H B23  (Fj
2, 6-Fo-Ph H H B24  CFy
2, 6-Fo-Ph H H B25  CF3
2, 6-Fy-Ph H H B2  CFy
2,6-Fo-Ph H H B27T  CFj
2, 6-Fo—Ph H H B28  (Fy
2,6-Fy-Ph H H B29  C(Fj
2, 6-Fo-Ph H H B3  CF3
2,6-Fo-Ph H H B31  (Fj
2, 6-Fy-Ph H H B32  CFy
2,6-Fo-Ph H H B33  C(Fj
2, 6-Fo—Ph H H B34  (Fy
2,6-Fo-Ph H H Na  C(Fq
2, 6-Fo—Ph H H K CF3
2,6-Fo-Ph H H BT Cl

2, 6-Fy-Ph H H B9 Cl

2,6-Fo-Ph H H B10  Cl
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B 2 F (W®E)
Rl RZ R B ¥l Y2 Y3
2, 6-Fo-PhFh H H B11 Cl H H
tBu H H H Me H Me
tBu H H H Me H CFq
{Bu H H H Me H H
tBu H H H Me Me Me
tBu H H H Me Cl Me
tBu Cl H H Me Cl Me
{Bu H H H Cl Me Me
tBu H H H Cl H Me
{Bu H H H Cl H CFq
tBu H H H Cl H H
tBu H H H Cl Cl Me
tBu Me H H C1 Cl Me
{Bu Cl H H Cl Cl Me
tBu NOg H H Cl Cl Me
tBu COoMe H H Cl Cl Me
tBu CO-Et H H Cl Cl Me
{Bu H H H Cl Cl CF3
tBu H H H C1 Cl CFoH
tBu H H H Cl Cl CHo0Me
tBu H H H Cl Cl COMe
{Bu H H H Cl CFq Me
tBu H H H Br Me Me
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Rl R? SR B & Y2 Y3
tBu H H H Me Br Me
tBu H H H 0Me H H
tBu H H H CFa Me Me
tBu H H H CFq Cl Me
tBu Me H H CFa Cl Me
tBu C1 H H CF3 Cl Me
tBu N0y H H CFq Cl Me
tBu COoMe H H CFa Cl Me
tBu COoEt H H CFq Cl Me
tBu H H H CFy Cl CFq
tBu H H H CFa Cl CFoH
tBu H H H CF3 Cl CHyOMe
tBu H H H CFq Cl COCHg
tBu H H H CFq H Me
tBu H H H CFq NO9 Me
tBu H H H CFy NHMe Me
tBu H H H CFa NHeo Me
tBu H H H N0y Me Me
tBu H H H CN Cl Me
tBu H H H CN Me Me
{Bu H H H Cl CN Me
tBu H H H CO9Me Me Me
tBu H H H COoMe Cl Me
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Me

Cl

CFq
CFq
CFq
CFy
CFq
CFq
CFq
CFq
CFq
CFyq
CFq
CFq
CFq
CFq
CFq
CFyq
CFq
CFq
CFq
CFq
CFq
CFyq
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B11
B12
B13
B14
B15
R16
B17
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® 2 F @D
Rl R2 R3S B
tBu H H B34
tBu H H Na
tBu H H K
tBu H H B7
tBu H H B8
tBu H H B15
tBu H H B17
tBu H H B18
tBu H H B34
2- CUTI H H H
2- BUTIL H H H
2- U H H B7
2- EUZI H H H
2- EUPI H H H
2- UV H H H
2- CUTI H H H
2- BUTIL H H H
2- UL H H H
2- EUYI Cl H H
2- U COoMe  H H
2- UV C0sEt H H
2- CUTI H H H
2- BUIIL H H H
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Rl R2 R3S B

