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3 - {2 - {5 - { [4 2 -i"?P7*f^- 1 - (5 - p< K^> 
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y-ju- 5 (4 H) 
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— 4 JU] t°'J^>-2-^JU} 7 i-JU} -1,2, 4-^^r+fy 

^V-JU- 5 (4 H) 
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— 2 - -T ;U) - 6 - ̂ ^r7-4 1 , 6 - V t K P fcf <J < V > -

5~4)l>] ^JU} fcf'J $/*>-2-4)1} 7i-JH -1,2, 4-^^r+f 

$/7y-;i/-5 (4 H ) 

3 - {2 - {5 - { [ 1 - (5 -X K^>tf'J - 2 -4)1) -4 - X 
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5 (4 H) 
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to)iks 
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3- {2- {5- { [2->^P7°P tfJU- 1 - (5-X K^>tf'J $>7 

-2-4 )\y) ~ 6-^^P7-4-^7^JU- 1 , 6 - > t K P fcf <J $ > 7 -

5 - 4Jl>] STJls} t°'J^>-2-4Jly} 71—;U} -1,2, 4-^^r+f 

$/7y-;i/-5 (4 H ) -^7, 

3 - {2 - {5 - { [ 1 - (5 -x K^>tf'J $>7- 2 -4 )l) -4 - x 

3-)\s-2-4 77°P tfJU- 6 -^^7- 1 , 6 ->t KP tf 'J $>7-5 -
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tuiE [3 5] Xtt [3 6] KiE*6©<b£-$l£ L < 
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bti, ct lJ fcFS LTtis C,_e7)\s 
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JUg^J; y $?£ IA\> 
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- 3 - -f JU} ^JU} -6-7^^-2-^ V7°Pt°;U-3- (5-p<h^ 
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-3-^JU} - 6-7'^-Jl-3 - (5-x 2 -
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-3--T;U} - 6-y?-)\s-2-*>^7 p7°p t°;U-3 - (5-p<K 

2-^JU) t°'J$^>-4 (3 H) 

5 — { {6 — [2— (1 H — T h z> SJ — J\y~ 5 — -f )[/) 7 )ls] tf'J'vV 

-3-^)l>} - 6-7'^JU-2-^0 ny?-)\s-3 - (5-^h^ 

fcf'J 2-^JU) t°'J$^>-4 (3 H) 

5 — { {6 — [2— (1 H — 7- h 7 SJ — J\y~ 5 — -f )[/) 7 )ls] tf'J'vV 

-3-JM - 6 2 -^0 U7"^JU~ 3 - (5-xK^r 
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tf'J 2-^JU) 4 (3 H) -tfX 

5 — { {6 — [2— (1 H-jh7V 

— 3— -Y JU} — 6 — 7 ^)1/ — 

$*/>-2-4)\A 

5 — { {6 — [2— (1 H-jh7V 

— 3— -Y JU} — 6 — 7 ^)1/ — 

$*/>-2tf'J 

5 — { {6 — [2— (1 H-jh^V 

—;u- 5 --r;u) 71-JU] 

2-$/£ p^y^-Jl/-3 - ( 5 —I K 

> — 4 (3 H) 

—;u- 5 --r;u) 7^-;u] 
2-$/£ P^^JU-3 - ( 5 —I K 

> — 4 (3 H) 

—;u- 5 --r;u) 7^-;u] 
— 3—^fJly} — 6 — 7^~ )\s~ 2 — 3 — {5 — [2— 

Xh^>] bf'j 2-^;u} t°'j$y>-4 (3H) 

\ 

5 — { {6 — [2— (1 H-jh7 V—)\y— 5 JU) 7i-il/] tf'J'vV 

— 3— -Y JU} — 6 — 7^-)\y— 2 — ^J\y— 3 — {5 — [2— 

;UX;U/1-N-;U) ih+>>] tf'j $*jy- 2 -^;u} t°'j$y>-4 (3H) 

ys 

3- {2- {5- { [4 -73-)\s-2 -*?-){,-6 -^^rV- 1 - (tf)V 

y-2-4)\A -1, 6-y t KP bf'j 5-^;u] ^JU} fcf'jy 

> - 2 - -f JU} 7JL-)1} -1,2, 4-^W7l/-Jl/-5 (4H) -

3- {2- {5- { [4-7?-)\s-2-*?-)\,- 1 -

-2-^JU) -6-J*V- 1 , 6-V t KP fcf'J 5 — >Hl/] ^ 

;u} kf'j 2-^;u} 7n;H -1,2, 4-**-9-*>*7V-JU-5 

(4 H ) 

3 - {2 - {5 - { [4-7?-)\s- 1 - (5 2 ->f 

;u) - 2-P^JU-61, 6 — y t KP tf'j 5-^;u] 

^JU} tf'j2-^;u} 7n;H -1,2, 4-^+ti/7y-Ji/ 

-5 (4 H) 

3 - {2 - {5 - { [4-7?-)\s- 1 - (5-x K^>tf'J 2 ->T 
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JU) - 2 6 -^^rV- 1 , 6-V t KP fcf'J 5-^JU] 

t°'j *jy-2-^;u} 7I-JH -1,2, 

-5 (4 H) 

3 - {2 - {5 - { [4 -7?-)\s-2 -Ifjl/- 1 - (5 -* S+2/fcf'J $ 

^7-2-^JU) -6-;t + 7-1, 6-y t KP fcf'J 5-^JU] 

^JU} t°'J *jy-2-^;u} 7I-JH -1,2, 4 

-5 (4 H) 

3 - {2 - {5 - { [4-7?-)\s- 1 - (5-X S+2/fcf'J 2 ->f 

;u) - 2-X^JU-6 -^^v- 1, 6 -y t KP £°'J 5-^JU] 

^JU} t°'j *jy-2-^;u} 7I-JH -1,2, 4 

-5 (4 H) -^7, 

3 - {2 - {5 - { [4 -7>JU- 2 77°P L°JU- 1 - (5 -p< K+*> 

fcf'J 2 -J)ls) -6-;t + 7-1, 6-y t KP fcf'J 5 -

-fJU] ^JU} fcf'J 2-^;u} 7I-JH -1,2, 4-^W7 

v-;u- 5 (4 H) -tfx 
3 - {2 - {5 - { [4-7'^JU- 1 - (5-x K^>tf'J 2 ->r 

JU) -2-^7^^-6-^ + 7-1, 6-V t KP fcf'J 5 -

-fJU] fcf'J $/*7-2-^JU} 7i-JH -1,2, 4-7TW7 

7-;U- 5 (4 H) -tfx 

3 - {2 - {5 - { [4 2 P7°P t°;U- 1 - (5 -K + 

fcf'J 2-^JU) -6-^ + 7-1, 6-V t KP fcf'J 5 

— -Y )ls] STJls} 71_;u} -1,2, 4-^++fy 

:PV-JU- 5 (4 H) 

3 - {2 - {5 - { [4 -7"^JIy- 2 -$/£ P7°P tfJU- 1 - (5 -x K + 

fcf'J 2-^JU) -6-^ + 7-1, 6-y t KP fcf'J 5 

— -Y )ls] STJls} 71_;u} -1,2, 4-^++fy 

- 5 (4 H) 

3 - {2 - {5 - { [4 -y^JU- 2 -i"?P7*f^- 1 - (5 -K + :> 
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fcf'J 2-^JU) -6-^ + V-1, 6-V t KP fcf'J 5 — 

-fJU] fcf'J 2-^JU} 7I-JH -1,2, 4-7TW7 

v-;u- 5 (4 H) 

3- {2- {5- { [4 2 -*>£ py^JU- 1 - ( 5 — I K + 

fcf'J 2 -J)ls) -6-^ + V-1, 6-y t KP fcf'J 5 -

-fJU] ^JU} fcf'J 2-^JU} 7i-JH -1,2, 4-TTW7 

v-;u- 5 (4 H) 
3 - {2 - {5 - { [4 -y^v/U- 2 WO^JIs- 1 - (5 — I K + 

fcf'J 2-^JU) -6-^ + V-1, 6-y t KP fcf'J 5 

— -YJU] 7i-JH -1,2, 4-^++fy 

^V-JU- 5 (4 H) 

3 - {2 - {5 - { [4 2 -i/^PA + <>j[,- 1 - (5 — I K + 

fcf'J 2-^JU) -6-^ + V-1, 6-y t KP fcf'J 5 

— -Y )ls] STJls} 71 -JU} -1,2, 4-^++fy 

^V-JU- 5 (4 H) 

3 - {2 - {5 - { {4 -7'^JU-2-/^JU- 1 - {5 - [2 - (p^JU 

I K + :> ] fcf'J 2-^JU} -6-^ + V-1, 6-^tKP 

t°'J 5-^;u} ^JU} fcf'J 2-^JU} 7I-JH — 1 , 2 

, 4-^+Ht'v77x/—JU— 5 (4 H) 

3 - {2 - {5 - { {4 -7>JU- 2 1 - {5 - [2 - (p^JU 

XJU^-JU) I K + :> ] fcf'J 2-6-^ + V-1, 6-y 

t KP t°'J 5-^;U} t°'J^>-2-^JU} 7i-JH -

1, 2, 4-**+t*STx/-JU-5 (4 H) 

5- { {5- [2- (1 H-7h7V"-Jb-5-^b) 7i-Jb] 

- 2 - -f JU} ^JU} - 6-y^Jl-2-/^)1-3 - (t°'J^>-2-^ 

)\y) t°'J$^>-4 (3 H) 

5- { {5- [2- (1 H-7h7V"-Jb-5-^b) 7i-Jb] 

- 2 - -f JU} ^JU} -6-7^^-3- (5-p< K+*>t0|J 2 
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JU) - 2(3 H) -tfX 

5 — { {5 — [2— (1 H-jh7x/—JU — 5 — JU) 7 JL— )U] \f.x)Vy 

-2--r;U} - 6 3 - [3-7PP-5- {VX)7M 

Pp^JU) fcf'J *>*>-2- 2$^>-4 (3 H) -tf 

X 

5 — { {5 — [2— (1 H-jh7x/—JU — 5 — JU) 7i-il/] tf'J'vV 

- 2 - -f JU} ^JU} - 6-7^)1-3 - (5-p< K+*>L0'J 2 -

-YJU) - 2$^>-4 (3 H) -tfX 

5 — { {5 — [2— (1 H-jh7x/—JU — 5 — JU) 7 JL~ JU] \f.x)Vy 

- 2 - -f JU} ^JU} -6-7>JU-3- (5-ih+i/^lJ^y>-2-

-f JU) - 2$y>-4 (3 H) -tfX 

5 — { {5 — [2— (1 H-jh7 V—J\y— 5 JU) 7i-il/] tf'J'vV 

- 2 - -f JU} -6-7'^JU-3- (4, 6K+*>L0'J 

-2-^JU) - 2$^>-4 (3 H) -J>s 

3 - {2 - {6 - { [4-7'^JU- 1 - (5 -p< 2 

) -2-^^^-6-^ + 7-1, 6-y t KP fcf'J 5-^;U] p< 

^JU} tf 'J ^ - 3 - -T Jl>) 7JL~)1} -1,2, 4T V-JU-

5 (4 H) 

3 - {2 - {6 - { [4 -7>;U- 1 - (5 -p< K+*>t0|J 2 

JU) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 5-^JU] 

^JU} t°'J^>-3-^JU} 7JL~)1} -1,2, 4-^+Hty>V-;U 

-5 (4 H) 

3 - {2 - {6 - { [4 -7>;U- 1 - (5-x K+*>t0|J 2 

)\y) -2-^^^-6-^ + 7-1, 6-y L KP fcf'J 5-^JU] 

^JU} t0|j^>-3-^;u} 7^-;u} -1,2, 4-^+Hty>V-;u 

-5 (4 H) 

3- {2- {6- { [4-7>;U-1 - (4, 6-^p< K+*>t0|J $^>-

2-^JU) -2-^^^-6-^ + 7-1, 6-y t KP fcf'J 5 -
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-fju] tf'jS/y-3-^M -1,2, 4 

V-JU- 5 (4 H) -tfx 

3 - {2 - {5 - { [ 1 - (5-ih^>tflJ^>'y-2-^jb) - 2 ->r 

7 7°P tfJU-6 -^ + V-4 -7°P L°JU- 1 , 6-V t K P tf 'J 5 

— -Y JU] yjL~)l} -1,2, 4-^++fy 

- 5 (4 H) -tfX 

3- {2- {5- { [2-*>?• 7°Pt°;U- 1 - (5-x S+2/fcf'J 

- 2 - -f JU) - 6-tf + y-4-7°P tfJU- 1 , 6-*>* t KP fcf'J $ *>*>-

5-^JU] ^)\/} t°'j *jy-2-^;u} 7n;H -1,2, 

$/7y-;i/-5 (4 H ) -tfx 

3 - {2 - {5 - { [ 1 - (5-ih^>tflJ^>7-2-^jb) - 2 ->r 

V 7°P tfJU- 6 -tf + y-4 1 , 6-^'L KP fcf'J 5 

— -Y JU] yjL~)l} -1,2, 4-^++fy 

?y-^ -5 (4H) 

3- {2- {5- { [2-*>?• 7°Pt°;U- 1 - (5-x S+2/fcf'J 

- 2 - -f JU) - 6 - ̂  +V-4 1 , 6-y L KP fcf'J 

5 --r;u] ^JU} kf'j 2-^;u} 71 -ju} -1,2, 

$/7y-;i/-5 (4 H ) -tfx 

3 - {2 - {5 - { [ 1 - (5-xh + >>eiJ$y>-2-^jb) -4 - x 

^JU- 2 —^ V7°P tfJU- 6 —^ + V— 1 , 6 -y t KP tf 'J 5 -

-fju] ^^J\y} t°'j *jy-2-^;u} 7^-;u} -1,2, 4-^++fy> 

x/—JU-5 (4 H) &0\ 

3- {2- {5- { [27°Pt°;U- 1 - (5-x K+*>t0|J 

- 2 - -f JU) -4-x^JU-6 -tf + y- 1 , 6-y L KP fcf'J 5 

— -Y )U] STJls} t°'J^>-2-^JU} yjL~)l} -1,2, 4-^^+t^ 

7V-)\s-5 (4 H) 

^ ^ zmif&zt tf-e $ £ o 
[0046] (I) T^^tl-g)5- (fcf'jy-Jl/^fMl/) t0|J$^>-4 (3 H) 
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5 — { {6 — [2 — (1 H-jh7 V—J\y— 5 JU) 7i-il/] bf'Ji/y 