2- UV H H H

2- UYL H H H

2- BUIJL H H B7
2- CUTI H H H

2- BUTIL H H H

2- U H H H

2- U H H B7
2- CUTN H H B1
2- UV H H B3
2- CUTI H H B7
2- BUTIL H H B3
2- U H H B7
2- EUZI H H B3
2- CUTN H H B4
2- UV H H B5
2- CUTI H H B6
2- BUTIL H H B7
2- UL H H B8
2- EUYI H H B9
2- U H H B10
2- UV H H B11
2- CUTI H H B15
2- BUIIL H H B16
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® 2 F @D
Rl R2 R3S B
2- UV H H B17
2- CUTN H H B28
2- BUIJL H H B30
2- CUTI H H B3l
2- BUTIL H H B32
2- U H H B34
3 UYL H H H
- EUTI H H H
4 EUDI H H H
4+~ FUTI H H H
2-F-Ph H H H
2-F-Ph H H H
2-F-Ph H H B7
2-F-Ph H H B7
2-F-Ph H H H
2-F-Ph H H H
2-F-Ph H H Bl
2-F-Ph H H B3
2-F-Ph H H B6
2-F-Ph H H B7
2-F-Ph Cl H B7
2-F-Ph H H B3
2-F-Ph H H B6
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2-F-Ph H H B7
2-F-Ph Cl H B7
2-F-Ph H H B7
3-F-Ph H H H
3-F-Ph H H H
4-F-Ph H H H
4-F-Ph H H H
2, 3-Fo-Ph H H H
2, 4-Fo-Ph H H H
2, 5-Fy-Ph H H H
Ph H H H
Ph H H H
Ph H H H
Ph H H H
Ph H H H
Ph H H H
Ph H H Bl
Ph H H B3
Ph H H B6
Ph H H B7
Ph Cl H B7
Ph H H B3
Ph H H B6
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® 2 F @D
Rl R2 R3S B
Ph H H B7
Ph Cl H B7
Ph H H B7
Ph H H H
Ph H H H
2-C1-Ph H H H
2-C1-Ph H H H
2-C1-Ph H H H
2-C1-Ph H H H
2-C1-Ph H H H
2-C1-Ph H H H
2-C1-Ph H H Bl
2-C1-Ph H H B3
2-C1-Ph H H B6
2-C1-Ph H H B7
2-C1-Ph Cl H B7
2-C1-Ph H H B3
2-C1-Ph H H B6
2-C1-Ph H H B7
2-C1-Ph Cl H B7
2-C1-Ph H H B7
3-C1-Ph H H H
4-C1-Ph H H H
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Rl R2 R3S B
2,3-C19-Ph H H H
2,4-Clo-Ph H H H
2,5-C19-Ph H H H
2,6-Clo—Ph H H H
2,6-C19-Ph H H H
2,6-Clo—Ph H H H
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- Ul H H Me (OMe Me
2- U2l H H Br H H
2- U2 H H 0Me H H
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Rl R2 B vl
2- UV H B7  0OCFs
2- CUTN H B7  SMe
2- BUIJL H B7 Ny
2- CUTI H B7  DNMe
2- BUTIL H B7  NMes
2- U H B7  NDg
2- U H B7 CN
2- CUTN H B7  (DgMe
2- UV H B7  C09Et
2- CUTI H H (Fy
2- BUTIL H H (Fy
2- U H H CF3
- BUDIL H H  (Fy
2- CUTN H H (Fy
2- UV H H (1
2- CUTI H H |
2- BUTIL H H C0oMe
2- UL H B3 Cl
2- EUYI H B6 Cl
2- U H B7 (I
2- UV H B3 (Fq
2- CUTI H B6  CFy
2- BUIIL H B7  (Fq
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2- UV H B2
2- CUTN H B3
2- BUIJL H B4
2- CUTI H B5
2- BUTIL H B6
2- U H B7
2- U H B8
2- CUTN H B9
2- UV H B10
2- CUTI H B11
2- BUTIL H B12
2- U H B13
2- EUZI H B14
2- CUTN H B15
2- UV H B16
2- CUTI H B17
2- BUTIL H B18
2- UL H B19
2- EUYI H B20
2- U H B21
2- UV H B22
2- CUTI H B23
2- BUIIL H B24
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Rl R2 B
2- UV H B25
2- CUTN H B26
2- BUIJL H B27
2- CUTI H B28
2- BUTIL H B29
2- U H B30
2- U H B3l
2- CUTN H B32
2- UV H B33
2- CUTI H B34
2- BUTIL H Na
2- U H K
- U H H
- EUPI H H
- UV H H
4+~ FUTI H H
4+ BUTI H H
4+ PUDI H H
2-F-Ph H H
2-F-Ph H H
2-F-Ph H H
2-F-Ph H H
2-F-Ph H H
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B, 4 EFHED
Rl RZ B yl Y2 y3
2-F-Ph H BY 0Me H H
2-F-Ph H B7 SMe H H
2-F-Ph H BY CFq Cl Me
2-F-Ph H B7 CFy H He
2-F-Ph H Bl Cl Cl Me
2-F-Ph H B3 Cl Cl Me
2-F-Ph H R6 Cl Cl Me
2-F-Ph H B7 Cl Cl Me
2-F-Ph H B3 CFq Cl Me
2-F-Ph H B6 CFyq C1 He
2-F-Ph H BY CFq Cl Me
2-F-Ph H RY Cl H H
3-F-Ph H H Cl Cl Me
4-F-Ph H H Cl Cl Me
2, 3-Fo-Ph H H Cl Cl Me
2,4-Fo-Ph H H Cl C1 He
2, 5-Fo-Ph H H Cl Cl Me
Ph H H Me Me Me
Ph H H Me Cl Me
Ph H H Cl Me Me
Ph H H Cl H H
Ph H H Cl Cl e
Ph H BY 0Me H H
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Ph H B7
Ph H H
Ph H H
Ph H B1
Ph H B3
Ph H B6
Ph H B7
Ph H B3
Ph H B6
Ph H B7
Ph Me B7
Ph H B7
3,4-Fy-Ph H H
3, 5-Fo-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
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2-C1-Ph H Bl
2-C1-Ph H B3
2-C1-Ph H B6
2-C1-Ph H B7
2-C1-Ph H B3
2-C1-Ph H B6
2-C1-Ph H B7
2-C1-Ph H B7
3-C1-Ph H H
4-C1-Ph H H
2,3-C19-Ph H H
2,4-Clo—Ph H H
2,5-Clo-Ph H H
2,6-Clo—Ph H H
2,6-C1o-Ph H H
2,6-C15-Ph H H
2,6-C19-Ph H H
2,6-Clo—Ph H H
2,6-C1o-Ph H B7
2,6-Clo—Ph H B7
2,6-C1o-Ph H H
2,6-C15-Ph H H
2,6-Clo-Ph H Bl
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2,6-C1o-Ph H B3
2,6-Clo-Ph H B6
2,6-Clo-Ph H B7
2,6-Clo—Ph Cl B7
2,6-C19-Ph H B3
2,6-Clo—Ph H B6
2,6-C1o-Ph H B7
2,6-Clo—Ph Cl B7
2,6-Cl5-Ph H B7
3,4-Cl15-Ph H H
3,5-Clo-Ph H H
2-Me-Ph H H
2-Me-Ph H H
2, 6-Mes—Ph H H
2, 6-Meo—Ph H H
2-Me0~Ph H H
2-Me0~Ph H H
2-CF30-Ph H H
2-CF30-Ph H H
2-SMe—Ph H H
2-SMe—Ph H H
2-$0Me-Ph H H
2-$0Me-Ph H H
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2-509Me-Ph
2-509Me-Ph
2-CF3-Ph
2-CF3-Ph
2-N09-Ph
2-N0o-Ph
2-CN-Ph
2-CN-Ph
2-NHMe-Ph
2-NMeos-Ph
4~ AV )-Ph
4~ 7x JF3i-Ph
2-0H-Ph
2-C09Me-Ph
2-C0oMe-Ph
2-C09Et-Ph
2-C09Et-Ph
H
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Et
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nBu

nBu
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1- Fos-)b
1- 7OoAz)b
IFZIb

1- 7ozl
CFy

CFg

CHF9

CoFy
2,2-Clg—cPr
2, 2-Clg—cPr
cPr

H H H BH H H BH H &H §H B§H §H &H &3 /3 /3 B/QH B/3H B5H &3 &3 &3 |

==~ I — — I~ -

=

7
7

=

==~ — N —— N —— R — - R —— - - B - - I — R~ B —— T — R —— T — — -~ B —— - -

gboooao

JP 4054992 B2 2008.3.5

Y2 y3
Cl Me
Cl Me
Cl Me
Cl (2
Cl Me
Cl Me
H H
Cl Me
Cl Me
Cl (2
Cl Me
Cl Me
Cl e
Cl Me
Cl Me
Cl (2
Cl Me
Cl Me
Cl Me
Cl Me
Cl Me
Cl (2
Cl Me

10

20

30

40



B/ 4 X @&E)

(160)