-3-^JU} -6-7'^)\y-2-^ V7°ut°)\y-3- (5-p<K + 

fcf'J $*/>-2 -J)ls) t?'J$i/y-4 (3 H) -tfX 

5 — { {6 — [2— (1 H-jh7x/—JU — 5 — JU) 7 JL — )U] bf'Ji/y 

-3-^JU} - 6-y^Jl-3 - (5-ih+i/^lJ^y>-2-

-fJU) - 2->T V7°P tfJUtf'J $^>-4 (3 H) -tfX 

5 — { {6 — [2— (1 H-jh7 V—J\y— 5 JU) 7i-il/] tf'J'vV 

-3--r;U} - 6-y^JU-2P7°P t°;u-3 - (5-p<K 

2-^JU) L°'J$^>-4 (3 H) -tfX 

5 — { {6 — [2— (1 H-jh7x/—JU — 5 — JU) 7:L—JU] tf'J'vV 

-3--T;U} -6-7*fJb-2-i/^P7*fJb-3 - (5-p<K + 

fcf'J 2 -J)ls) 4 (3 H) 

5 — { {6 — [2— (1 H-jh7x/—JU — 5 — JU) 7 JL — JU] tf'J'vV 

-3--T;U} -6-7*fJb-2-i/^P7*fJb-3 - (5-ih + 

fcf'J 2-^JU) t°'J$^>-4 (3 H) 

5 — { {6 — [2— (1 H-jh7 V—J\y— 5 JU) yji—JU] bf'JS/y 

— 3— -Y JU} — 6 — y'^Jl/— 2 — is 0 P^ y^-)\/— 3 — (5-1 h 

2-^JU) t°'J$^>-4 (3 H) -tfX 

5 — { {6 — [2— (1 H-jh7 V—)\y— 5 J\y) yji—JU] bfijify 

-3-^fM - 6-y^)\s-2-*/9 P^ + :>JU-3 - ( 5 —I K 

+ *>t0|J 2-^;u) t°'J$^>-4 (3 H) -tfX 

3 - {2 - {5 - { [4 2 —^ V7°P L°JU- 1 - (5 -p< K+*> 

fcf'J 2-^JU) -6-^ + V-1, 6-y t KP fcf'J 5 -

-fju] ;^u} tf'j*>*>-2-^;u} 7^-;u} -1,2, 4-^++fy> 

V-JU- 5 (4 H) -tfx 

3 - {2 - {5 - { [4-y^-)\y- 1 - (5-x K+^tf'J 2 

JU) - 2V7°p tf;u-6-^ + v-1 , 6-V t KP fcf'J $ Vy-5 -



WO 2012/124311 31 PCT/JP2012/001709 

-fju] tf'j *jy-2 -JM -1,2, 4 

y-ju- 5 (4 H) -tfx 

3 - {2 - {5 - { [4-y^JU-2 -*>^7 P7°P t°;u- 1 - (5 - p< K + 

fcf'J 2-^JU) -6-^ + V-1, 6-V t KP fcf'J 5 

— -Y )U] STJls} yjL~)l} -1,2, 4-^++fy 

7V-)\s-5 (4 H) -tfX 

3 - {2 - {5 - { [4 - y^)\s- 2 -$/£ P7°P t°;U- 1 - ( 5 — I K + 

fcf'J 2-6-^ + V-1, 6-y t KP fcf'J 5 

— -Y )U] STJls} yjL~)l} -1,2, 4-^++fy 

- 5 (4 H) -tfX 

3 - {2 - {5 - { [4 -y^JU- 2 -i"?P7*f^- 1 - (5 - p< K+:> 

fcf'J 2-^JU) -6-^ + V-1, 6-V t KP fcf'J 5 — 

-fju] tf'j *>*>-2-^;u} 7n;H -1,2, 4-^W7 

y-ju- 5 (4 H) -tfx 

3- {2- {5- { [4-7*f^-2-i/^P7*fJl/- 1 - (5-iK+:> 

fcf'J 2-6-^ + V-1, 6-y t KP fcf'J 5 -

-fju] tf'j *>*>-2-^;u} 7n;H -1,2, 4-^W7 

V-JU- 5 (4 H) -tfX 

3 - {2 - {5 - { [4 -y^JU- 2 1 - (5 -1 K + 

fcf'J 2->Hl/) -6-^ + V-1, 6-y t KP fcf'J 5 

— -Y JU] t°'J^>-2-^JU} yjL~)l} -1,2, 4-^++fy 

5 (4 H) -tfX 

3 - {2 - {5 - { [4 -y^JU- 2 -i/^PA + <>j[,- 1 - (5 —1 K + 

fcf'J 2-^JU) -6-^ + V-1, 6-y t KP fcf'J 5 

— -Y )ls] STJls} t°'J^>-2-^JU} yjL~)l} -1,2, 4-^++fy 

7V-)\s-5 (4 H) -tfX 

3 - {2 - {5 - { [ 1 - (5-ih^>tflJ^y>-2-^jb) - 2 ->r 

V7°P L°JU- 6 -tf+y-4 -7°P L°JU- 1 , 6-^'L KP tf 'J 5 
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— -Y )U] ^ J-Jls} tf'JSyy-2-^M -1,2, 4-*dr+tiS 

TX/-JU-5 (4 H) -tfX 

3- {2- {5- { [27°Pt°;U- 1 - (5-x S+2/fcf'J 

- 2 - -f JU) - 6-tf+y-4-7°P tfJU- 1 , 6-*>* t KP fcf'J $ *>*>-

5— -fJU] fcf'J 2-^;u} 7x-;i/} -1,2, 

$/7y-;i/-5 (4 H ) -tfx 

3 - {2 - {5 - { [ 1 - (5-ih^>tf'J^>7-2-^jb) - 2 ->r 

V 7°P tfJU- 6 -tf+y-41 , 6 -y L K P tf 'J 5 

— -Y )U] STJls} yjL~)l} -1,2, 4-^++fy 

- 5 (4 H) -tfX 

3- {2- {5- { [2—>^P7°P L°JU- 1 - (5-x K 

- 2 - -f JU) - 6 - ̂  +7-4 1 , 6-V t KP fcf'J 

5 --f JU] ^JU} fcf'J 2-^JU} 7x-;i/} -1,2, 

$/7y-;i/-5 (4 H ) -tfX 

3 - {2 - {5 - { [ 1 - (5-xh + >>eiJ$y>-2-^jb) -4 - x 

3-)\s-2 ->T 77°P tfJU- 6 -tf + y- 1 , 6 -y t KP tf 'J 5 -

-<JU] ^ ̂ )\y} t°'J *jy-2-^;u} 7X-JI/} -1,2, 4-7TW7 

x/—JU-5 (4 H) &0\ 

3- {2- {5- { [2—>^P7°P L°JU- 1 - (5-x S+2/fcf'J 

- 2 - -f JU) -4 —x^JU— 6-tf + y- 1 , 6 — y t KP fcf'J 5 

— -Y )U] STJls} t°'J^>-2-^JU} yjL~)l} -1,2, 4 

TXJ-)V-5 (4 H) -^y 

^ zmif&zt tf-e $ £ o 
[0047] (I) T?^3*l£5- 4 (3H 

3 - {2 - {5 - { [ 1 - (5-ih^>tflJ^>7-2-^jb) - 2 ->r 

y7°P L°JU- 6 -tf + y-4 -7°P LMu- 1 , 6-V t KP tf'J 5 

->ni/] fcf'j *>*>-2-^;u} 7x-;i/} -1,2, 4-^++f^ 
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7V-)\s-5 (4 H) -tfX 

3- {2- {5- { [27°Pt°;U- 1 - (5-x K 

- 2 - -f JU) - 6-^ + V-4-7°P tf;U-1 , 6-y L KP fcf'J 

5 --r ;u] ^JU} fcf'J 2-^;u} 7i-JH -1, 2, 4-^++f 

$/7y-;i/-5 (4 H ) -tfx 

3 - {2 - {5 - { [ 1 - (5-ih^>tflJ^>7-2-^jb) - 2 ->r 

V7°P tfJU- 6 -tf + y-4 1 , 6-^'L KP fcf'J 5 

- -Y JU] 7I-JH -1,2, 4-^++fy 

- 5 (4 H) -tfX 

3- {2- {5- { [2—>^P7°P LMU- 1 - (5-x S+2/fcf'J 

- 2 - -f JU) - 6 - ̂  +V-4 1 , 6-V t KP fcf'J — 

5-^JU] ^)\/} t°'j *jy-2-^;u} 71-JH — I , 2, 4-^++f 

$/7y-;i/-5 (4 H ) -tfx 

3 - {2- {5 - { [1- (5-xh + >>eiJ$y>-2-^jb) — 4 — x 

^JU- 2 ->T V7°p tfJU- 6 -tf + y- 1 , 6 -y t KP tf 'J 5 -

-YJU] ^JU} fcf'J 2-^JU} 7I-JH -1,2, 4-7TW7 

x/—;U-5 (4 H ) Jkxf, 

3- {2- {5- { [2—>^P7°P L°JU- 1 - (5-x S+2/fcf'J 

- 2- Jji,) -4 -xf;i/- 6 —tf + y— 1 , 6-y t KP fcf'J 5 

->ni/] ^JU} fcf'J 2-^;u} 7I-JH -1,2, 4-^++fy 

- 5 (4 H) 

^ b ta z> m & n £ zmfzzt &v $ £ o 
[0048] 

tl'So 

[0049] —W& (I) -e^'ZtlZit'&ytHDi&tLT&s 

'J OA, t)J\sisOAm(D7J\st) 'JzfeSi^X&^U 
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h 'J >s K 'J x^JUT7 $ X tfP'J 
X N-p^jutfp'J i>'ys N->(T)is^)isfc<j y 

L T M 9*in" 

tc&s $|J;U£\ ^-fbTK^Iti^ 3 Oi&kMMik, fillip 

'J >I£±^© <£ 9 &iiJ£©I£{\l"APi^ ; ^ >7JU* >I£i^ x^ 
>x;u^>ll±^N ^>iz>;uu^>l£ilL p - K,/ux>;uu^>ii£ilL 7b 
-f >I£i^ y^M^iks 151^, ^x>l|J^N 

£>ti£0 

[0050] (i) -e^ti£ibim xtet(Dik(D}nmmtt LT&, 

[0051] &fc\ (I) 
tl-gj-fbc^k l\t)l^-g)70P K7'> ~fc%VR(D 

lb^©7°P K7'> ?'£JFM1~£S£: LTtis r7°P^UX • -f > • 

:>> (Progress in Medicine) J N 7Ht^f x>X • 1 9 8 

5^N 5#N 2 1 5 7 - 2 1 6 1 ^-^C§Ei63 tlT JtJII»l£ 1 

9 9 03^1 riInDn©|iij fs7#^§£ft1 6 3 -1 9 8^-y^|Ei6^ 

tiTlN £ <? ti -g> <> 

[0052] ±§E-fl£it (I) Tll3ti£{bl^)gL< tt^©^ 

^ &ffi ̂  f £ £ £ •? $ s 4# IZ %y H 3 tl £ t © T? & & < 

, %tcs TIE 

J5^tT 9 JC £ ̂  T ̂ J5MteJ^© tt£SiZ-D^X &!&WiZ!ii\[^X^tt> 

^IILT &I 

? PY h^7 7 -r -ll©llffl3ti£;fr;££ig:i:31JRU 

[0053] m&J5&) 

1 . BBBtfiS (IV) XfcZ>{k£^ (la) ©^^;i 

*fg0E©—$£i£ (I) X^tl&it—$£i£ (la) T^^tl-g) 
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it-Sty&©-fifeIZ y mitt ZZtifX^Zifs Z titC 3 ti£ t, 0 

fpt,N TIEJ^HE&HI HciEi6®®y, 

K (VI) i:)3->rhiXT^ (VII) "tt\ ?#£*ifc<b^$l (VIII) 

(ix) K (x 

) Ti/J^T^yib^a (XI) 1fmbti5o 7i/Jb7$;tt 

(XI) K;p$>Mb^$l (XII) •££>£, fcf'J (XIII) 

(XIII) \,ZTV 

*fgB£©-fl£it (la) x^n&ibtt^m'tt&ztlfx^&o 

[J5J&&E& H11 ] 

[0054] [<fb6] 

(VI) 

o o 
R1^''-''^'ORs 

(VII) 

[Igl] 

o o 

(VTII) 

R2^NH O 
1)ACONH4 

A ) ?N 2) (R2co)2o" 
(DC) 
3m 

R2COCI 
(X) 

[XS2] 

R2 x^'An s 

N N N 

[114] 

(xni) 

[0055] (jfct^ iA, R\ R2, R3, R\ X&N fu§E«>: H t ©£^ U R6&C 

! -e7¥(Dt>)\s&(Di%l%&%:7jk U Wli/xp^yJI^&if 

©J&itS£^~to ) 

[0056] [Ii1] fcf'J ^JU^JU/N^K K (VI) £/3-^ hiXrib (VII) ©J5 

J&fciU ikmRZ?s\a?y{blJ3LOA ('J^A? P'J K\ 'J^A 

7"P$K^) ©#STIUytT9zttf-ezzo ^utLxit^zuwihtM 

iN, K\ N-^jutfp 'J Kx 
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+ K\ ^"tzh-h'JJk 7°Ptf^ 

v>s N, (DMA P) 

% P'J^X )\s?-Vy, 1, 8-y>Hf^*>^P [5. 4. 0] -7-Oy 

T-tzy (DBU) N 1, 5-VT*f\i^9 P [4. 3. 0] -5-J*y ( 

DBN) N 1, 4-VT*f\i^9U [2. 2. 2] z* 9 9 y (DABCO) 

% K 'J x^JUT7 < ys y^V^P^7$X V^PtfJH^7$> 

, yryyptfMyfji/7<x h 'J TKUlb 

'J^A, K 'J 0 A, TK^-fb^ 'J 0 A^0)7KM'tt,7Jl>t) 'J 

TKII-fb'J A, TKII-fb^- h 'J ^ A% TKII-fb^ 'J ^ A^^TKII-fbT7^^ 'J# 

'J 0 A, ^Il-tz 

IIT7^ K U o)\st> 
ZZtlfZ'^Zo -JSfitC-2 

0 ~ 1 2 0 °CN Sft L< it 2 0°C~ 1 0 0°CtCT, 1^~2 0FI, J: U $ft 

L< ti 5^-3 6B^J5Jfc3t!:£££KJ:oT<b£-$l (VIII) tf?#£*i£o 

[0057] [Ii2-1] -fb^ (VIII) II®# 

fcTKJ: ytr-p zttf-CZZo mmtLXtt, **J-

Jk JLfrj-M -fV7°P ;<J-M Mlx^Jk Ml-f V 7°P fcfJk K;U 

x>% Th7bh*P77>, ^-tz K- K 'JJk 7°P 

tf^-K '>Uk N, N-y^^;i/dx;i/A7$ K\ N^jutfp 'J KX V 

*^)\s7,)\s**i/ Wit 

LT^ ftizWEL&ta^tfs ^iJxti'MI^ h^Ji/^Pili 7°P tf^>11 

s ^m»^®7°p K>II, mikit^fy, = Mi-xx 
^(DJM7>m*&mtzz£tf-ei*z0 &mtz^uiz&?z 

-fl£tC0~1 8 0°CN L< & 5 0°C~ 1 5 0°CtCT, 1 ^~ 

2 40m cfcySfS 8B^J5Jfc3t!:£££l;:J:c>TfT9o 

[0058] [Ii2-2] (IX) £©J5j& 

&&<Dft&.TlZ£V'fj?Zttf-et*Zo IStlTli, ®j 
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xti'Mt^ K 'J DM 7°P tftf >11^ 7°P K >I££^ 

-jsstc 

0 ~ 1 8 0°CN Sft L< ti 5 0°C~ 1 2 0°CtCT, 1^~2 0FI, <fcySfS 

IX ti5#~2 4 0^J5Jfc3t!:£££tCj:oT;p*>Jl/;p$>Mb$l (XI) tff# 

£*l£>o 

[0059] ttz, K (X) 

m&tps ±^S®#STXti##STtCTtT9 ;#££<>: LTtif# 

tdftlPHti&l,^ Th7bh*P77>, K;ux>% N 

, N-^^k^UA^ K\ N-p^Jl/fcrp'J KX 1, 2-y^PPi 

y^ppy^X 7PP*JUAN ^-tz K- K 'JJk 7°P — K 'J JU 

#£3M4XtiSfia^fo •£ Tt Z> Z t ifx $ Z>o ±^Stif# tcf y Htift^if 

s 0J*.t£tDMAP, P'J^X )\s?-Vy, DBU, DBN, DA 

BCO, K 'J Ji^JUT $ >N V7°U£°)l>7<>s ^V^P^JUfJb 

y<ys yryyptfMyfji/7<x h <J 

TK^-fb'J ̂ 0 A, K'J "7 AN TK^-fb^'J "7 A^^TK^-fbT7^^'J# 

Slls TKIt-fb'J ^"7 A, TKII-fb^- K 'J 0 A, TKII-fb^ 'J "7 AUcDTKIt-fb^JU 

j^It'J^A, j^It^h'J^A, 'J -7 A, j^It-tz^A 

yjut) ij^mm, ^IITKm± K >J 
jsj&^mis -jssc-2 0~i oo°c, ft 
S L < ti 1 5 ~ 8 0 °CtCT, 5^-48 0#^T. Sf S L < ti 5 0#P^~ 3 6 0#^ 

KJfct!J£&ZtlZ&^T7is)l'7$ J it1®) (XI) ifmbtl£0 

[0060] [ii3] ±iE®^;i-et#^ti/c77*>;u77$>Mb$i (xi) £ T7 $ y <fb£-^ (x 

II) (DKJ&lZ^Utp, K 'J 77JU+,JU77,JU$ — "7 ACDfefeTtCcfc U fj9 CI £7^ 

-e$£o ;#$g^LTti^ ^tcftlHti&i,^ 1, 2-i/^ppi^X 0 P 

P/1N;UAN y^pp^x Mtx^Jk M£-f 7 7°P tfjk K;ux>% ^ 

>-tz>, Th7th*P77>, :P-tzh-h'>Uk 7° P tf ̂  — K 

'JJk himu 

+JU:P,iU$ ~OAt LTti^ K 'J K 'J 



[£900] 

[2IWS] 

(qi) ^m-mm 
¥ (AIX) >z ° 21* <=>#*# 

(MX) ^ $zir<^m.H q:? (mx) # 

*?ii< /-^ ̂  n 03 vri©01*2121 s m®'M2ii v<^ds M#?iaa> %<§• 

\Cf <Z £ a# 3 2 <2:4I^f (i T 2) ?^0 imi ̂q> 21* £ 

(qi) (I) ^-0^0^ 

¥^I^f0 (qi) G^q>2<3?i (A) £#Ua -3 [2900] 

A-£^nus e~EU#fl L ?i > n £±s VL« s L v 2.11a, o s i ~ o s ?i 

>1?^ vQo0 8 l~0I1$f-

^ "ssa^rs^s^ia-q^^irPix^itr^.H <^-pirxir^K^ 
V<.H ri •0qir^^-N \H ^ZYWI/^^-N 'N ^rrH-^a0£ 
virrH-S^-^ ^<<=cn?\ ^ v<-i+^-P^ v<.fV<v '<XIH 
vircq •„£ A >||^| vir^x|i^| /•£/;>• Vir-A£x Vir-A 

£K v¥ii.n^?S4^ MT%ioai3;H .<^irfi/$ir^ 

^rn vi5#0x^ir^^q>i@ 

X^qh^ SV6 fi H -f^qh^ \H fi H \H 

rn \H^xxir^KfH v?ixn^?^q>.H^^ 0<2r$a^^?2^^ri 

rri4i^OT^0^qM^^ (mx) [*!•:] [1900] 

(mx) ri0qx^Tn^?2 

2~^S£1 >n £i$(iT VS#0173~^L '2210,0 2 I 

~a,o s?i >n £i$ vQoOS i~on$f-

60/.l00/ZI0£<IfAL3d 8S nmi/zioz OAV 
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LitH 
R' 

R ?~f° 

[116] 

[0064] (5$^ B&AN RI, R\ R\ R\ ) 

[0065] [Ii5] L°'J (XIII) + 

^"etT9 N, N-^7fJb 

K\ N, N —^;u:P-tz KT7^ S\ N-p< ̂ JUt°P 'J KX v 

K\ *$J—)W x^y-;k -f v7°p/\V-;k 1, 4 

7h7t: 

tKP + ̂ >^7$>hLt, i^l£L KP^>JU:P$ >, lib h' 

P+^U;7^ X *>a-7l£L Fn*U)\s7$y!§CDmt(Djk%:m^Z>t^& 

, iiWAtfs m^KMi-h'JO^ 7m<ti~ h 'j 

-7 A, h'JiW^X ^ h 'J ^A* K+*> K\ 7K^b^- h 'J ^A^^^ 

&mtz 
-$$tC0~1 8 00C_ L<£50~1 2 0°C(C 

t, i^~3gm, &£b<tti mm-3 6-tt-g.ztiz^^xr 
$ (XIV) 1f%htlZ>o 

[0066] [1^6] KTT + S/A^ (XIV) fr<Mb-£rt] (lb) ^<D^t£}#££4\ & 

S©#S"F, y*T9 mut 

1, 2-v^PPX^>% ^PPTjsjUA, */£p 

p^x Mfxf-;k Mt-rv7°pt°;k SJUXX xS^t: 

h*P77>, T-tzS-S'J^k ^Ptf^-S'JJk N, N-fy 

^WWbA7^ S\ N, N-y^^yur-tz K\ N-^JUtfP'JK 
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g£ LTti^tCftJUti&l^ mti\ DMAP, P'J^X )\y 

TVy, DBU, DBNN DABCO, K 'J JiTJl>7< ys SsJ V7°U£°)ls 

x^JU:P$>N h <J tT^T^ >s j^M'J 

TO A, %tm-£*sOA. 
A, m%7km±)i)ry^%:{£mt&ztifx^&o xti 
f#tc*tifti^\ 1, 1' $yv-Jk 
VuumW.*T)\/s 0uu®m^T)\/'^%:\t^tZ>zt1?X:$Z>o 

ti^ -fl£tC0~1 2 0°CN fttLKitl 5 
~80°CtCT, 5^~3 0fi Sft L< ti 1 mm- 1 2 •££>££ 
iZti^Xit^ (lb) tf?#£*l£o 

[0067] 

^zmmfes mti\ 5®, ^ &m<?u^ 
h^7 7-r-^tc^LT^tcj^UT^H^ tztzs 

*tC33^T ti, f#tC*i^"t ZZ.tt£< fofcfcizmtZ ZttXZZ0 

[0068] 3 >bizs &m(Dm^mtm^wmmm\t¥mm(D^m Ltc-gfez 
7t$;Fb£-tKis m^immm(D-mti:%¥)&\3L 

1 % t<D*s 7 XT [sX^-iklzmi* t z> it 7*6^14 13=7 A ? P 
v h^7 7 -r^ 

tc®< ZttfX%2>0 £/cs V7XTU^V-;Fb^tiN 0IJxt£# 
mmbxti&fi^pv s^7 7-r-#tcj;y^sij-e$i)„ 
ft-fb-n-^a tiiS^ ^ £ d t iz j; y §Ui£f zzttxzz 

o 

[0069] tf^ti/c-fb^ (i) ti®^®^";i"e±^tct"-g)C^^-e$-g)o -fb-^-

^ (l) Xti^©^ti®;t©^;£tCc£y7M]^Xtix^y-jU^©;#M 

MltTZZttfXZZ o 
[0070] *fgBE©lb£^gL< ti^©±^ Xti^ft£©}§&ffl$l £#&/£#£ LT 

##LT&££2£^£$i©aM^©£^M£ LTti, mti\ mt t>7° 
-tzjl/ftk IPii^iJs f^iJs ->P77°SiJ^tcJ;SliP^^XtiffM^aitSiJs 15 
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tfmibti50 £fcs z<D£?%:m*<D#m<DmMmM*m$kt2>iz.!l^ z 
Xf£ffe©§!il£±l£#3ft&JSfk gpt>* BMMs 

#js iaM^Js aum nmmmij, mmi mm 
Sis wUs i&jig&k 
•2>0 

[0071] ^0^ii0^1tts 1£B!k 

-flSifc (I) -zmfrZn&ib^tLZ, 1 so. 
1 ~ 1 0 0 0 m gs f#tC 1 ~3 0 0 m g -SX&l&StC^ ttTHP&^ 

X ti im P JS-^f ZZ.ttf-ZZ&o 

mmm 
[0072] }^tCN 

&fc\ TiE^WJ^Tm^ftxi^B&^tiT 

s : i/ysflsy S (singlet) 

d : yzfl/y S (doublet) 

t : S 'J 7°U y S (triplet) 

q : t})[/Ty K (quartet) 

m : )\zT~?\s V S(multiplet) 

b r : 7"P — K(broad) 

J : t) V 7° 'J y ^AE:ift(coup 1 i ng constant) 

H z : (Hertz) 

C D C I 3 : fi0 P PTfrJUA 

DMS 0 - d 6 : m.V* ^JUTJU/IN + V K 

1 H-NMR : 7°P h 

i R : h;u 

[0073] ^«IJ1 5- { {6- [2- (1 H-r^ V—J\y— 5 —-f ;i/) 7i-^ 

] tf'j^y-3-^M -6-7>;u-3- (5K+s/tf1; $ 
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- 2(3 H) -jy(Dm& 

[0074] [<fb8] 

[0075] in : 7)\s3ymmnT, 2- [5- (7'P t0|J^>-2-^ 

JU] s<yV- h 'JJU (31. 9 g, 1 1 7 mm o I ) N 3 -^ + 7^7°^ > 

(2 7. 8 g , 1 76mmo I) , y^V^PlfJUf ( 

31. Og, 240mmol) ~J&Xf 'J h' (8. 2 g, 193m 

mo I) 0Th7kKP77> ( 9 0 0 m L) 2 3 Lfc 

o L/co #$Jf 

K u MJ±)IISL/CO mbti 

'J -hf^-h^ixOw? h^77 -r - (/^+Ht>/M|x51>'U= 2 

: 1) Kttu 2- { [6- (2-i/?;7i-Jl/) t°'jy>-3-^;U] 

P<^U} -3-^ + 7^7°^ (2 0. 9 g , 5 1%) 

$)£ LT?#fco 

[0076] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 87(3H, t, J=7 Hz), 1.18-1. 32(2H, m), 1.47-1.59(2H, m), 2.34-2.39(1H 

, m), 2. 55-2. 67(1 H, m), 3.20-3.29(2H, m), 3.73(3H, s), 3.84(1 H, t, J= 

7 Hz), 7.50(1H, td, J=8, 1 Hz), 7.63-7.74(3H, m), 7.76-7.87(2H, m), 8 

. 61 (1H, s). 

[0077] TM2 : 2- { [6- ( 2 - -> T J 7 x ~ JU) L° 'J V y - 3 - -f JU] 

} — 3—^ + 7 ̂ 7° >11^ (3. 5 0 g, 10. Ommol) S.t/I'F 

It77>;E — 7A (23. 2 g, 3 0 0mmo I) CD hJUx> (5 OmL) — 
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mm (7 m L ) 1 ^ 
T-em&mm. (5 1. 2 g) RXtmm. (5. 7 g) £JP;LT, 0°Ce3 0^ 
mmmks 7o°c-ei. 5mmmw[.tc0 s^cawTK^jp^ tun* 
juA-effltt Ltco #$jf ££-fot!\ tSffi#±^7K"e}$t)#LM7KW^- K 'J 
£ffl^T$£'JtU MJ±)IlsL/co t# tk*> 'J Jo tfJUJo ^ A ^ • v K 

^77-f" (^ + Ht>/77-tz K>= 5 : 1) KttU (Z) 

K — 2 — { [6- (2-i/?;7i-Jl/) tfu 3-^;u] ;^u} -

2-^7°^>IIP<51;U (0. 9 7 5 g, 2 5%) LT?#fc 

o 

[0078] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 91 (3H, t, J=7 Hz), 1.33-1.45(2H, m), 1.46-1.57(2H, m), 2.18(3H, s), 

2.94(2H, t, J=6 Hz), 3.71 (3H, s), 3.75(2H, s), 7.50(1 H, t, J=8 Hz), 

7.58(1H, d, J=8 Hz), 7.63-7.72(2H, m), 7.75-7.83(2H, m), 8.60(1H, s), 

11.9(1H, s). 

[0079] H3 : 7)l/3ymm%Ts 2 - T $ J - 5 - K + ̂> tf 'J < V > (2 2 0 

mg, 1. 7 4 m m o I ) © 1 , 2-i/^PPl^> (30mL) 

)ELX- K <J ^TJIyTJIy<-OA (2 mo I / L ̂  + Ht >;#}^ 1. 4 5mL, 

2. 9 0 m m o I) £jbp*.N 8 0 Lfc0 (Z) -3-^-tz 

^ $ K - 2 - { [6- (2->>7;7i-^) £°<J */>- 3 —T ^U] ;>< 

} - 2 ( 2 2 7 m g , 0. 5 8 mm o I ) © 1 , 2 -*>* 

^PPi^ ( 2 0 m L) £^-C/1S~F U 17 0#^ 2jp$tiI3fc L fcG J5 

J&mzMkyy'E-O J±7km}fcAt?<7 nnfc)\sA%:-hU7L, -tz^ K5ii L/c 
o 3$©#$ui £#siu TKH^^pp^^A-eaaiL/co 
s 7K^t/Mn#^7K-e}$t}#^»w^ h 'J 
L/C o t# ^ :> 'J =7 lxOU^? W=7~? < — (^-tfy/m 

I£x^JU = 2 : 1 ) IZttLs 2 - {5 - { [4 -7>;u- 1 - ( 5 - p< h + 

*> fcf'J 2-^JU) -2-^^^-6-^ + 7-1, 6-ytKPtf 

'j 5-^;u] *T)\s) t°'j *jy-2-^;u} ^>i/-h'>uu (20 
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7 m g , 7 7%) %&&&&%} t LT%tza 

[0080] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.36-1.48(2H, m), 1.58-1.70(2H, m), 2.16(3H, s), 

2. 63-2. 72(2H, m), 3. 97(2H, s), 4. 01 (2H, s), 7.47(1 H, m), 7.60-7.71(2 

H, m), 7.72-7.83(3H, m), 8.54(2H, s), 8.70(1 H, d, J=1 Hz). 