=
QL]

cPr

1-Me-cPr
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cHex

cHex

CHoP'h
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Rl RZ B 1
2, 6-Fo-Ph H H Me
2,6-Fo—Ph H H Me
2, 6-Fo-Ph H H Et
2,6-Fo—Ph Me H Et
2, 6-Fo-Ph H H Cl
2,6-Fo—Ph H H Cl
2, 6-Fo-Ph H H Cl
2, 6-Fo—Ph H H Me
2, 6-Fo-Ph H H Br
2, 6-Fo—Ph H H Me
2, 6-Fo-Ph H H OMe
2, 6-Fo—Ph H H 0CF3
2, 6-Fo-Ph H H SMe
2, 6-Fo—Ph H H C0oHe
2, 6-Fo-Ph H H COoEt
2, 6-Fo—Ph H H (Fg
2, 6-Fo-Ph H H (F3
2,6-Fo—Ph H H (Fg
2, 6-Fo-Ph H H (F3
2,6-Fo—Ph H H (Fg
2, 6-Fo-Ph H H (F3
2,6-Fo—Ph H H (Fg
2, 6-Fo-Ph H H (F3
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® b E WE)
Rl RZ B yl Y2
2, 6-Fo-Ph H B3 (Fq Me
2,6-Fo-Ph H B6 CFq Me
2, 6-Fo—Ph H B7 CFq Me
tBu H H Me Me
tBu H H Et Me
tBu H H Cl Cl
tBu H H Cl Me
tBu H H Me Cl
tBu H H Cl CFq
tBu H H Br Me
tBu H H He Br
tBu H H Me CF3
tBu H H 0Me Me
tBu H H 0CF3 Me
tBu H H SMe Me
tBu H H CO9Me Me
tBu H H CO9Et Me
tBu H H CFq Me
tBu H H CFq H
tBu H H (Fy Br
tBu H H CFq N0
tBu H B2 CFq Me
tBu H B3 CFq Me
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Rl R2 B
tBu H B4
tBu H B5
tBu H B6
tBu H B7
tBu H B8
{Bu H B9
tBu H B10
tBu H B11
tBu H B14
tBu H B20
tBu H B23
{Bu H B24
tBu H B25
tBu H B26
tBu H B28
tBu H B30
tBu H B31
tRu H B32
tBu H B33
{Bu H B34
tBu H Na
tBu H K
2- BUIIL H H
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2- EUZI
2- EUPI
- U
2- EUDI
- EUZI
2- EUZI
2- EUZi
2- EUYI
2- EUZI
2- EUDI
- EUZI
2- EUZI
2- EUZ
2- EUYN
2- EUZI
2- EUDI
F EUTI
F BEUZI
4~ EUZI
4~ EUDII
2-F-Ph
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Rl R2 B vl
2-F-Ph H H (Fy
2-F-Ph H H (Fy
2-F-Ph H B3 (Fq
2-F-Ph H B6  (Fq
2-F-Ph H B7  (Fq
3-F-Ph H H Et
3-F-Ph H H (Fy
4-F-Ph H H Et
2, 3-Fo-Ph H H Et
2, 4-Fy-Ph H H Et
2, 5-Fo-Ph H H Et
Ph H H Me
Ph H H Et
Ph H H (Fy
Ph H H (Fy
Ph H H (Fy
Ph H B3 (Fq
Ph H B6  (Fq
Ph H B7  (Fq
3,4-Fo—Ph H H Et
3,5-Fy-Ph H H Et
2-C1-Ph H H Me
2-C1-Ph H H Et
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2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H H
2-C1-Ph H B3
2-C1-Ph H B6
2-C1-Ph H B7
3-C1-Ph H H
4-C1-Ph H H
2,3-Cl15-Ph H H
2, 4-C15-Ph H H
2,5-C19-Ph H H
2,6-Clo—Ph H H
2,6-C1o-Ph H H
2,6-Clo—Ph H H
2,6-C1o-Ph H H
2,6-C15-Ph H H
2,6-C19-Ph H B3
2,6-Clo—Ph H B6
2,6-C1o-Ph H B7
3,4-CloPh H H
3,5-Clo-Ph H H
2-Me-Ph H H
2-Me-Ph H H
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2, 6-Meo-Ph
2, 6-Meo-Ph
2-Me0-Ph
2-Me0-Ph
9-CF30-Ph
2-CF30-Ph
2-5Me-Ph
2-SMe-Ph
2-S0Me-FPh
2-S0Me-Ph
9-$05He-Ph
2-$05Me-Ph
2-CF3-Ph
2-CFy-Ph
2-N05-Ph
2-N05-Ph
2-CN-Ph
2-NHMe-Ph
2-NMeo-Ph
2-NMeo-Ph
4~ NV )-Ph
4- 7x JF3i~-Ph
2-0H-Ph
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2-C0oMe-Ph
2-C09Me-Ph
2-C09Et-Ph
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B b E (#\®3E)

Rl RZ B yl Y2

IF=l H H CFq Me
1- 7o)l H H CFq Me
CFq H H Et Me
CF3 H H CFyq Me
CHF9 H H Et Me
CoFs H H Et Me
2,2-Cl9—cPr H H Et Me
2,2-Clg—cPr H H CFq Me
cPr H H Et Me
cPr H H CFq Me
1-Me-cPr H H Et Me
1-Me-cPr H H CFyq Me
cHex H H Et Me
cHex H H CFy Me
CHoPh H H CFq Me
1-F7Fi H H Et Me
1-F7Fib H H CFq Me
-FT7Fi H H CFq Me
COgMe H H CFq Me
CO9Et H H CFq Me
- FIZIb H H CFq Me
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Rl R2 B e
2, 6-Fo-Ph H B H
2, 6-FoPh H B7  Me
2, 6-Fo-Ph H B7  Me
2, 6-FoPh H B7  Me
2, 6-Fo-Ph H B7  Me
2, 6-FoPh H B7  Me
2, 6-Fo-Ph H B7  Me
2, 6-Fo-Ph H B7  Et
2, 6-Fo-Ph H R7 Cl
2, 6-Fo-Ph H B7 C1
2, 6-Fo-Ph H R7 Cl
2, 6-Fo-Ph H B7 C1
2, 6-Fo-Ph H B7 Cl
2, 6-Fo-Ph H B7 C1
2, 6-Fo-Ph H B7 Cl
2, 6-Fo-Ph H B7 Cl
2, 6-Fo-Ph H B7 Cl
2, 6-FoPh H B7  Br
2, 6-Fo-Ph H BT Me
2, 6-FoPh H B7 OMe
2, 6-Fo-Ph H R7 0CF3
2, 6-FoPh H B7 SMe
2, 6-Fo-Ph H R7 (F3
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H CFq
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B 6 F ()