[0081] Ijg4 : 2 - {5 - { [4-7°T)ls- 1 - ( 5 - K + fcf <J < V > - 2 -

-fJU) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 5 

] fcf'J Vy- 2 -J)ls} ^>V'-K 'JJIs ( 2 0 0 m g , 0. 43m 

m o I ) 0 KJUx > ( 2 0 m L) K >J * 'J )\sTV K ( 8 . 6 8 

g, 75. 3mmol) (55mg, 0. 22 1 mmo 

I) 5°ce2 40tP^#L/co 

rai 'J ~hf)\/~h=7l±C> P V h^77< - (^PPJfcJl/A 

: ^y_;u = 100:1) 5-{{6-[2-(1H-

T K 7 V—J\y~ 5 — -f)[/) 7i-)\s] tf 'J ^ y — 3 — -f )U} /TJIs) — 6 — 

7>JU-3- (5 -* K + ̂ >t0|J 2-^;u) - 2 

>-4 (3 H) -tfy (1 7 4 m g , 80%) ZM&teWMltLT%tc0 

[0082] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 93(3H, t, J=7 Hz), 1.33-1.48(2H, m), 1. 55-1. 73(2H, m), 2.16(3H, s), 

2.58-2.72(2H, m), 3.95(2H, s), 4.00(3H, s), 7.20-7.35(1 H, m), 7.38-7 

. 58(3H, m), 7. 62-7. 82(1 H, m), 8. 00-8. 22(1 H, m), 8.54(2H, s), 8.50-8.6 

3(1H, m). 

[0083] 5 — { {6 — [2— (1 H — 7- K 7 SJ—J\s~ 5 — -f)[/) 7i-ib 

] t°'J^y-3-^JU} — 6 — y'TJl/— 3 — (5-xK+^L°'J$ 

Vy-2-^)\y) - 2-tTJUtf'j %vy-4 (3 H ) -Jsyvw-h. 

[0084] 
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[0085] I|1 : 1 ©M3 2-7$ J - 5K+^> fcf'J 

y tc 2 -T7$ y - 5 -x K+^> tf 'j < vy 1 0113 

tmmz&fc-tmu 2- {5- { [4-y^ju- 1 - (5-ih^>e 

<J $i/y-2->ni/) -2-^^^-6-^ + 7-1, 6-ytKPt0|J$ 

y>-5-^;u] ^JU} bf'j 2 -^;u} (W : 4 

6%) £?#fc„ 

[0086] 1 H — N M R (CDC l3, 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1.38-1.46(2H, m), 1.51(3H, t, J=7 Hz), 1.60-1.68 

(2H, m), 2.16(3H, s), 2.65-2.69(2H, m), 3.97(2H, s), 4.22(2H, q, J=7 

Hz), 7.47(1 H, m), 7. 64-7. 81 (5H, m), 8. 51 (2H, s), 8. 70(1 H, d, J=1 Hz). 

[0087] xm2 : 1 ©1^42 - {5- { [4-7>JU-1 - ( 

5S+*> fcf'J 2-J)ls) -2-^^^-6-^ + 7-1, 6-

y t KP tf'J 5-^;u] *T)\s} tf'j vy-2-^;u} ^>7'-K 

'J Jl/CDftfo y K 2 - {5- { [4-7>>IU-1 - (5 -x K+^> t°'J $*sy 

- 2- J Jl,) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 5 

-^;u] p<^u} t°'j vy- 2 --1)1} ^yV-\-lJ (D 

H4 t. LN 5 — { {6 — [2— ( 1 H-T h^V— 

5->r;u) 7i-ii/] tf;s;>-3->r;u} ( 

5-ih + i/tflJ^y>-2-^jb) - 2$y>-4 (3H) 

(J]X^:4 6%) 7 LT?#fc0 
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[0088] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.38-1.44(2H,m), 1.51(3H, t, J=7 Hz), 1.61-1.68( 

2H, m), 2.17(3H, s), 2.66-2.70(2H, m), 3.97(2H, s), 4.22(2H, q, J=7 H 

z), 7. 37(1H, m), 7.48-7. 58(3H, m), 7.78(1H, m), 8.21(1H, m), 8. 51(2H, 

s), 8. 62(1H, m). 

[0089] 5 — { {6 — [2 — (1 H — T h y SJ — JU— 5 — -f)[/) 7i-ib 

] ~ 6-7'TJU-2-JL^-Jl-3 - (5-p< 

2-^;u) (3 H) 

[0090] [<b10] 

[0091] III : 1 0111 TM#£*lfc2 - { [6- (2 ->>7771-

)\y) t°'J^>-3-^)U] -3-J*V^7°$>m><TJl> (1.0 

3 g, 2. 94mmol) S.t/l'FltT7 — 0 A (6. 8 0 g, 88. 2m 

mo I) CO hJUxy (3 6 m L) -fFll (4mL) 1 

Lfco 7KS.t/2mo l/L 7X11^^" K'J ^7A7K;#^ 

£2JP^ 1 , 2-y^PP 

i^> (1 OmL) K (544mg, 5. 8 8m 

mo I) $.£/ K 'J JiTJlsT < y (595mg, 5. 88mmol) 

% 5o°cei 60#r^ji^L/co ^pp/i^uA-ettaittc 

o #$Jf tSffi#±^7K"e)$t)#LM7KW^-K'J 

s MJ±)IlsL/co t# 'J t> 7A^7P7 h^77<- (^ 

+ Ht>/77"tz K>= 5 : 1) tCttU (Z) -2- { [6- (2—>777 
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I-Jl/) *T)\A -3-7°Pt°^^-$ K-2-^7°T 

(4 6 4 m g , 39%) LTt#/c0 

[0092] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.91(3H, t, J=7 Hz), 1.23(3H, t, J=8 Hz), 1.34-1.51(4H, m), 2.43 (2H, 

q, J=8 Hz), 2.89-2.99(2H, m), 3.70(3H, s), 3.75(2H, s), 7.49 (1H, td 

, J=8, 1 Hz), 7.58(1 H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.77-7.86(2H 

, m), 8.60(1H, s), 11.88(1H, s). 

[0093] 112 : HUBB^MJ 1 ©113 (Z) - 3 -Tiz$ < K- 2 - { [ 

6- (2-i/7;7x-ji/) t°'J 3 —r ^u] - 2 - ̂  7°T > 

^^©ftfry tC (Z) -2- { [6- (2-i/7;7x-Jl/) 

— 3 —r^u] - 3-7°P K-2 

1 ©113 • MI! U 2- {5- { [4-7>;U-2 

-x^JU-1- (5-* K+S'tf'J 2-^JU) - 6 - * + 7 - 1 , 

6 - V t K P tf 'J $ y > - 5 - -f Jls] * TJIs} tf 'J y > - 2 - -f JU} ^ > V 

-h'JJU 0»: 7 0%) LT?#fc„ 

[0094] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.35-1.46(2H, m), 1. 62-1. 74( 

2H, m), 2.32(2H, q, J=7 Hz), 2.69(2H, t, J=8 Hz),3.96(2H, s), 4.00(3H 

, s), 7.47(1H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.73-7.82(3H, m), 8. 

53(2H, s), 8.69(1H, s). 

[0095] 113 : HUBB^MJ 1 ©1142 - {5- { [4-7>JU-1 - ( 

5-* K+S'tf'J 2-^JU) -2-^^^-6-^ + 7-1, 6-

V t KP t°'j 5-^;u] ^JU} t°'j *jy-2-^;u} ^>y-K 

'J JU©ft*> y tc 2 - {5- { [4 -7>;u-2-x^JU- 1 - (5-p<K + 

*> fcf'J 2-^JU) -6-^ + 7-1, 6-V t KP fcf'J 5 

—r ^u] *T)\A tf'j vy- 2 -^;u} s<yV— K 1 © 

114 • ill, 5- { {6- [2- (1H-TK^V-;U-

5 --f JU) 7 I-JU] t0|J^>-3-^;U} ^JU} - 6-7T)\s-2-X 
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TJls-3- (5 fcf'J 2 (3 H) 

-tfy 0»: 6 0%) 

[0096] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.34-1.47(2H, m),1.60-1.75 

(2H, m), 2.32(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz),3.96(2H, s), 4.01 ( 

3H, s), 7.29-7.38(1 H, m), 7.43-7.59(3H, m),7.76(1H, d, J=8 Hz), 8.18 

(1H, s), 8. 54(2H, s), 8. 61 (1H, br s). 

[0097] 5- { {6- [2- (1 H-T 5-^;U) 7x"JU 

] L°'J ^- 3 --TJl>) *T)\s) -6-7^^-3- (5-xh^>tf'J$ 

Vy-1-^)\y) - 2-x^JUtf'J $^>-4 (3 H) -^>0^ 

[0098] [<fb11] 

[0099] I11 : 3 0112 2 - 7$ 7 - 5 - h tf 'J $ V 

y tc 2 -y $ y - 5 -x Ktf<J <3 <DTM 

2 • ilLv 2- {5- { [4-7>;U-1 - (5-ih^> 

fcf'J 2-^JU) - 2-x^JU-6 -J*V- 1 , 6-^tKPt0|J 

8 0%) 

[0100] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1. 18(3H, t, J=7 Hz), 1. 37-1. 47(2H, m),1.51(3H, t 

, J=7 Hz), 1.62-1.72(2H, m), 2.32(2H, q, J = 7 Hz), 2.66-2.72(2H, m), 

3. 97(2H, s), 4. 22(2H, q, J=7 Hz), 7.47(1H, t, J=8 Hz), 7. 64-7.69(2H, 

.0 

/>-5-^;u] *T)\s} fcf'j Vy- 2 -^;u} (W : 
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m), 7. 74-7. 83(3H, m), 8. 51 (2H, s), 8. 70(1 H, d, J=2 Hz). 

[0101] 112 : HUBB^MJ 1 ©H4tC£tt£2- {5- { [4-7>JU-1 - ( 

5K+S'tf'J 2-^JU) -2-^^^-6-^ + 7-1, 6-

V t KP tf'j 5-^;u] ^JU} tf'j *jy-2-^;u} ^>y-K 

'J )l>(DiXfc> y Id 2 — {5- { [4-7^^-1- (5-I K+^tf'J 

- 2 - -f JU) - 2-JLTJIS-6-tf + y- 1 , 6 — y t KP fcf'J 5 

—r ^u] tf'j vy- 2 -^;u} s<yV— K 1 © 

H4 • ill, 5- { {6- [2- (1H-TK^V-;U-

5 --f JU) 7I-Jb] t0|J^>-3-^;U} ^JU} -6-7^^-3- ( 

5 -x K+^> fcf'J 2 ->ni/) - 2$^>-4 (3H) 

-tfy (i»: 7 5%) 

[0102] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.36-1.47(2H, m), 1.51(3H, 

t, J=7 Hz), 1.61-1.74(2H, m), 2.33(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz 

), 3.97(2H, s), 4.22(2H, q, J=7 Hz), 7.38(1 H, d, J=8 Hz), 7.47-7.60(3 

H, m), 7.78(1 H, dd, J=8, 2 Hz), 8.20-8.28(1 H, m), 8. 51 (2H, s), 8.64(1 

H, s). 

[0103] 5 5 — { {6 — [2— (1 H-jh7 V—)\y— 5 JU) 7 

] L°'J ^- 3 --TJl>) *T)\s) -6-7^^-2-^ V7°Pt°;U-3- ( 

5-p< K+^tf'J 2-^JU) L°'J$y>-4 (3 H) -^>©^ 

[0104] [<fb12] 
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[0105] H1 : fu§E^»lJ3©Il1 ¥t-)\st>n >J F(DKt> V IZJ 

7 7'T 'J K£ffllNT^te$iJ3©H1 £|W|*§tCj^ • iiu (z 

) -2- { [6- (2-i/7 J -> JL~)\S) t°'J *jy- 3 -^;u] *T)\s} -

3-^V7"f7$ K-2-^7°T>IIP<51;U (»: 4 9%) 

LTt#/c0 

[0106] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 90(3H, t, J=7 Hz), 1. 25(6H, d, J=7 Hz), 1. 33-1. 55(4H, m), 2.49-2. 63( 

1H, m), 2.90-2.99(2H, m), 3.71 (3H, s), 3.75(2H, s),7.49(1H, td, J=8, 

1 Hz), 7.59(1 H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.79(1H, dd, J=8, 1 

Hz), 7.83(1 H, dd, J=8, 1 Hz), 8. 61 (1H, d, J=1 Hz), 11. 90(1 H, s). 

[0107] 112 : HUBB^MJ 1 ©113 iZtitfZ (Z) - 3 - 7"tz ̂  $ K - 2 - { [ 

6- J JL~)\S) t°'J *jy-3-^;U] *T)\s) -2-A^f> 

IZ (Z) -2- { [6- (2-i;7 J 

-3- -r;u] -3->rV7"f7$ 

1 ©113 • ill, 2- {5- { [4-7>;U-2 

->r 77°P L°JU- 1 - (5-p< K+S'tf'J 2-^JU) -6-^ + V 

- 1 , 6 - V t K P tf 'J $ y > — 5 — -f Jl/] TJIs} tf 'J y > - 2 - -f JU} 

K IUU (W : 5 5%) LTt#/co 

[0108] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.33-1.49(2H, m), 1.62-1.75 

(2H, m), 2.21-2.35(1H, m), 2.69(2H, t, J=8 Hz), 3.95(2H, s), 4.00(3H 

, s), 7.46(1H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.74-7.83(3H, m), 8. 

53(2H, s), 8.69(1H, d, J=1 Hz). 

[0109] 113 : HUBE^MJ 1 ©I14tC£tt£2- {5- { [4-7>JU-1 - ( 

5-* K+S'tf'J 2-^JU) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-^JU] b?'J*S>-2-<{Jl,} ^>y-K 

'J )l>(DiXfc> VIZ 2- {5- { [4-7>;U-27 7°P tf;U-1 - (5-

K+^tf'J 2-^JU) -6-^ + 7-1, 6-yn KPfcf'J 
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> - 5 - -r JU] *T)\y} fcf'J Vy-2~4)\s} K 

0!! 1 0114 • ilLv 5- { {6- [2- OH-Th^y 

-;u-5--r;u) 71-^] kf'j y>-3->r Ji/} *T)\A - 6 -

2->r V7°Pt°;U-3- (52-4)1) 

-4 (3 H) -tfy (i»: 6 9%) LT?#fc„ 

[0110] 1 H-NMR (CDC I 3N 400MHz) § : 

0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.33-1.47(2H, m), 1.60-1.75 

(2H, m), 2.22-2.35(1 H, m), 2.70(2H, t, J=8 Hz), 3.95(2H, s), 4.01 (3H 

, s), 7.33(1H, d, J=8 Hz), 7.45-7.57(3H, m), 7.77(1H, d, J=7 Hz), 8.1 

8(1 H, br s), 8. 53(2H, s), 8. 61 (1H, s). 