rl RZ B ¢!
2,6-Fo—Ph H B7  (Fj
2, 6-Fy-Ph H B7  CFy
2, 6-Fo—Ph H B7  CFj
2, 6-Fo—Ph H B?  (Fy
2, 6-Fo—Ph H B7  C(Fj
2, 6-Fo—Ph H B7  (Fy
2, 6-FoPh H B7  (Fj
2, 6-Fo-Ph H B7  CF3
2, 6-Fo-Ph H B7  CF3
2, 6-Fy-Ph H B?  CFy
2, 6-Fo—Ph H B7  C(Fj
2, 6-Fo—Ph H B7  (Fy
2,6-Fo—Ph H B7 (I
2, 6-Fo-Ph H B7 (I
2,6-Fo—Ph H B7  C(DoMe
2, 6-Fy-Ph H Bl Cl
2, 6-Fo—Ph Me Bl Cl
2, 6-Fo—Ph H B3 Cl
2, 6-Fo—Ph H B4 (I
2, 6-Fo—Ph H B5  Cl
2,6-Fo—Ph H B6 (I
2, 6-Fy-Ph H B7  Cl
2, 6-Fo—Ph Me B7 (I
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2,6-Fo-Ph H B2 (Fj
2, 6-Fy-Ph H B3  CFy
2,6-Fo-Ph H B4  C(Fj
2, 6-Fo—Ph H B5  (Fy
2,6-Fo-Ph H B6  CFj
2, 6-Fo—Ph H B7  (Fy
2,6-Fo-Ph Me B7  (Fj
2, 6-Fo-Ph H B8  CF3
2, 6-Fo-Ph H B9  CFj
2, 6-Fy-Ph H B0  CFy
2,6-Fo-Ph H B11  CFj
2, 6-Fo—Ph H B12  (Fy
2,6-Fy-Ph H B13  C(Fj
2, 6-Fo-Ph H B4  CF3
2,6-Fo-Ph H Bl5  (Fj
2, 6-Fy-Ph H B16  CFy
2,6-Fo-Ph H B17  CFj
2, 6-Fo—Ph H B18  (Fy
2,6-Fo-Ph H B19  C(Fj
2, 6-Fo—Ph H B2  (Fy
2,6-Fo-Ph H B21  (Fj
2, 6-Fy-Ph H B22  CFy
2,6-Fo-Ph H B23  (Fj
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Rl RZ B vl
2, 6-Fo—Ph H B24  (Fy
2, 6-Fo—Ph H B2  (Fy
2, 6-Fo-Ph H B26  CFj
2,6-Fo-Ph H B27  CFj
2, 6-Fo-Ph H B28  CFj
2, 6-Fo-Ph H B29  CF3
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2, 6-Fo—Ph H BT 2-S0CHMeCCC]
2, 6-Meq-Ph H BS 9-509CH5CCI
1-}77h H Ba 2-N0s
PhCH; H 2-CN
2-F75) H 2-C0-Me
5-Br-3-FL-) H B3 2-COMe
3-Me0-2-E" 7" ) H B14 2-0(CO)Me
2-C1-3-E° 13"} H B15 2-NHMe
2,6-Clo-4-E° 1"} H B16 2-Nies
(CHg) 4C=N- H R17 3-F
tBu H H 3-Cl1
tBuCHy H H 3-nBu
EtMesC H 3-0Et
2-Me-cHex H 3-CHyCHoCHoCHF 9
Ph H B22 3-0CH;CHCHF CHF 5
Ph H R27 3-5-nRu
2-CFq-Ph H B28 3-S0nPr
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2-N0g-Ph H B3 4-0CHoCCH
2, 6-Fo-Ph H B4 4-0CH;CCC]
2-C1-6-F-Ph H B5 4-SCHoCCMe
1-+77) H B 4-509CHoCCHe
2-E Uy ¥ H BY 4-N0g
3-E7 Uk H B8 4-CN
PhCHy H B12 4-C0onBu
2-FI2h H B21 4-C0iBu
3-FL-) H R28 4-0(CO) nPr
iBuMeC=N- H C0(2-Me0-Ph) 4-NHnBu
tBu H H 2,3-Clg
tBu H H 2,4-Cls
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{Bu H 3,4-(ly
Ph H 3,5-Clg
Ph H 2,5-Cls
2-E UV N H B 2,6-Cly
sBu H BS 2,6-Cls
tBuCHs H R12 2,6-Clg
EtHesC H B23 2,3-Fy
2-Me-cHex H B26 2,3-Fog
Ph H BZ8 2, 3-Fo
2-Me-Ph H CONHiPr 2,4-Fg
2-Me(0-Ph H Ca 2,4-F9
2, 6-Fo-Ph H Ba 2,5Fy
2, 6-C15-Ph H H 2,6-Fy
1-}75) H H 2,6-Fy
2-£" 15" b H H 2,6-Fg
PhCHy H C0(2, 3-Meo-Ph) 2,6-Fy
L) H C0(3, 4-Meo-Ph) 2,6-Fy
4-E U b H CHaC09E " 2,6-Fo
2-F12N H CHMeCOoMe 2,6-Fy
iBuMeC=N- H CHCN 2,6-Fy
{Bu H H 2,6-Fg
tBu H B7 2,6-Fg
tBu H B8 2,6-Fo
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tBu H B28 2,6-Fq
tBu Me B3l 2,6-Fg
tBu H B34 2,6-Fo
tBu H C0(2-Me0-Ph) 2,6-Fg
tBu H C0(2-C1-Ph) 2,6-Fy
tRu H C0(2, 6-Meg-Ph) 2,6-Fg
tBuCHy H C0(2, 6- (Me0) o-Ph) 2,6-Fo
EtMesC H C0(3,4,5-(e0)3-Ph)  2,6-Fy
cHex H B28 2,6-F9
cHex H B30 2,6-Fg
cHex H B34 2,6-Fo
1-Me-cHex H 809 (4-C1-Ph) 2,6-Fo
Ph H H 2,6-Fy
Ph H B5 2,6-Fo
Ph H B6 2,6-Fq
2-F-Ph H R14 2,6-Fg
3-F-Ph H B1S 2,6-Fo
4-F-Ph H R23 2,6-F9
2-C1-Ph H B24 2,6-F9
2, 6-Fo-Ph H H 2,6-Fy
2, 6-Fo-Ph H Ca 2, 6-Fy
2, 6-Fo~Ph Me B7 2,6-Fy
2, 6-Fo-Ph H BY 2,6-Fy
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1-+7F) H B1D 2,6-Fq
2175 ) H B16 2,6-Fg
2-FLoN H B22 2,6-Fg
3-FLZN H B24 2,6-Fy
2-E" 1 N Cl H 3,4-Fq
3-E UV N H B7 3,5-Fy
4-E" 157 H B18 2, 5-(CF3)9
0ProC=N- H B31 2,6-(CF3)9
{Bu Bt H 3,5-(CF3)9
tBu Br H 5-Br-2-Cl
tBu H S05 (4-Me-Ph) 3-Br-4-Me
tBu H COnHex 2-C1-4-F
tBu H C0(2-C1-6-F-Ph) 2-C1-6-F
tBuCHo H C0(3, 5-Cl9-4-Me0-Ph)  2-C1-6-F
EtMesC H CO(3-Br-4-Me-Ph) 2-C1-6-F
cHex H H 2-C1-6-F
cHex H B6 2-C1-6-F
Ph H R7 2-C1-6-F
Ph H B8 2-C1-6-F
2-F-Ph H B34 2-C1-6-F
3-F-Ph H C09tBu 2-C1-6-F
2-C1-Ph H CHMeCOoMe 2-C1-6-F
2, 6-Fo—Ph H B31 3-C1-4-F
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2, 6-F9-Ph H K 4-C1-3-F
tBu H Ba 2-F-6-1
2, 6-Fo—Ph H C0(4-nBul-Ph) 2-F-6-1
2, 6-Fo-Ph H CO(4-EtoN-Ph) 2-F-6-1
2, 6-Fo—Ph Br C0(3-MeoN-Ph) 2-C1-5-SMe
11754 H CO(4-Et-Ph) 2-C1-5-8CB1TF9
2-F75) H C0(3-F-4-Me-Ph) 2-C1-5-3CFq
2-F12) H C0(3-Me0-4-Me-Ph) 2-C1-5-S0Me
3-FLW H C0(2, 3, 6-Fq-Ph) 2-C1-5-809Me
2-E U N H C0 (2-Me0-5-N0o-Ph) 2-C1-4-N0g
Rl AP H C0(3, 5-Meo-Ph) 2, 4~ (0Me) 9
4-E ¥ N H H 2, 6—(0Me) 9
nProC=N- H H 2, 6- (0Me) 9
tBu H H 2, 3Meg
iBu H Bl 2, 4-Meo
tBu H B2 2, b-Meq
tBuCHa H B3 2, 6-Meo
EtMesC H B4 2, 6-Heo
cHex H B5 2, 6-Mey
cHex H B6 3, 4-Meo
1-Me-cHex H B7 3, 5-Mes
Ph H B8 2-F-4-Me
Ph H BY 2-F-4-Me
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Ph H B10 2-F-4-Me
2-F-Ph H R11 3-F-4-Me
2-F-Ph H B12 3-1-4-Me
3-F-Ph H B13 2—-0Me-4-5Me
4-F-Ph H B14 3-0Me-4-§09
2-C1-Ph H CHsCN 2-Me-4-N0g
2, 6-Fo—Ph H CMeoCO5E 2-Me-6-N09
2, 6-Fo-Ph H CONHMe 2,3,6-F3

tBu H 509(4-C1-Ph) 2,3,6-Fg
cHex H CO(2-Me0-Ph) 2,3,6-F3
1-F7F) H C0(2-Me-Ph) 2,3, 6-F3
2-F-Ph H C0(2-C1-Ph) 2,3,6-Fs
2-E° U5 b H £0(2, 6- (Me0) 9-Ph) 2,4,5-Fq
L) H C0(3, 4-Mes-Ph) 2,4,5-Fq
ALY N H CO(3-Me0-4-Et0-Ph)  2,4,5-F4
1ProC=N- H B15 2,3,5-13

tBu H B16 2,3, 0-13

tRu H R17 2, 3,4~ (0Me) 5
tBu H R18 2,4, 5-(0Me) 3
tRu H B19 3,4, 5~ (OMe) 3
tBu H B20 2,4, 6-Meq
{BuCHs H B21 2,3,4, 54
EtMesC H B24 2,3,4,5-F4
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cHex H B25 2,3, 4, 5-Fy
cHex H B27 2,3,5,6-F4
cHex H B28 2,3,5,6-F4
1-Me-cHex H B29 2,3,5,6-F4
Ph H B30 2,3,5,6-F4
Ph H B3l 2,3,4,5, 6-F5
Ph H B32 2,3,4,5,6Fs
2-F-Ph H B33 2,3,4, 5, 6-F5
3-F-Ph H B34 2,3,5, 6-F4-4-Me
4-F-Ph H H 2,3, 5, 6-Fs—4-Me
2-C1-Ph H H 2,3,5, 6-F4-4-Me
2, 6-Fo-Ph H B27 2,3,5, 6-Fs—4-Me
2, 6-Fo-Ph H Ca 2,3, 5, 6-F4—4-Me
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Phieol B7 Me
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2, 4-Meo-Ph PhSC(0) MeS
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tBu B8 Al tBu Bl15 A9
tBu Bl5 Al {Bu B34 A9
tBu B34 Al tBu C0s-iBu A9
tBu B7 A2 {Bu H A10
tBu B8 A2 tBu B7 A10
tBu Bl5 A2 tBu B8 A10
tBu B34 A2 tBu Bl15  AIO
tBu C0p-iBu A2 tBu B34 A0
tBu BT A3 tBu (05-iBu  Al0
tBu B7 Ad tBu H All
tBu BT Ab tBu B7 All
tBu B7 A6 tBu B8 All
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tBu B34 Al3 {Bu B7 A30
tBu C0o-iBu  A13 tBu B8 A30
tBu H Al4 {Bu B15  A30
tBu BT Al4 tBu B20 A3l
tBu Bl6  Al4 {Bu H A32
tBu B17  Al4 tBu B7 A32
tBu BY Al5 {Bu B8 A32
tBu B8 Al6 tBu B15  A32
tBu B9 AL7 {Bu B34 A32
tBu B1I0  AlS tBu C0o-iBu  A32
tBu B11  AlS {Bu B21  A33
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nHex BT Al Ph B7 A10
nHep BT A2 Ph B7 A13
nlct B7 Al Ph B7 A32
nNon BT A2 2-F-Ph B7 Al
nDec BT AT 2-F-Ph BY A2
¢Pr BT A8 2-F-Ph B7 A7
1-Me-cPr BT Al 2-F-Ph B7 A8
1-Me-cPr BT A2 2-F-Ph B7 AS
1-Me-cPr B8 A2 2-F-Ph B7 A10
1-Me-cPr B4 A2 2-F-Ph B7 Al3
1-Me-cPr H A2 2-F-Ph B8 A32
cPen BT A2 2-C1-Ph B7 Al
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cHex B37T A2 2-(1-Ph B34 A32
Ph H A2 9-Br-Ph B7 Al
Ph BT A2 2-1-Ph B7 A2
Ph BT AT 2-He-Ph B7 AT
Ph BT A8 2-He-Ph B7 A8
Ph BT A9 2-e-Ph B7 A9
2-Me-Ph B7 Al 9,6-C19-Ph B7 Al
2-Me—Ph B7 A2 2,6-Clo-Ph B7 A2
2-Me0-Ph B2 AT 2,6-Clo-Ph B7 AT
9-CF3-Ph B3 A8 2, 6-Fo-Ph B7 Al
2-N05—Ph B4 A9 9, 6-Fo-Ph B7 A2
2-CN-Ph B5 A0 2,6-F»p-Ph B7 AT
2-CBrF50-Ph B6 All  2,6-Fo-Ph B7 A8
2-CF30-Ph B7 A12  2,6-Fy-Ph B7 A9
2-MeS-Ph B8 Al3  2,6-Fo-Ph B7 A10
2-uBuS-Ph B9 Al4  2,6-Fy-Ph B7 Al13
2-MeS0-Ph B0 Al5  2,6-F9-Ph B7 A21
2-MeS0o-Ph B11 A6 2,6-FoPh B7 A32
2-CHs=CHCH9S-Ph  B12 A7 2,6-Fo-Ph B3 A2
2-CHp=CHCH9S0-Ph  B13  A18  2,6-FoPh B4 A2
2-CHo=CH(H9S09-Ph B14 A9 2,6-Fo-Ph B5 A2
9-CF3S-Ph B15 A2 2,6-Fo-Ph B8 A2
2-CHF5S-Ph B1§  A21  2,6-Fo-Ph Bl5 A2
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2-CBrFo80-Ph B17 A2 2,6-F9-Ph Bl A2
2-CF380o-Ph BI8  A23  2,6-Fo-Ph B32 A
2-CHO-Ph B19 A2 2,6-F9-Ph B33 AZ
2-0H-Ph B20 A5 2,6-Fo-Ph B34 A
2-MeoN-Ph B21 A% 2,6-Fo-Ph B3 A2
3-Ph-Ph B22 A2 2,6-FoPh B37 A2
4-Ph0-Ph B23 A28 2,6-F9-Ph RO A2
2-Me0C(0)-Ph B24  A29  2,6-Fo-Ph B43 A2
cl BY Al clce B3 A23
PhCHs B7 Al 2, 2-Clo-cPr B4 A23
PhCHs B7 A2 9, 2-Fo-cBu B5 A23
PhCH, B8 A2 Med B6 A24
PhCHs B34 A2 nHex0 B7 A25
(4-C1-Ph) CHy B7 A30  CHy=CHCH0 B8 A26
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TH-NMR(CDCl 5,5 ppm);1.18(9H,s),1.32(%H,s),3