[0111] 6 5— { {6— [2— (1 H-jh7 V—)\s— 5 —4 J\y) 7xzjl/ 

] 3 - 4 )l>} — 6 — y'TJl/— 3 — (5-ih+^e^ 

Vy-2-4)i>) ~ 2V7°P LMUtf'J $^>-4 (3 H) 

[0112] [<fb13] 

[0113] 111 : fulE^»J1 0I13tCfctt£ (Z) - 3 -7"tz^ $ K- 2 - { [ 

6- (2-i/777xzjb) tf'J 3-^JU] ;>< - 2 - ̂  7°T > 

I|p<5l;U0^^l'J^^»iJ5 0Il1 (Z) -2- { [6- (2 

2^2-7$;-5-^ $^>0 

ft;b«J IZ2-75S - 5-x 1 0113 £: 

• ilU 2- {5- { [4-7>;U-1- (5-ih^e'J 

.0. 

-^>7771-^) fcf'J Vy-3-4Jls] *T)\s} -3-^V7°f7$ K-
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$.*/>-2-4)\s) - 2-4 V7°p LMu-6-* + 7- 1 , 6-ytKPtf 

•j 5 -^;u] .x T)\y} £°>J *jy- 2 -^;u} ^>x/-h'>uu (W 

: 7 9%) LT?#fc„ 

[0114] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.19(6H, d, J=7 Hz), 1.35-1.45(2H, m), 1.51 (3H, 

t, J=7 Hz), 1.63-1.74(2H, m), 2.22-2.35(1H, m), 2.69(2H, t, J=8 Hz), 

3.95(2H, s), 4.22(2H, q, J=7 Hz), 7.46(1 H, td, J=8, 1 Hz), 7.62-7.70 

(2H, m), 7.75-7.83(3H, m), 8.50(2H, s), 8.67-8.71(1H, m). 

[0115] 112 : fulE^»J1 0I14tCfctt£2- {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2~4)\s) -2-^^^-6-^ + 7-1, 6-

V t KP tf'j 5-4)V\ *T)\S) t°'j *jy-2-4)1} ^>7'-K 

'J )l>(DiXfc> Viz 2- {5- { [4-7>;u-1 - (5-I K+^tf'J 

-2-4 )\y) ~ 2-4 77°P tfJU-6-tf + 7- 1 , 6- KP tf'J 

> - 5 - -r ;u] P<^U} kf'j 2-^;u} ^>7'- K 'J 

$|J 1 CQH4 • ill, 5- { {6- [2- (1H-TK^7' 

-)l>- 5 -4 Jl>) 7i-JU] fcf'J 3 -4)1} *T)\>} - 6 - 7>JU-

3- (5-lh^r>>eiJ$y>-2-^jb) - 277°P tfJUtf'J 

-4 (3 H) -tfy (i»: 9 9%) LT?#fc„ 

[0116] 1 H-NMR (CDC I 3N 400MHz) § : 

0.94(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.35-1.46(2H, m), 1.51(3H, 

t, J=7 Hz), 1.63-1.75(2H, m), 2.22-2.35(1H, m), 2.71(2H, t, J=7 Hz), 

3.96(2H, s), 4.22(2H, q, J=7 Hz), 7.37-7.45(1H, m), 7.48-7.63(3H, m), 

7. 81 (1H, dd, J=8, 2 Hz), 8. 25-8. 33(1 H, m), 8. 51 (2H, s), 8.67 (1H, s) 

[0117] mMM7 5 - { {6- [2- (1 H-jh7 7—JU— 5—4 JU) 7x"JU 

] t°'J *Jy- 3 -4)1} *T)\s} ~ 6 -7T)\y~ 2 —>7 P7°P tfJU-3 -

(5-p< K+^tf'J 2-4)\y) fcf'J 4 ( 3 H ) 



WO 2012/124311 53 PCT/JP2012/001709 

[0118] [<ft14] 

[0119] H1 : fulE^»iJ3 0H1 ¥t-)\st>n >J F(DKt> V iZis 

0 • • 'J K£ffl^T^ife0!l3 0I|1 

ilU (z) -2- { [6- (2-i/7;7x-Jl/) 

] -3- {^0 K) - 2 

JU (W : 6 9%) zM&tewyotLTmfco 

[0120] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.78-0.98(5H, m), 1.02-1.12(2H, m), 1.31-1.65(5H, m), 2.88-3.02(2H, m 

), 3.72(3H, s), 3.76(2H, s), 7.50(1 H, t, J=8 Hz), 7.60(1 H, d, J=8 Hz) 

, 7. 63-7. 74(2H, m), 7. 76-7.87(2H, m), 8.61(1H, s), 12.2(1H, s). 

[0121] 112 : fulE^»J1 0I13tCfctt£ (Z) -3-Ft*$ K-2 - { [ 

6- (2->>7;7x-^) £°<J *jy-3-^JU] *T)\s) -2-A^f> 

IZ (Z) -2- { [6- (2-i/7;7x-Jb) 

-3-4Jl>] -3- (*>? U7°UsOt)Jl>tf*+}-< P) -2-^7° 

<Dxm3 tmffiizjxjfc • famL* 2- {5-

{ [ 4 - 7°TJIS- 2 - 0 • 7°P tfJU- 1 - ( 5 - K + :> tf 'J < V > - 2 

-4 )\y) -6-^ + V-1, 6-y t KP t°'J 5->Hl/] 

£°iJis>-2-4M ^yV-h'JJU (JR$ : 63%) LT 

[0122] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 82-0. 87(2H, m), 0.92(3H, t, J=7 Hz), 1. 07-1. 15(1 H, m), 1.21-1.27 (2 
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H, m), 1.32-1.41(2H, m), 1.53-1.64(2H, m), 2.61(2H, t, J=8 Hz), 3. 94( 

2H, s), 4.01 (3H, s), 7.44-7.49(1 H, m), 7.66(2H, t, J=8 Hz), 7.74-7.82 

(3H, m), 8.56(2H, s), 8.68(1H, d, J=2 Hz). 

[0123] 113 : fulE^»J1 (DX&4iZtiiJZ2- {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2~4)V) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-4)V~\ *T)l>} £0'JiS>-2-4)l>} ^>V'-K 

'J )l>(DiXfc> ViZ 2- {5- { [4 -7>JU-2 -^0 P7°P tfJU- 1 - (5 

K+^> fcf'J 2-^JU) -6-^ + 7-1, 6-ytKPL°'J$ 

y>-5-^;U] p<^U} fcf'J 2-4)1} ^>7-K 

mm 1 ©ii4• MHU 5 - {{6 - [2- (iH-jh? 
x/-;u- 5 ~4)\s) 7i-Jb] fcf'J 3 -4)1} *T)\y} -Q-7T)\y 

-2-^7P7°Pt0;U-3- (5-p< K+^>t0|J 2-4)1) fcf'JS 

y>-4 (3H) (J»: 1 oo%) 

o 

[0124] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 82-0. 89 (2H, m), 0.92(3H, t, J=7 Hz), 1. 06-1.15(1 H, m), 1.21-1.27 (2 

H, m), 1. 31-1.43(2H, m), 1. 56-1. 67(2H, m), 2.63(2H, t, J=8 Hz), 3.94( 

2H, s), 4.01 (3H, s), 7.40(1 H, d, J=8 Hz), 7.47-7.62(3H, m), 7.75-7.82 

(1H, m), 8. 23-8. 32(1 H, m), 8.56(2H, s), 8. 65(1 H, s). 

[0125] 8 5 — { {6 — [2— (1 H-jh7 V~)\y— 5 — 4 )ls) 7i— JU 

] t°'J *Jy- 3 -4)1} *T)\s} -6-7"fJb-2-S/^P7°fJb-3- ( 

5-p< K+^>t0|J 2-4)1) t0|J$^>-4 (3 H) -jXDmfe 

[0126] 
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Dfbi5] 

[0127] II1 : tulE^»J3 011 1 7°P • >J WKfrV iZis 

0 • yt>)\stf—)\s$ • 'J K£ffliNT^te$iJ3 ©in M 

1U (z) -2- { [6- (2-Syyyy^-ju) tf'jsjy-3~4ju] 

*T)\y} -3- {^0 P7"^ K) - 2( 

J» : 7 2%) LTt#/co 

[0128] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.91(3H, t, J=7 Hz), 1.33-1.54(4H, m), 2.19-2.44(6H, m), 2.95(2H, t, 

J=8 Hz), 3.12-3.25(1H, m), 3.70(3H, s), 3.75(2H, s), 7.49(1 H, td, J=8 

, 1 Hz), 7.58(1H, dd, J=8, 2 Hz), 7.64-7.73(2H, m), 7.76-7.86(2H, m), 

8.60(1H, s), 11.78(1H, s). 

[0129] 112 : fulE^»J1 0I13tCfctt£ (Z) - 3 -7"tz^ $ K — 2 — { [ 

6- (2-i/777xzjb) t°'J *jy-3-^;U] T)\s) - 2 - ̂  7°T > 

(Z) -2- { [6- J 

-3-4Jl>] -3- {^0 P7"^ K) -2-A^T 

(DJ:&3 tmffiiz&jfc-2- {5- { 

l4-7T)V-2-^0u7T)\y- 1 - (5-* K$y>-2-^ 

;u) -6-^ + V-1, 6-y t KP fcf'J 5-4)\A *T)\S) t°'J 

vy-2-4)\>j ^>y-K'j;u (W: 6 5%) Lxmtc 
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[0130] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.96(3H, t, J=7 Hz), 1.34-1. 51(2H, m), 1.65-1.83(6H, m), 2.36-2.51(2H 

, m), 2.71 (2H, t, J=8 Hz), 3.07-3.17(1 H, m), 3.96(2H, s), 4.00 (3H, s 

), 7.46(1 H, td, J=8, 1 Hz), 7.61-7.70(2H, m), 7.73-7.82(3H, m), 8.52( 

2H, s), 8.69(1H, d, J=1 Hz). 

[0131] 113 : fulE^»J1 0I14tCfctt£2- {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2~4)V) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-4)V~\ *T)l>} £0'JiS>-2-4)l>} ^>V'-K 

'J )l>(DiXfc> ViZ 2- {5- { [4-^l/-2-i/^P7*fJb-1 - (5-

K+^tf'J 2~4)V) -6-^ + V-1, 6-yn KPfcf'J 

> - 5 - -rJU] t°'j vy-2-4)D ^<yv~ K 

$|J 1 CQH4 • ill, 5- { {6- [2- (1H-TK^/ 

-)l>- 5 -4 Jl>) 7i-JU] t°'J *Jy- 3 -4)1} *T)\>} -Q-7T)\y~ 

2-i/t>u7T)\s-3~ (5 -p< K+^> fcf'J 2 -4Jls) 

-4 (3 H) 0»: 7 4%) LT?#fc„ 

[0132] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.34-1.50(2H, m), 1.65-1.83(6H, m), 2.37-2.51 (2 

H, m), 2.72(2H, t, J=8 Hz), 3.04-3.20(1 H, m), 3.96(2H, s), 4.01 (3H, s 

), 7.31(1H, d, J=8 Hz), 7.45-7.56(3H, m), 7.76(1H, d, J=8 Hz), 8.16(1 

H, br s), 8.52(2H, s), 8.59(1H, s). 

[0133] 9 5— { {6— [2— (1 H-jh7V~)\y — 5 —4 )\s) 7 JL—)\S 

] t°'J *Jy- 3 -4)1} *T)\>} -6-7"fJb-2-S/^P7°fJb-3- ( 

5-ih^>tflJ^y>-2-4)1) t0|J$^>-4 (3 H) -jXDmfe 

[0134] 



WO 2012/124311 57 PCT/JP2012/001709 

Dfbi6] 

O N^,/° 

[0135] in : fulE^»J1 ©I13tCfctt£ (Z) - 3 -7"tz^ $ K — 2 — { [ 

6- (2->>7;7x-^) £°<J *jy-3-^JU] ;>< - 2 - ̂  7°T > 

£^500 8 ©111 T??#£*lfc (Z) -2- { [6- (2 

-i>77y7x-;u) L°'J 3 ->ni/] ^JU} -3-

K) - ^o2-?$;-5-y h 

+^>L0|J tc2-7$y- 5-x K+:> t:°'j 

mm 1 ©ii 3 £ -isu 2 - {5 - {[ 4 - 7>JU- 2 - *> 

Ou^T)\y-^~ ( 5-x K+:> kf'J < i/>-2-4 jls) - 6 - ̂  + 7 - 1 

, 6 — y t KP fcf'J 5-4JU] *TJl>} £0'JiS>-2-4Jl>} 

v-huju (W: 8 9%) zmn&mwt Lrmtc0 

[0136] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 96(3H, t, J=7 Hz), 1. 39-1.47(2H, m), 1. 51(3H, t, J=7 Hz), 1.61-1.84 

(6H, m), 2.36-2.51(2H, m), 2.67-2.75(2H, m), 3.03-3.16(1H, m), 3.96( 

2H, s), 4.22(2H, q, J=7 Hz), 7.48(1 H, dd, J=8, 1 Hz), 7.62-7.70 (2H, 

m), 7.72-7.83(3H, m), 8.49(2H, s), 8.69(1 H, d, J=2 Hz). 

[0137] 112 :iiu§B^»J1 ©I14K£tt£2- {5- { [4-7>JU-1 - ( 

5-* K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-4)U] £0'JiS>-2-4Jl>} ^>V'-K 

'J )l>(DiXfc> ViZ 2- {5- { [4 -7>JU-2 -^0 P^fJb- 1 - (5-

x K+^> fcf'J 2-4Jls) -6-^ + 7-1, 6-yn KPfcf'J 
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> - 5 - -rJU] eg vy-2-4)\y} s<yv~ K 
$|J 1 CQH4 • ill, 5- { {6- [2- (1H-TK^/ 

-;u-5 ~4)\s) 71-il/] fcf'J 3 -4)1} *T)\>} -Q-7T)\y-

(5 -x fcf'J 2 -4Jls) 

-4 (3 H) 0»: 9 9%) LT?#fc„ 

[0138] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.36-1.47(2H, m), 1.51 (3H, t, J=7 Hz), 1.63-1.85 

(6H, m), 2.37-2.50(2H, m), 2.73(2H, t, J=8 Hz), 3.07-3.18(1H, m), 3. 

97(2H, s), 4.22(2H, q, J=7 Hz), 7.40(1H, d, J=8 Hz), 7.48-7.62(3H, m) 

, 7. 76-7. 82(1 H, m), 8. 24-8. 31 (1H, m), 8.49(2H, s), 8. 66(1 H, s). 