TH-NMR(CDCl 5,8 ppm);1.33(9H,s),1.39(9H,s),3
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No. Rl RZ R B A wp. ( C)
I-1 Ph H H H Al 144-145
-2 Ih (I H H Al 300¢

-3 Th H Me W Al 300¢
I-4 Ph Me H H Al 141-143
I-5 Th H H Bl Al 75-77 #
-6 Ih H H B2 Al KRR
I-7 Th COoEt H H Al 202-203
I-8 Ih H H H A2 300¢

I-§ Th H H H AT 124-125
I-10 Ph H H H A8 265-267
I-11 29y H  H H Al 280¢
I-12 2’y H  H H A2 300¢
-13 2-'%%'y H  H H A3 260-267
I-14 2"y H  H H Ad 300¢
I-15 2-9%'y H  H H A6 9297-298
I-16 2’1"y H  H H AT 163-165
1-17 2-%%'y  H  H H A8 300¢
I-18 2-£°1%°y H H H A9 240-245
-1 2-'%'y H  H H A10 9261-266
I-20 2-£°9%°y H H H A1l 232-234
1-21 2-°0'y  H H H A12 984-287
I-22 28"y H H H A13 300¢
1-23 2-°9'F H  H B7 AT 103-110 %

gboooaod

10

20

30

40



1-24
I-25
1-26
1-27
1-28
1-29
1-30
[-31
1-32
1-33
[-34
I-35
1-36
1-37
1-38
-39
1-40
I-41
[-42
1-43
1-44
I-45
I1-46

(278)
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B 14 % (KD

Rl RZ R B A m.p. ( T)
2-t"7"y  H  H B8 Al KRy
'y B H H Al 258-300
WY B H H A2 158-160
WY B H H AT 168-169
4%y 0 H H Al 251-253
2-F-Ph H H H Al 125-126
2-F-Ph H H H A2 281-282
2-F-Ph (I H H Al 281-287
3-F-Ph H H H A2 300¢
4-F-Ph H H H A2 169-173
2-C1-kph H H H Al KRR e
2-C1-Ph  H H H A2 bE k)
3Cl-kbh  H H H Al 141-148
3Cl-kph H H H AT 201-293
4Cl-Ph H H H Al 186-188
4C1-Ph H H H AT 300¢
2,6cFo-Ph H N H Al 267-269
2,6FpPh H H H A2 300¢
2,6cF9Ph H N H AT 242-243
2,6CloPh H H H Al 147-148
2,6-Clo-Ph H H H A2 100-102
tBu H H H Al b HEIN
tRu H H H A2 65-67
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1-47
I-48
[-49
I-50
I-51
I-52
1-53
I-54
I-55
I-56
I-57
I-58
I1-59
1-60
I1-61
1-62
1-63
1-64
I1-65
1-66
1-67
1-68
I1-69

(279) JP 4054992 B2 2008.3.5

B 14 F WD

Rl RZ R B A m.p. ( T)
2-MeO-Ph  H H H Al 300¢
2-MeO-Ph  H H H A2 300¢
H (0sEt Ph H Al 236-237
Me P H H Al NRERY
cHex H H H Al 204-205
1-§75k H H H Al 225-221
2-FI2) H H H Al 146-147
2-FI=) H H H AT 271-273
Fh H H H A34 173.3-174.1
Ph H H B1 A34 G RN L
Ph H H B7 Al 140-141 #
Th H H B8 Al 50-51 #
Ph H H Clleu A1 TN
tBu COsMe H H Al 105-106
tBu C0sMe H B7 Al 125-126
Ph H H B7 A2 NRERY
2,6-FpPh H H B8 A2 200-201
Ph H H R6 A2 ARy
2,6-FpPh H H Na 2,6-(Me0)o-Ph  300¢
2,6-Fo-Ph H H Na  2-CF30-Ph  282.8-287.2
2,6-FpPh H H Na  2-MeO-Ph 300¢
2,6-F-Ph H H H  2-CF0-Ph  157.9-160.1
2-£"0¥"y H H B8 AT 118-115#

gboooaog
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I-70
I-71
I-72
I-73
I-74
I-75
I-76
I-77
I-78
I-79
I1-80
I-81
1-82
I-83
1-84
I-85
I-86
I-87
I-88
-89
1-80
I-61
1-92

(280)
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B 14 £ (WD
Rl RZ RS B A Lp. (T
2,6FpPh H H B7 A2 RoBHR
Ph H H H 2-C1-Ph 108-108
Ph H H H 2, 6-F9-Ph 167-168
Ph H H H 2,6-Clo-Ph  170-171
Ph H H H 2-CF3-Ph  RiBRHR
Ph H H H 1-$75) 137-138
Ph Ph H H A2 145-147
Ph H H H  2-Cl-4FPh  94-95
Ph H H B35 A2 164-165
2,6cFPh H N H 2-Me-Ph  113.1-118
2,6cF0Ph H N H  2-Cl-6-F-Ph  144-146
2,6FpPh H N H 2-N09-Ph 176-179
2,6cF-Ph H N H 2-Ac0-Ph  HIFAR
2,6cFPh H H H 2,6-Me-Ph  HZZAR
A0 T H 2,6-Fo-Ph  188-189
-9y H H H 2,6-Clo-Ph  278-280
A0 I H 2-N0o-Ph  285-287
-9y B H H 2-Me0-Ph  275-276
A 20 T H 2-C0sMe-Ph  248-249
-y B H B7 2-C1-Ph  124-125
A0 T Na 2-C1-Ph  278-280
-9y H H H U2~k 216-217
-0k H H COUCy7H3; AT 58-59
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(281)
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B 14 & ED
No. Rl RZ RS B A w.p. ( T)
1-93 t-Bu  COoMe H H 2-C1-4-F-Ph  114-115
1-94 t-Bu  COMe H BY A2 105-106
-85 t-Bu  COoMe H H A2 102-103
1-96  t-Bu H H B7 A2 KRRy
1-87  t-Bu H H B A2 KRRyt
1-98  -Bu N0 H B7 A2 AR AR
-89 t-Bu Br H B7 A2 N R
1-100  t-Bu (N H H A2 178-180
I-101 t-Bu (N H COgtBu A2 5 2R
1-102 t-Bu (N H C0giBu A2 201-202. 52
1-103 t-Bu (N H CO0sPh A2 H 7 AR
1-104 t-Bu I H R7 A2 T FLRIR
1-105 t-Bu  COoMe H  C0giBu A2 155. 8-156. 9
I-106 t-Bu Cl H H A2 Kt iR 4
1-107 t-Bu N0 H H A2 87-88
1-108 t-Bu  COy"Hex H H A2 H5 AR
I-109 t-Bu  COoMe H B8 A2 152.1-153. 5
1-110 t-Bu Me H H A2 H 5 2R
I-111 -Bu COsMe H  COUCy7H3; Al4 AR
1-112 -Bu  COoMe H B7 Al4 b i IR
I-113 t-Bu  COoMe H H Al4 101-102
1-114 t-Bu Me H B7 A2 H5 AR
I-115 t-Bu  COoMe H BT A3 131-132
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(282)

JP 4054992 B2 2008.3.5

B 14 F (BE)

No. Rl B2 R B A m.p. ( T)
I-116 t-Bu  COoMe H Me A2 166-167%
I-117 t-Bu  COoMe H B3 Al4 b5 M RN
I-118 t-Bu  COgMe H H A21 152, 6-154
1-119 t-Bu  COoMe H  CONCgHyg A3 AR
1-120 t-Bu  COgMe H B7 Al5 125-127%
1-121 {-Bu  COoMe H H Al5 138-139
1-122 t-Bu  COoMe H B7 A21 R
1-122 t-Bu CooMe H CU“C5H11 A2l AR
1-124 t-Bu  COoMe H  CONCgHyy  AZ1 R HR S
1-125 H H 2,6-Fp-Ph H A2 157. 4-162. 4
1-126 H Ph H H Al 715 24k
1-127 H t-Bu H R7 A2 75 23K
1-128 H i-Bu  H H A2 5 24k
1-136 2-t°U¥") H H BT A37 86-0474
1-137 2-t°U"F H H B7 Al0 52-93
1-138 2-t°U¥°) Cl H R7 A7 R R s

# 1 B{EHBNRIME, #1: [-96OBMEMME, £2: [-1010RFRIEE,

#3: 1230 BHEE, #4:E1=2, 10EEH
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(283)
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No. R B A n.p. ( T)
II-1  Ph Al 200-205
1I-2  2-C1-Ph H A2 137-138
1I-3  t-Bu H A2 151-153
1I-4  t-Bu B3 A2 147-150 *
1I-5  t-Ru R7 A2 88. 5-92%
1I-6  t-Bu H Al R R s
11-7  t-Bu R7 Al AR
1I-8  t-Bu H 2,6-Fo-Ph  90-92.5
1I-9  t-Bu H 2-C1-Ph 06.2-98.6
1I-10  t-Bu B6 A2 HI 2R *
1I-11  t-Bu R5 A2 KRy
1I-12  t-Bu B8 A2 KRy
1I-13  t-Bu §09(4-C1-Ph) A2 HZR #
1I-14 t-Bu H 2,6-Clo-Ph  150.3-151.17
1I-15  t-Bu H 2-CF5-Ph 71.8-79.6
1I-16 t-Bu H A3 KRy
1I-17  t-Bu R7 A3 HRnR
11-18  t-Bu C09Et A2 Ry
11-15  t-Bu C09CHyPh A2 Ry
11-20  t-Bu CONMes A2 136.7-138. 2
11-21  t-Bu CHyCOoMe A2 Ry
11-22  t-Bu PO(OEL) 9 A2 Ry
1-23 23y H A2 184.5-188. 5
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(284)
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B 15 % (KE
No. R B A L.p. ( T)
1-24 203 H AT 210, 3-218. 8
11-25 20" BT AT 162. 7-167 #
1-26 2-6"0%"F BT A2 H7ZR #
11-27 2-°93'%  H A3 148-151
11-28  2-E"0¥") BT A3 Ho AR *
1-29  2-k°0%°%  H A35 188-193
11-30  2-£"0¥"%F BT A35 200. 5-202. 5%
11-31 235" H A36 iy
11-32 2-E°15°) R7 A36 KRy
11-33  c-Hex H A2 126.5-128.1
I11-34 c-Hex H 2,6-Fo-Ph  110.9-112.7
11-35  c-Hex R7 2,6-Fo-Ph  111.2-117.4%
11-36 c-Hex BT A2 KR
1I-37 2,6F9-Ph H A2 176, 8-178. 2
11-38  2,6-F9-Ph  B7 A2 05.9-98.0 #
11-35 2-C1-Ph H A2 172.9-175. 2
11-40  t-Bu B35 A2 Ho AR
1I-41  t-Bu B35 A2 75 2 4kH
11-42  t-Bu R36 A2 H 2R
11-43  t-Bu H A13 168-173
I11-44  t-Bu R28 A2 15 2R
11-45 t-Bu B30 A2 H5 2R
1I-46  t-Bu B30 A2 75 Z k40
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(285)
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B 15 % (KE
No R B A wp. ( T)
11-47 t-Bu C0(2-Me-Ph) A2 2R
11-48 t-Bu B38 A2 Ha 2R
11-48  t-Bu R37 A2 H7 2R
11-50 t-Bu =11k A2 Ho 2R
1I-51 t-Bu B40 A2 Ho AR
1I-52  t-Bu C091Bu A2 Ry
11-53  t-Bu C09Ph A2 KRy
11-54  t-Bu B41 A2 iy
11-55 t-Bu COoHex A2 HEmRY
11-56 t-Bu H 3-C1-Ph 88.7-91.1
I1I-57 t-Bu H 3-F-Ph 63. 7-64. 4
11-58  t-Bu H 2-Br-Ph 86-87
11-58  t-Bu H 2-1-Ph H5 2R
11-60 t-Bu H 2-C1-6-F-Ph  109.6-110.6
11-61 t-Bu C0(2-MeS-Ph) A2 2R
11-62 t-Bu H 2-MeS-Ph  120.6-122.1
11-63 t-Bu H A22 113-118
11-64 t-Bu R7 A22 08-99. 5%
11-65 t-Bu B15 A22 KRRy
1I-66 t-Bu R38 A13 oot R ETR )
11-67 t-Bu B39 A2 2R
11-68 t-Bu C0(4-C1-Ph) A2 Ho 2R
11-68  t-Bu C0(3-C1-Ph) A2 H7 2R
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B 15 # (WD