[0139] 1 0 5 — { {6 — [2— (1 H-jh7 V—)\y— 5 —4 )\s) 7xz 

JU] t°'J *Jy-3-4)1} *T)\>} ~ 6-7T)\y-2ns<yT)\s-3 

- (5-x 2-4Jls) £°'J<i>'y-4 (3 H) ~^y(D 

[0140] [<fb17] 

[0141] 111 : fulE^»lJ30H1 'J 

^7 • u K£ffl^T^ife0!l3 ©ill -

MHU (Z) -2- { [6- (2-i/777x "JU) tf 'J *>* > - 3 - -f JU 

] -3- u^-y^> K) - 2 

)\y (JR$ : 4 4%) Lxmtzo 
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[0142] 1 H — N M R (C DC I 3N 400MHz) 8: 

0. 90(3H, t, J=7 Hz), 1. 33-2. 03(12H, m), 2. 70-2. 82(1 H, m), 2.89-2.99 ( 

2H, m), 3.71(3H, s), 3.75(2H, s), 7.49(1H, td, J=8, 1 Hz), 7.59(1H, d 

d, J=8, 2 Hz), 7.64-7.73(2H, m), 7.76-7.86(2H, m), 8.60(1H, s), 11.89 

(1H, s). 

[0143] 112 : 1 0113 (Z) - 3 -7"tz^ $ K — 2 — { [ 

6- (2->>7;7X-^) t°'j *jy-3-^;u] -2-^zf^y 

(Z) -2- { [6- (2 —>77 7x"JU) L°'jy> 

-3--r;u] -3- K) -2-^7° 

^ym*T)\s%m^\ -fr-D 2 - 7$ J - 5 - p< K+^> t°>j <^yo)n^bv iz 

2-7$y-5-x 1 ©113 ̂  

Jfc • U 2 - {5 - { [4 -7T)\y-2-isOW<yT)\/- 1 — ( 5 — 

x $^>-2-4)\y) -6-^ + V-1, 6-ytKPt0|J$y 

y-5 -4Jls] £°<JiSy-2-4Jl>} 'JJU (W : 57 

%) Lrmfco 

[0144] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.34-1.54(7H, m), 1. 60-1. 80(6H, m), 1.90-2.03 (2 

H, m), 2.42-2.48(1 H, m), 2.64-2.70(2H, m), 3.95(2H, s), 4.22(2H, q, J 

=7 Hz), 7.47(1H, td, J=8, 1 Hz), 7.63-7.69(2H, m), 7.77(2H, dd, J=8, 

1 Hz), 7.80(1 H, dd, J=8, 1 Hz), 8.51 (2H, s), 8.69(1 H, d, J=2 Hz). 

[0145] 113 : 1 0114 2 - {5- { [4-7>JU-1 - ( 

5-p< h+^>tf'J $^>-2-4Jl>) -2-^^^-6-^ + 7-1, 6-

Vt K• tf>J <vy — 5 — -f)is] TJis} kfjity —2—4;u} ^>V~ h 

'J )\y(DiXt> VIZ 2- {5- { [4 2-*,<7 U^y^JIs- 1 - (5 

-x $^>-2-4Jl>) -6-^ + V-1, 6-ytKPt0|J$ 

i?y-5-4Ji>] *T)\s} \^)Vy-2-4)1} s<yV- h 

MM 1 0114 • ilLv 5 - {{6 - [2- (IH-jh? 

V-)\y~ 5 ~4)\y) 7i-Jb] fcf 'J V > — 3 — -f M ~6-?T)l/ 
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-2—(5 —x S^>L°g 2-4JU) kf'JS 

v>-4 (3 H) (l|X^:4 0%) ;U7 7 X d: LTff tc 

[0146] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.52(3H, t, J=7 Hz), 1.57-1.78(8H,m),1.81-1.93(5 

H, m), 2.70(2H, t, J=8 Hz), 3.94(2H, s), 4.23(2H, q, J=7 Hz), 7.38(1H 

, d, J=9 Hz), 7.47-7.62(3H, m), 7.78(1H, d, J=8 Hz), 8.22-8.29(1H, m) 

, 8.52(2H, s), 8.65(1H, s). 

[0147] ^&fe0IJ1 1 5 - { {6- [2- (1 H-7h7V"-ib-5 )\s) 7x" 

;u] 3 - 4 ji} *T)\s} -6-7>;u-2-i/^p^+^;u-3 

- (5-lh + >>eiJ$y>-2-^Jb) 4 (3 H) -^>0 

[0148] lit 18] 

[0149] II 1 : ftilB^WJ3 0111 K;£tt£70P ̂  ~)\,0 • "J K0ft^U 

7 + • U K^i^TiWJ3 0Il1 

MHU (Z) -2- { [6- (2->>7;7x-ii/) L°'J^>-3-<;U 

] -3- K) - 2-/\7°T>@t/51 

JU (J» : 5 2%) UTt§/c0 

[0150] 1 H - N M R (CDC I 3> 400MHz) 8 : 

0.90(3H, t, J=7 Hz), 1.16-2.03(14H, m), 2.45-2.59(1 H, m), 2.89-2.98(2 

o 
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H, m), 3.71 (3H, s), 3.75(2H, s), 7.49(2H, td, J=8, 1 Hz), 7.58(1 H, dd 

, J=8, 2 Hz), 7.63-7.74(2H, m), 7.76-7.86(2H, m), 8.61(1H, s), 11.84( 

1H, br s). 

[0151] 112 : fulE^»J1 ©I13tCfctt£ (Z) -3-Ft*$ K-2 - { [ 

6- (2->>7;7x-^) £°<J 3~4)V\ T)\s) - 2 - ̂  7°T > 

iZ (Z) -2- { [6- (2-i/777x-^) 

-3--T;U] -3- {^0 P^ + +f ytlJI/tfir+F $ K) —2—^7° 

^2-7$;-5-^ K + :> t:° 'J 

2-7$y-5-x K+S'tf'J 1 ©113 

2- {5- { [4 2-f>^7 p/s + i/jU- 1 - (5-

x fcf'J 2~4)ls) -6-^ + V-1, 6-yn KPfcf'J 

>-5~4)l>] *T)l>} £°<JiS>-2-4)l>} <J)l> (W : 80 

%) Lrmtc0 

[0152] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1.16-1. 91(17H, m), 2.65-2.71(2H, m), 3.95(2H, s) 

, 4.23(2H, q, J=7 Hz), 7.47(1H, td, J=8, 1 Hz), 7.63-7.68(2H, m), 7.7 

5-7.82(3H, m), 8.51(2H, s), 8.69(1H, d, J=1 Hz). 

[0153] 113 : fu§E^»J1 ©I14tC£tt£2- {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2~4)\s) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-4)V~\ *T)l>} £0'JiS>-2-4)l>} ^>V'-K 

'J Jly0Kt> VIZ 2- {5- { [4 2-*>£ p/s + ̂ JU- 1 - (5 

-x K+^> fcf'J 2-^JU) — 6 — ^ + V — 1 , 6-^tKPt0|J$ 

y>-5-^;u] *T)\s} tf'j vy-2-4)1} ^<yV- K 

Bte^U 1 ©114 • ilLv 5 - {{6 - [2- (IH-jh? 
x/-;u- 5 ~4)\s) 7i-Jb] t°'J *Jy- 3 -4)1} *T)\s} -Q-7T)i> 

-2-i/t>u^*i/)\s-3- (5-x K+^> fcf'J 2-4)ls) £°'J < 

Vy-Ar (3 H) -*y (J»: 5 8%) LT?#fc„ 

[0154] 1 H - N M R (CDC I 3% 400MHz) 8 : 
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0. 94(3H, t, J=7 Hz), 1. 51 (3H, t, J=7 Hz), 1. 61-1. 82(8H, m), 1.90-2.05 

(5H, m), 2.46(2H, t, J=8 Hz), 2.69(2H, t, J=7 Hz), 3.95(2H, s), 4.22( 

2H, q, J=7 Hz), 7.39(1 H, d, J=8 Hz), 7.48-7.62(3H, m), 7.79(1 H, dd, J 

=8, 2 Hz), 8. 22-8. 31 (1H, m), 8. 51 (2H, s), 8. 65(1 H, s). 

[0155] 1 2 5 — {{6 — [2— (1 H-jh7 V—)\y— 5 — 4 )\s) 7i-

JU] - 6-7'TJU- 2-/TJU-3 - {5-

[2- (STJlsTJ) i K + :> ] tf'J 24 ( 

3 H) 

[0156] [<fb19] 

[0157] 111 : HUBB^MJ 1 ©113 2-7$ J ~ 5 - KL°'J 

©fttoU IZ2 -7-i J - 5 - [2- i K + :> ] 

1 ©113 • MHU 2- {5- { {4-7>;U 

- 2-*T)\s~ 1 - {5 - [2 - x K+^>] bf'J 2 

-6-^ + V-1, 6-y t KP fcf'J 5-^;u} 

£°iJis>-2-4M ^yV-h'JJU (JR$ : 64%) LT 

[0158] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 95(3H, t, J=7 Hz), 1.33-1.48(2H, m), 1. 57-1. 73(2H, m), 2.17(3H, s), 

2.24(3H, s), 2.67(2H, t, J=8 Hz), 2.96(2H, t, J=7 Hz), 3.97(2H, s), 

4.33(2H, t, J=7 Hz), 7.47(1 H, t, J=8 Hz), 7.62-7.70(2H, m), 7.73-7.83 

(3H, m), 8.55(2H, s), 8.70(1H, s). 

N^V"° s 
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[0159] 112 : fulE^»J1 0I14tCfctt£2- {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2~4)\s) -2-^^^-6-^ + 7-1, 6-

V t KP fcf'J 5-4)Vl *T)\S} t°'J *jy-2-4)1} ^>y-K 

IZ2 - {5 - { {4 -7>JU- 2 -p^JU- 1 - {5 - [2 -

xK+i>] tf 'J $ V y — 2 — 4 )\y} — 6 — 7|~ + 7 — 1 , 6 — 

V t KP fcf'J 5-4)1} *T)\s} t°'J *jy-2-4)1} ^>y-K 

1 0114 • MHU 5- { {6- [2-

(1H-7h7V"-Jb-5-^b) 7i-Jb] t0|J^>-3-^;U} 

} — 6 — yT)\y— 2—/T)\s—3 — {5— [2— xK+i>] 

bf'J 2-^JU} L°'J$^>-4 (3 H) -^> (W : 8 0%) £ 

LTt#/c„ 

[0160] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.82-1. 00(3H, m), 1.33-1.47(2H, m), 1. 55-1. 73(2H, m), 2.15(3H, s), 2. 

23(3H, s), 2.55-2.76(2H, m), 2.95(2H, t, J=7 Hz), 3.82-4.03(2H, m), 4 

. 33(2H, t, J=7 Hz), 7. 07-7. 33(1 H, m), 7. 35-7. 57(3H, m), 7. 59-7. 80(1 H, 

m), 7.85-8.15(1 H, m), 8.47-8. 62(1 H, m), 8.55(2H, s). 

[0161] 1 3 5 — {{6 — [2— (1 H-jh7 V~)\y— 5 —4 )\s) 7i-

JU] -4)1} *T)\s} -Q-7T)\s~2-*T)\s-3 - {5-

[2- (*T)\sX)\s-fc-)\s) i K + :> ] £°<J 2 -4)1} 

-4 (3 H) 

[0162] [<fb20] 
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[0163] fu§E^»J1 2 5 — { {6- [2- (1 H-TK^V-JU-5 

~4 )\s) 7x-;U] 3 - 4 )l>} /T)l>} ~ 6 - 7'TJl>~ 2 - T 

JU-3 - {5- [2- (STJlsTJ) I h + :> ] tf'J 2~4M tf 

4 ( 3 H ) ( 2 4 m g , 0. 04 2mmo I) (D * J-

)\y ( 1 . 0) (3 0%;M, 24mg, 0. 211mm 

0 I ) (D* $ J-)\y (0. 4mL) (1. 5mg, 0 

. 004 2mmo I) 0^7-Jl/ (0. 4 m L) 

1 zmmmmks mmzm^Ltzo PV 
K ^7 7 -f — (£ P PJftJl/A \ J — JU : K 'J > = 4 : 1 : 0 

. 4) tC{\l"L5— { {6— [2— (1 H — T h y V—)\y— 5 — 4 )[/) 7 JL — 

JU] t°'J^>-3-4Jly} *T)l>} - 6-7'TJU- 2-/TJU-3 - {5-

[2- (/TJIyXJUts-JU) I h + :> ] £°<J 2 -4)1} 

-4 (3 H) ( 2 4 m g , 9 3%) ^Mfe7^7 7^^: LTf/c 

o 

[0164] 1 H - N M R (CDC I 3% 400MHz) S : 

0.94(3H, t, J=7 Hz), 1.34-1.47(2H, m), 1.54-1.71(2H, m), 2.16(3H, s), 

2.66(2H, t, J=8 Hz), 3.09(3H, s), 3.55(2H, t, J=5 Hz), 3.93(2H, s), 

4.64(2H, t, J=5 Hz), 7.10-7.24(1H, m), 7.31-7.55(3H, m), 7.65-7.77(1H 

, m), 7. 92-8. 04(1 H, m), 8.45-8. 53(1 H, m), 8.59(2H, s). 

[0165] 4 3- {2- {5- { [4 2 -*T)i>- 6 -J*V~ 

1 - (tf <j v y - 2 - -< )\y) - 1, 6 - v t K • tf <j < v y - 5 - -f ;u] 

T)\y} t°'J *jy-2-4)1} 7x-;u} -1,2, 4 -^^VTSJ-)V-

5 (4 H) -^>0^ 

[0166] 
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Dfb2i] 

[0167] H1 : HUBB^MJ 1 ©113 2-7$ J - 5 - * S+2/fcf'J $ 
yoiXfoV £2 -7* j t°'j 1 ©H3 £iwi*mcj^ • 
ilU 2- {5- { [4 -7?JU-2 -*T)\s-6 -J*v- 1 - (bf'J 
Vy-2-4)\s) -1, 6 — y t KP fcf'J 5-4)\A *T)\S} t°'J 
Vy-2-4)1} s<yV-V'))l (W : 6 1%) %mtc o 

[0168] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.43(2H, sextet, J=8 Hz), 1.61-1.69(2H, m), 2.17 

(3H, s), 2.66-2.70(2H, m), 3.97(2H, s), 7.36-7.50(3H, m), 7.65-7.69(2 

H, m), 7.76-7.81 (3H, m), 7. 93(1 H, m), 8. 67-8. 70(2H, m). 

[0169] 112 : L KP+^UT^ ( 1 . 4 2g, 2 0. 4mmo I) ©>>' 

^JU;UU/1-N^> K5§$ ( 2 0 m L) K'J^A (2. 02mg 

, 24. Ommo I) 4 0 °Ct 1 mmMW Ltc0 2 - { 

5- { [42-*T)\s~ 6-^ + V- 1 - (t°'J *jy-2 ~4)V 

) -1, 6 — y t KP t°'J <i?y-5-4)U] *T)l>} t°'J *jy-2-4)\y 

} s<yV— K'J JU (430mg, 0. 987mmol) <J)V T)\sX)[//fc3r 

is K;#)S (3 m L) ^JP^9 0°C-ei 9 0|^Jt^L/co 

Ltco #$Jf frRXf&m-kikfr-ZfltfaLmMfaW. 
± K 'j mi±)M^Lfc0 mbtifcmmzs/'jtjwut}? 
A^P7h^77< - (Mtx^JU) tCttU 2- {5- { [4-7"51>'U-
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2-^^^-6-^ + 7-1- (fcf'J Vy-2-4J\y) -1, 6-^LKP 

tfij 5-4)ly] fcf'J Vy- 2 -4Jls} -N' — t K P + :> 

K (4 3 0 m g , 9 3%) LT?#fc„ 

[0170] 113 : 2 - {5 - { [4 -7'TJl>~ 2-^TJU-6 -^ + 7- 1 - (tf'J 

^>-2-^;U) -1, 6 -V t KP fcf'J 5 -4Jls] bf'J 

^>-2-^;U} -N' -t KP+^>^>Xy K (4 3 Om g, 0. 

9 1 8 m m o I ) GO V * T)\sft)\s^7 $ K;#^ (25mL) C 1 , 1' 

)[/7$—)[/iJ 4 $ ̂ V—J\y (4 9 Om g, 3. 02mmo I) , 1, 8 — VT 

+ftf:>^P [5. 4. 0] OyT~h— 7— x> (4 6 Om g, 3. 02mm 

o I) ^-e3 0|^^L/co J5J»7^ B 

L/co #$Jf 

^ K 'J MJ±)IlsL/co 

A^P7h^77<- (M|x^;u) izzmmu 3- {2- {5- { [4 

-7>;u-26-^ + 7-1 - (fcf'J y>-2-4)\y) -1,6 
-V t KP t°'j <i?y-5-^;u] ^JU} t°'j *jy-2-^;u} 7x-;u 

} - 1 , 2, 4 -^+Hty>v-;u- 5 (4 H) -^> ( 1 6 0 m g, 3 5 

%, 2mmj.m zmn.&mmtLzmtc0 
[0171] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0.94(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.68(2H, m), 2.17 

(3H, s), 2.64-2.68(2H, m), 3.93(2H, s), 7.33-7.56(6H, m), 7.74-7.77(2 

H, m), 7.95(1 H, dd, J=8,2 Hz), 8.45(1 H, s), 8.67(1 H, d, J=4 Hz). 

[0172] 15 3 - {2 - {5 - { [4 -7>JU- 2 -*T)\s~ ~ (4 

Vy-2-4Jls) -6-^ + 7-1, 6-V t KP fcf'J 5 

->Hl/] fcf'J 2-4)1} 7i-JH -1,2, 4-^++fy 

7 7-J1/-5 (4 H) -^>0^ 

[0173] 
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[jfb22] 

[0174] 111 : MISHWJ1 5^ 

> y tc 2 - 7 5 y - 4 - ̂  ̂ ;u tf u v > ̂  inmate®] 1 ©ill 31 
- ^iiU. 2- {5- { [4-7>;u-2-*T)V- 1 - (4-

^^^tfU^>-2--<;U) -6-tf*V-1, S-*J£ KPtf'J 5 v>-

5--OU] k?') is > — 2 — 4)[/} 0R2& : 6 1%) 

£t#/c0 

[0175] 1 H - N M R (C D C I 3, 400MHz) § : 

0.95(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.69(2H, m), 2.17 

(3H, s), 2.45(3H. s), 2.66-2.70(2H, m), 3.96(2H, s), 7.19(1H, s), 7.2 

4-7.27(2H, m), 7.48(1H, m), 7. 65-7. 69(2H, m), 7. 76-7.82(2H, m), 8.51(1 

H, d, J=5 Hz), 8.70(1H, s). 

[0176] 112 : fu§BH»J1 40XfM2tCfcnj-i>2- {5- { [4-7TJU-2-
/TJis-6-t*v- 1 - (b0|;yy-2-'f;u) -1, 6-^tKPtfU 

$^>-5--r;i/] /TM tf'jy>-2h 

tC2— {5- { [4-7'>^-2-^f-;U-1 - (4 - T)l> tf 'J v > - 2 

--r;u) -6-^ + v-i, 6-yt KPtfU $^>-5-'f;u] 

t0|j v>-2--rM K 1 4ox^2tmmz 
J£jfc-®.SU 2- {5- { [4-7"^;U-2-p<^^-1 - {4-^TiV 

fcf'J v>-2--r;U) -6-:**V-1, 6-Sy't K P tf U 5 - 5 --f 

JU] *3^1/} b°'jy,>-2-'i';U} -N' -th'P^VX'f^^K?: 
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mtzo 
[0177] 113 :tulE^»J1 4 ©113 2 - {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2-4)\y) -1, 6-yHKPbf'J 

$^>-5-^;u] ^JU} tf'j 2 -^;u} -N' -LKP+S^O 

Xy tC2 - {5- { [4 -7>JU-2 -p^JU- 1 - (4 

2-^;u) -6-^ + V-1, 6 — ^t K P tf 'J $Vy 

-5-4Jls] fcf'J Vy-2-^JU} -N' -LKP+^>Xy$ 

K£ffl^T^&j50!J 1 40113 • MI! U 3- {2- {5 

- { [4-7>JU-2-p^JU- 1 - (4-/TJIyt°'J^y-2-4Jly) ~ 

6-^ + V-1, 6-y L KP fcf'J 5-4)ls] t°<J^y~ 

2-4 )\y} 7i-JH -1,2, 45 (4H) 

(JR$ : 4 5%, 2|£febM) LXmtco 
[0178] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.61-1.69(2H, m), 2.17 

(3H, s), 2.46(3H, s), 2.65-2.69(2H, m), 3.94(2H, s), 7.21 (1H, s), 7.2 

4-7. 28(2H, m), 7. 37-7. 60(3H, m), 7. 78(1 H, dd, J=8,2 Hz), 7. 85(1 H, d, 

J=7 Hz), 8. 50-8. 51 (2H, m). 

[0179] ^Bte0!J1 6 3- {2- {5- { [4 - 7>JU- 1 - ( 5 - K + ̂> tf 'J < 

Vy-2-4)l>) -2-^^^-6-^ + 7-1, 6 — ^ t: K P tf 'J < V > 

- 5 - £0'JiSy-2-4Jl>} 7i-JH -1,2, 4-^ + 

WTV-JU-5 (4 H) 

[0180] 
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[<ft23] 

[0181] III : HUBB^MJ 1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

6-tf + 7- 1 - (t°'J *jy-2~4)\s) -1, 6-^LKP fcf'J 

$y>-5-^;u] tf'j 2-^;u} ^y V— K 'JJU0ft:foy 

KHUBB^MJI ©Il3^?#£*lfc2- {5- { [4-7>;U-1- (5-

;>< K+^tf'J 2-^JU) -2-^^^-6-^ + 7-1, 6-yt 

KP kf'j 5-4)V~\ *T)\S) t°'j *jy-2-4)1} s<yV-V'))i 

1 40112 • Ml! U 2- {5- { [4-7" 

?Jls-T- (5-* S+*>fcf'J 2-4)\y) ~ 2-/^)1-6 — 7|~ + 

7-1, 6 — y t KP t°'J $*/y-5-4)V~\ *T)l>} bf'J^y-2-4JU 

} -N' - t Fn**>'<>X4 K£?#fc0 

[0182] 112 : HUBB^MJ 1 4 0113 2 - {5- { [4-7>JU-2-

6-^ + 7-1 - (t°'J *jy-2~4)\A -1, 6-^tKP fcf'J 

$y>-5-^;u] ^JU} tf'j *>*>-2-^;u} -N' -LKP+^> 

X4 $ KCDftfo y IZ 2 - { 5 - { [4 - 7T)\s- 1 - ( 5 — p< K + ̂> tf 

>J <i?y-2~4)\A -2-^^^-6-^ + 7-1, 6-ytKP fcf'JS 

y>-5-^;u] ^JU} tf'j*jy-2-4)1} -N' -tKP+^vX 

-f K^ffllNT^WiJ 1 4 0113 • MI! U 3- {2-

{5 - { [4-7T)\s~ 1 - (5 K + tf 'J 2 -^;U) - 2 -

6-^ + 7-1, 6 — y t KP t°'j <i?y-5-4)i] *TJ\S} tf 
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lJ*/>-2~4 M 7I-JH -1,2, 4-^W?y-;i/-5 (4 H 

) (JK$: 4 8% 2|^febW) LX%tz0 

[0183] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1. 43(2H, quint, J=8 Hz), 1.61-1.68(2H, m), 2.17( 

3H, s), 2. 65-2. 69(2H, m), 3.95(2H, s), 4. 01(3H, s), 7. 36-7. 69(4H, m), 

7. 76-7.86(2H, m), 8.51(1H, br), 8.54(2H, s). 

[0184] ^Btg0!J1 7 3- {2- {5- { [4-7>JU-1- ( 5-I S+*> fcf'J $ 

Vy-2~4 )\y) -2-^^^-6-^ + 7-1, 6-V t KP bf'J $*Sy 

-5-4 JU] bf'J Vy-2-4)1} 7 X-;u} -1,2, 4-^ + 

y-V7V-)l-5 (4 H) 

[0185] [<fb24] 

[0186] 111 :fulE^»J1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (fcf'J 2-4)1) -1, 6-^tKPt0|J 

$y>-5-^;u] ^JU} t°'j *jy-2-4)1} ^yV-\-lJ )\y(DiX^bV 

2 0111 Xmbtltc2- {5- { [4 -7T)\y~ 1 - (5-

x K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-^t 

KP t°'j <i?y-5-4JU] *T)\s} t°'j *jy-2-4)1} ^<yV-V))\y 

1 40112 U 2- {5- { [4-7" 

T)\y- 1 - (5-I K+^tf'J 2-4)1) ~ 2-/^)1-6 — T|- + 

7-1, 6 — y t KP t°'J <i?y-5-4JU] *T)i>} bf'J Vy-2 ~4)\s 

} -N' - t KP+^>^>Xy K£?#fc0 

.0 
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[0187] 112 : HUBB^MJ 1 4 0113 2 - {5- { [4-7>JU-2-

6-tf + y- 1 - (fcf'J 2-^JU) -1, 6-ytKPL°'J 

$^>-5-^;u] ^JU} fcf'J *>*>-2-4)1} -N' 

X>C tC2 - {5- { [4-X^JU-1 - ( 5 — x K + :> t:° 

>J <i?>-2~4)l>) -2-^^^-6-^ + 7-1, 6-ytKPt0|J$ 

y>-5-^;u] ^JU} t°'j *jy-2-^;u} -N' -LKP+^>X 

-f K£ffl^T^&j50!J 1 40113 £|W|*mcj^ • MI! U 3- {2-

{5- { [4-X^JU- 1 - (5-lh^r>>eiJ$y>-2-^jb) -2-

*T)v-6-^+v- 1, 6-yn KP tf'j $y>-5->ni/] *^i/} tf 

'J y > - 2 - -r JU} 7I-JH -1,2, 4-^+^^7 7-^-5 (4 H 

) OM : 1 8%, 2|^ebW) ^Mfe7^7 ?X^ Ltf/c0 

[0188] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 95(3H, t, J=7 Hz), 1. 38-1.48(2H, m), 1. 51 (3H, t, J=7 Hz), 1.62-1.68 

(2H, m),2. 17(3H, s), 2.66-2.70(2H, m),3.95(2H, s), 4.22(2H, q, J=7 Hz 

), 7.38-7.61 (4H, m), 7.79(1 H, d, J=7 Hz), 7.90(1 H, d, J=7 Hz), 8.51(2 

H, s), 8.54(1 H, s). 

[0189] 18 3 - {2 - {5 - { [4 -7>;U- 2 -x^JU- 1 - (5 - p< 

h+^tf'J 2-4)\y) — 6 — ^ + V — 1 , 6-y t KP fcf'J 

-5-^JU] T)\y} \f.V*jy-2.-4)\A 7i-JH -1,2, 4-^ + 

tS>'7V-Jl,-5 (4 H) -^>0^ 

[0190] [fc25] 
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[0191] 111 : HUBB^MJ 1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-yHKPbf'J 

$^>-5-^;u] ^JU} tf'j *>*>-2-^;u} ^>V— K 'Jjucoftfoy 

tCfuBB»$iJ3 0H2Tl#^tl/c2- {5- { [ 4 - 7>JU- 2 - x^PJU 

-1- (5-* S+2/fcf'J 2~4)\s) -6-^ + V-1, 6-^t 

KP tf'j 5-4)V\ *T)\S) t°'j *jy-2-4)D s<yV-h'))i 

1 40112 • Ml! U 2- {5- { [4-7" 

T)\y~ 2 -JLT)\S~ 1 - (5-p< K+^tf'J 2-4)\y) -6-** 

V - 1 , 6 - V t K P tf <J < V y - 5 - 4 )ls] p< T)ls} kfjity —2—4 )\y 

} -N' - L KP+^>^>Xy K£?#fc0 

[0192] 112 : HUBB^MJ 1 4 0113 2 - {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2-4)\A -1, 6-yHKPbf'J 

$^>-5-^;u] ^JU} tf'j *>*>- 2 -^;u} -N' -LKP+^> 

X4 K©ftt>y tC2 - {5- { [4 2 -x^JU- 1 - (5 

-* K+^> fcf'J 2-4)\y) -6-^ + V-1, 6-ytKPt0|J$ 

y>-5-^;u] ^JU} ¥')Vy-2-4)\>} -N' — t: KP+^^VX 

-f K^ffllNT^WiJ 1 4 0113 • MI! U 3- {2-

{5 - { [4-7"^^- 2 -JLT)\S~ 1 - (5 K + tf 'J $*Sy-2 -

4 )\y) -6-^ + V-1, 6-y t KP t°'J 5-4)U] *T)l>} tf 

'jy>-2-^;U} 71—JU} -1,2, 4-^W?y-;i/-5 (4 H 

) OM : 5 3%, 2f£febJ») ^Sfe7^7 7X^Ltf/c0 

[0193] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 95(3H, t, J=7 Hz), 1.18(3H, t, J=7 Hz), 1.36-1.50(2H, m), 1.61-1.75 

(2H, m), 2.32(2H, q, J=7 Hz), 2.71 (2H, t, J=8 Hz), 3.95(2H, s), 4.00( 

3H, s), 4.79(1H, br s), 7.38(1H, d, J=8 Hz), 7.45(1H, dd, J=8, 1 Hz), 

7.51 (1H, dd, J=8, 1 Hz), 7.59(1 H, td, J=8, 2 Hz), 7.79(1 H, dd, J=8, 

2 Hz), 7.89(1H, dd, J=8, 1 Hz), 8.52-8.55(3H, m). 

[0194] ^fifeffljl 9 3- {2- {5- { [41 - (5-xK^>L°'J$ 



WO 2012/124311 73 PCT/JP2012/001709 

*Jy-2 ~4 )\s) ~ 2 6-tf + y- 1 , 6-V L KP fcf'J 

-5-^JU] ^JU} tf'J 2-^;u} 7i-JH -1, 2, 4-** 

(4 H ) -^>0^ 

[0196] 111 :fulE^»J1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

6-^ + v-1 - (tf'j*jy-2-4)\A -1, 6-ytKPt0|j 

$y>-5-^;U] bf'J Vy-2-4)1} "S >x/— K 'J )\y(DiXt> y 

^tulE^»iJ4 0H1 Tl#^tl/c2- {5- { [4-7>JU-1- (5-

x K+i/ fcf'J 2-^JU) - 2-x^JU-6-J*V- 1 , 6-yt 

KP kf'j 5-4)V~\ *T)\s} t°'j *jy-2-4)1} s<yV-V'))i 

1 40112 • Ml! U 2- {5- { [4-7" 