No. R B A n.p. ( T)
11-70  t-Bu R7 2,6-F9-Ph KR
1I-71  t-Bu B8 2,6-Fo-Ph KM
1I-72  t-Bu B6 2,6-Fo-Ph  150.2-151.3
1I-73  t-Bu COo0Pr A2 Ry
1I-74 t-Bu C09"Bu A2 KRy
1I-75  t-Bu R6 A13 HERY
I1-76  t-Bu C09CH,CCL 5 A2 R
1-77  t-Bu C0(2-C1-Ph) A2 Ho 2R
11-78  t-Bu C0(3-CFg-Ph) A2 7 ZR
1I-79  t-Bu C0(4-CF3-Ph) A2 HoZR
11-80  t-Bu C0(3-N05-Fh) A2 Ha 2R
1I-81  t-Ru C0(2-C1-6-F-Ph) A2 M7 23R
11-82  {-Bu C09CPen 2,6-FPh  HIFARK
11-83  t-Bu 3-CI-E" N 1) A2 iR
11-84 t-Bu C09lPr A2 KRy
11-85  t-Bu C05CH5CHyC1 A2 Ry
11-86 t-Bu C05CHCICH3 A2 KRy
11-87  t-Bu CoiPr A2 KRRy
11-88  t-Bu AP227 )N A2 KRRy
11-88  t-Ru k" 2y ) A2 Ry
11-90  t-Bu C0{4-Me-Ph) A2 Ry
11-91  t-Bu C0 (4-K05-Ph) A2 Ry
11-92  t-Bu Mool A2 KRy
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(287)

JP 4054992 B2 2008.3.5

B 15 #F @

No. R B A L.p. ( T)
11-93  t-Bu R15 A2 2R
11-94  t-Bu PhCHy A2 B R
I11-95 t-Bu Me A2 136.5-138
11-96 t-Bu CBrFq A2 84-86. 5
I11-97 t-Bu COLPr A2 KRy
11-98  t-Bu CoiBy A2 H R
11-98  t-Bu R43 A2 2R
11-100 t-Bu PhCOCHs A2 148-152%
11-101 t-Bu B42 A2 128-129. 5%
11-102 t-Bu H Al4 98-99
11-103 t-Bu H A16 KRy
11-104 t-Bu R7 Al6 pE R RER K
11-105 t-Bu VIR ) A2 HI 2R
11-106 t-Bu H A23 109-112
11-107 t-Bu R7 A23 120-122.5
11-108 t-Bu R7 Al4 Ry
11-109 t-Bu B7 Al4 Hi R R0
11-110 t-Bu C00Cy 7H35 Al4 R MR
11-111 t-Bu PhCHoCO A2 KRRy
11-112 t-Bu R7 Al7 oot R ETR )
11-113 t-Bu H A7 140-143
11-114 t-Bu H A24 115-117
11-115 t-Bu 0091Bu A24 75 AR
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(288)
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B/ 15 = (KE)

No. R B A L.p. ( T)
11-116 t-Bu B7 A2 69. 5-73. 5*7
11-117 t-Bu H A25 107-109
11-118 t-Bu B7 A25 R R
11-119 t-Bu H A3l 116-117
11-120 t-Bu C0 (4-Me-Ph) A3l 92-93
11-121 t-Bu H A26 133.2-135.4
11-122 t-Bu B7 A26 133.9-145
11-123 t-Bu H A27 46-47
11-124 t-Bu H A28 168-169
11-125 t-Bu H A29 04, 7-95. 4
11-126 t-Bu B8 A29 i FET
11-127 t-Bu BS A29 TR
11-128 t-Bu H A32 133.9-134, 4
11-129 t-Bu H A33 220-230
11-130 2,6-Fo-Ph H 2,6-Fo-Ph  138-143
11-131 2-E°9%° %  B7 A18 115-145
11-132 2-E°0¥°) A18 176-178
11-133 2-E° 15" ) A9 191.5-195
11-134 2-E°0¥°)  B7 A9 101-103
11-135 2-E°0%° ) H A8 211-216
11-136 2-E°3°F A10 189-193
11-137 2-E°J%"}  CO9(4-F-Ph) A10 137-142
11-138 2-E°0¥°)  H A24 188-191. 5
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(289)
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B 15 % (KE
No. R B A L.p. ( T)
11-139 2-£"}¥")F BT A24 160-163. 5
11-140 2-E°J¥°)F BT A30 123-125
1-141 2-£°%"F H A30 165-166
11-142 2-°3%°F  H A13 149, 5-151
11-143 NMePh AT 161, 5-164
11-144 NMePh R7 A7 120-123
11-145 NMePh H A2 H5 2R
11-146 NMePh R7 A2 Ho 24k
11-147 1-E°A° 3"} B3 A2 165. 5-169
11-148 1-E°A° U3 ) A2 151-153
11-149 1-E°A° U3 ) AT 187-150
11-150 1-E°~" U3} B8 AT p o IR
11-151 1-E°A°U3" ) B8 A2 120-121.5
11-152 1-E°A° )" B6 A2 p oo PR
11-153 1-17%) H A2 161-163
11-154 1-F7) R7 A2 Ho 2R
11-159 1-Me-1-CHex A2 Ho AR
I11-160 n-Pen A2 73-75
11-161 t-Bu B8 A32 108-112
11-162 t-Bu H Al p o IR
11-171 1-Me-1-Hex BY A2 H7 2R
11-172 n-Pen R7 A2 Ho 2R
11-173 1-Me-1-Hex  CH90(CH)90CH3 A2 07-98%
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(290) JP 4054992 B2 2008.3.5

B 15 F (WE)
No. R B A np.( T)
I1-177 t-Bu B6 Al3 104-107#

# BB DNIEIE, #4: [[-400MARMEE, 15 [[-45OBMEMEE,
#6 : 11-108 BRI, #7: [I-bOBFRIERE, #8: [[-1260 8RR,
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(291) JP 4054992 B2 2008.3.5

No. R B A mp. ( T)
111-1 Ph B4 Al KRt
111-2 Ph B5 Al A0-41 %
111-3 t-Bu Bl Al 151-152 #
111-4 t-Bu B4 Al T7-19 *
111-5 t-Bu B6 A2 55-61 %
I11-6 t-Bu B7 A2 FERHR
I111-7 2-0" U5k B1 Al KRR
I11-8  4-'Bu-Ph B A5 iRk
111-9 t-Bu Na A2 165-174
I1I-10  t-Bu BY A2 MR
111-11  t-Bu B10 A2 185-186 #
I11-12  t-Bu B11 A2 MR
11I-13  2-NOp-Ph B9 Al 168-171 %
I11-14  1-17%) BY AT 136-138 %
11I-15  t-Bu B7 A2 $ B R Y
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