T)\y— 1 — (5-x K+^tf'J 2-4)ls) ~ 2-x^JU-6+ 

V-1, 6-V t KP fcf'J 5-4)U] *T)l>} \^)Vy-2-4)l 

} -N' - t KP+^>^>Xy K£?#fc0 

[0197] 112 :tulE^»J1 4 0113 2 - {5- { [4-7>JU-2-

6-^ + V-1 - (fcf'J 2-4)\y) -1, 6-ytKPt0|J 

$y>-5-^;U] *T)\s} t°'J *jy-2-4)1} -N' -LKP + ̂ > 

X4 K0ft^y IZ2 - {5- { [4-y'^JU-1 - ( 5 — x K + tf 

>J <iyy-2-4J\y) ~ 2-x^;U-6-t*V~ 1 , 6-<ytKPt:0|J$ 

y>-5-^;u] *T)\s} t°'j *jy-2-4)1} -N' — t: KP+^^VX 

4 K^ffllNT^WiJ 1 40113 • MI! U 3- {2-

[0195] [<ft26] 
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{5- {[4-7^^-1- (5-lh^r>>eiJ$y>-2-^jb) -2-

JLT)\y~ 6-tf + V- 1 , 6-y t KP fcf'J 5fcf 

'jy>-2-^;U} 7i-JH -1,2, 4-^W?y-;i/-5 (4 H 

) OM : 7 3%, 2f£febJ») £ JU7 7 X £ LT?#fc0 

[0198] 1 H - N M R (CDC I 3% 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1. 18(3H, t, J=7 Hz), 1. 34-1. 47(2H, m), 1. 51(3H, 

t, J=7 Hz), 1.60-1.74(2H, m), 2.32(2H, q, J=7 Hz), 2.70(2H, t, J=8 Hz 

), 3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.36(1 H, d, J=8 Hz), 7.41-7.61(3 

H, m), 7.77(1 H, dd, J=8, 2 Hz), 7.85(1 H, dd, J=8, 1 Hz), 8.48-8.53(3H 

, m). 

[0199] ^»IJ2 0 3- {2- {5- { [4 - 7>JU-2y 7°P tfJU-1 - ( 

5K+^> fcf'J 2-4Jls) -6-^ + y-1, 6-yHKPtf'J 

$y>-5-^;U] *T)\A £0'JiS>-2-4Jl>} 7i-JH -1, 2, 4 

5 (4 H) -^>0^ 

[0200] [<fb27] 

[0201] 111 :fulE^»J1 4<DXm2lZ£tf&2- {5- { [4-7>JU-2-

^^;i/-6-^ + y-1 - (kf'j 2-4JI>) -1, 6-ynKPbf'J 

$yy-5-^;u] ^JU} kf'j 2-^;u} ^>y~K 'J JU<DK£> V 

^fulE^»J5 0H2-et#^tl/c2- {5- { [ 4 — -j'T)\s — 2 — y 7° 

Pt°;u-1- (5K^>tf'j 2-^;u) -6-^ + y-i, 6 

-V t KP t°'j 5-^;u] ^JU} t°'j *jy-2-^;u} ^>y-

o. 
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K 1 40112 • MH U 2- {5- { [ 

4 - 2 — -f V 7°P tfJU— 1 - (5 - * K tf <J < V y ~ 2 - -f )\y 

) -6-^ + V-1, 6-y L KP fcf'J 5->Hl/] tf'jy 

>-2-^;U} -N' - t KP+i>^>Xy $ K£?#fc0 

[0202] 112 :tulE^»J1 4 0113 2- {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2-^JU) -1, 6-ytKPL°'J 

$^>-5-^;u] ^JU} tf'j Vy- 2 -^;u} -N' -LKP+^> 

X4 < IZ 2 - {5- { [4 2~4 V7°P tfJU- 1 

- (5-p< K+^tf'J 2-4)\y) -6-^ + V-1, 6-^tKP 

tf'j 5 -4Jis] tf'j vy- 2 -^;u} -N' -LKP^> 

K^ffllNT^WiJ 1 4 0113 £|W|*mcj^ • iiu 3 -

{2- {5- { [4-7>JU-2V7°P L°JU- 1 - ( 5 - p< KL°'J 

$^>-2-^;U) -6-^ + V-1, 6-y L KP fcf'J 5-^JU 

] p^JU} fcf'J 2-4)1} 7i-JH -1,2, 4-^++fy>V-

JU-5 (4 H ) (W : 6 0%, 2|£PiebM) £ fife:P^JU7 7 X t 

LTt#/c0 

[0203] 1 H — N M R (C D C I 3N 400MHz) 8 : 

0. 95(3H, t, J=7 Hz), 1.19(6H, d, J=7 Hz), 1.31-1.49(2H, m), 1.60-1.75 

(2H, m), 2.23-2.35(1 H, m), 2.70(2H, t, J=8 Hz), 3.93(2H, s), 4.00(3H, 

s), 7.36(1H, d, J=8 Hz), 7.43(1H, dd, J=7, 1 Hz), 7.49(1H, dd, J=7, 

1 Hz), 7.57(1 H, td, J=8, 1 Hz), 7.79(1 H, dd, J=8, 2 Hz), 7.85(1 H, dd, 

J=8, 1 Hz), 8.50(1 H, d, J=2 Hz), 8.53(2H, s). 

[0204] 21 3 - {2- {5 - {[4 - 7>JU- 1 - ( 5 -x K tf 'J $ 

Vy-2-4)i>) - 2V7°P tf;U-6-^ + V-1 , 6-^tKP bf'J 

$i?y-5-4Jl>] *TJl>} £0'JiSy-2-4Jl>} 7i-JH -1, 2, 4 

5 (4 H) 

[0205] 
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[<ft28] 

1ST 

N^'N^N' 

O O-f 
N v NH 

[0206] 111 4 0I12tC£tt£2- {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2-^;u) -1, 6-ytKPL°'J 

$y>-5-^;U] ^JU} fcf'J 2-4)1} ^ >x/— K 'J )l>(DiXfc> V 

KHUBE^MJ 6 0111 TM#£*lfc2- {5- { [4-7>;U-1- (5-

x fcf'J 2-^JU) - 277°P tf;U-6-^ + 7-1 , 6 

-V t KP t°'J 5-^JU] ^JU} £0'JiS>-2-4Jl>} ^<yV-

K 1 40112 • MH U 2- {5- { [ 

4 -7°TJIs- 1 ~ (5 -x K+^> fcf'J 2 -^JU) — 2 — 7 7°P tf 

;U-6-^ + 7-1, 6 — y t KP fcf'J 5-4JU] *T)l>} t°'J^ 

y-2-4)1} -N' - t Kp+i>^>xy $ K^tf/Co 

[0207] 112 : HUBE^MJ 1 40113 2- {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2-4)\y) -1, 6-ytKPt0|J 

$y>-5-^;U] *T)l>} fcf'J Vy- 2 -4Jls} -N' -LKP + ̂ > 

X4 WKfr<>JlZ2- {5- { [4-7>JU-1 - (5-xK^>tf 

'J 2-4Jls) ~ 2-4 77°P tfJU-6-J*V- 1 , 6-^LKP 

fcf'J $*/>- 5 -4Jls] *T)l>} L°'jy>-2 -4)\y} -N' -tKP+^> 

*>X4 K^ffllNT^WiJ 1 4 0113 £|W|*mcj^ • iiu 3 -

{2- {5- { [4-7>JU- 1 - (5-X K+^tf'J 2-4)\y) 

- 2-4 77°P tfJU- 6 -^ + 7- 1 , 6 t K P tf 'J 5-4 )\s 

] p^JU} fcf'J 2-4)1} 7 I—JU} -1,2, 4-^++fy>V-
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)\y~ 5 (4 H) -^y (JR$ : 6 6%, 

LTt#/c0 

[0208] 1 H — N M R (C D C I 3% 400MHz) 8 : 

0.95(3H, t, J=7 Hz), 1.20(6H, d, J=7 Hz), 1.36-1.46(2H, m), 1.51(3H, 

t, J=7 Hz), 1.62-1.74(2H, m), 2.23-2.35(1H, m), 2.72(2H, t, J=8 Hz), 

3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.40(1H, d, J=9 Hz), 7.46(1H, dd, J 

=8, 1 Hz), 7.52(1 H, td, J=8, 2 Hz), 7.61 (1H, td, J=8, 2 Hz), 7.82(1 H, 

dd, J=8, 2 Hz), 7.95(1 H, dd, J=8, 1 Hz), 8.51 (2H, s), 8.58(1 H, d, J= 

2 Hz). 

[0209] mmmzz 3- {2- {5- { [4-7>JU-2—>?P7°PL°JU- 1 -

(5-p< fcf'J Si/y-2~4Jls) -6-^ + V-1, 6-ytKPtf 

'J <i?y-5-4JU] £0'JiSy-2-4Jl>} -1,2, 

4 5 (4 H) 

[0210] [<fb29] 

[0211] 111 :fulE^»J1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-ytKPt0|J 

$y>-5-^;U] *T)\s} t°'J *jy-2-4)1} ^ > V— K 'J )l>(DiXfc> V 

^fulE^»J7 0H2-et#^tl/c2- {5- { [4-7>JU-2—>?P 

7°P tfJU- 1 - (5-p< 2~4Jl>) -6-^ + V-1, 

6 - V L K P tf <J < V y - 5 - -f )ls] TJIs} kfjity —2—4 )\y} ^ > V 

X.A.J 
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- K 1 4 ©n 2 U 2- {5- { 

[ 4 - 2 — -> 0 • 7°P tfJU- 1 - ( 5 - K + :> tf 'J < V > - 2 — 

-f ;u) -6-^ + v-i, 6 — y t KP tf'j 5-^;u] ^JU} tf 

'jy>-2-^JU} -N' - t KP+^>^>Xy K^t#/co 

[0212] 112 : HUBB^MJ 1 4©H3 2 - {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2-4)\y) -1, 6-yHKPbf'J 

$^>-5-^;u] ^JU} tf'j *>*>- 2 -^;u} -N' -LKP+^> 

X-f $ K©ftt>y tc 2 - {5- { [4 2 -^o P7°P tfJU-

1- (5K+^>t0|J 2-^JU) -6-^ + 7-1, 6-^tK 

P fcf'J 5 -4Jls] fcf'J 2 -4)\y} -N' -LKP + 

i/^<yX4 K^ffllNT^WiJ 1 4 ©113 £|W|*mcj^ • MHU 3 

- {2 - {5 - { [4 2 -f>^7 P7°P tfJU- 1 - (5 - * K+:> 

fcf'J 2-4Jls) -6-^ + 7-1, 6-V t KP fcf'J 5 — 

-fJU] ^JU} fcf'J 2-^JU} 7 i—;U} -1,2, 4-TTW7 

7-JU-5 (4 H ) -tfy (W : 8 4%, 2|§PiebW) ^ fife77;E>'U7 7 

X£ LTt#/co 

[0213] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0. 81-0. 89(2H, m), 0.93(3H, t, J=7 Hz), 1. 06-1.15(1 H, m), 1.24(2H, t, 

J=4 Hz), 1.32-1.44(2H, m), 1.55-1.67(2H, m), 2.63(2H, t, J=8 Hz), 3.9 

2(2H, s), 4.00(3H, s), 7.37(1 H, d, J=8 Hz), 7.45(1 H, d, J=8 Hz), 7.51 

(1H, dd, J=8, 1 Hz), 7.59(1 H, td, J=8, 1 Hz), 7.78(1 H, dd, J=8, 2 Hz) 

, 7.89(1 H, d, J=7 Hz), 8.52(1 H, d, J=2 Hz), 8.56(2H, s). 

[0214] ^»IJ2 3 3 - {2- {5- { [4 - 7>JU-2 —> ? P 7°P tfJU-1 -

(5-x K+^> fcf'J 2-4Jls) -6-^ + 7-1, 6-ytKPtf 

'J 5-4JU] £0'JiS>-2-4Jl>} 7i-JH -1,2, 

4-^W7y-;i/-5 (4 H) -J-XDmrn: 

[0215] 
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[<ft30] 

[0216] 111 : 1 0113 2-7$ y - 5-p< 

tC2-7$ y - 5-x ft-D (Z) -3-

T-tz^$ K — 2 — { [6- (2-i/777x-^) fcf'J 3-4)1] p< 

^JU} - 2IZ (Z) -2- { [6- {2-i/7 

y7x-;u) t0|j^>-3-^;u] ^JU} -3- (*>? • 7a;<yt))i<tf 

+ K) -2-^7°T>I|p<5l;U^ffllNT^WiJ1 ©113 

•MHU 2- {5- { [4 2 -^0 P7°P tfJU- 1 - (5-x 

K+^tf'J 2-^JU) -6-^ + V-1, 6-y t KP bf'J 

— 5 —r ^u] *T)i>} t°'J Vy- 2 -4)1} 'OV'-KIUU (M : 65% 

) ^^m^tLxmtco 

[0217] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0. 79-0. 87(2H, m), 0.92(3H, t, J=8 Hz), 1.09-1.16(1H, m), 1.18-1.29(2H 

, m), 1.30-1.43(2H, m), 1.51(3H, t, J=7 Hz), 1.54-1.66(2H, m), 2.61(2 

H, t, J=8 Hz), 3.94(2H, s), 4.22(2H, q, J=7 Hz), 7.47(1 H, t, J=8 Hz), 

7. 57-7. 69(2H, m), 7. 71-7. 83(3H, m), 8.54(2H, s), 8. 68(1 H, s). 

[0218] 112 : HUBB^MJ 1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

6-tf + y- 1 - (¥*)*/>-2-4 )\y) -1, 6-ytKPbrf'j 

$^>-5-^;U] *T)\s} bf'J Vy-2-4)1} ^ > V— K 'J )\y(DiXt> V 

[Z2 - {5- { [4 -7T)\y~ 2 -*/$ P7°P tfJU- 1 - (5-xh+^tf 
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'J 2-4J\y) -6-^ + V-1, 6-yn KPtf'J 5->T 

JU] tf'j vy-2-4)D ^<yV~ K lJ 1 4®i 

12 • :MU 2- {5- { [4-7>JU-2—>7P7°Ptf 

JU-1 - (5-x fcf'J 2-^JU) - 6 - ̂  + V - 1 , 6-y 

t KP fcf'J 5 -^;u] ^JU} fcf'J *>*>- 2 -4Jis} -N' -LK 

P**>'<>X4 K£?#fc0 

[0219] 113 :tulE^»J1 4 ©113 2 - {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (tf'j*jy-2-^;u) -1, 6-ynKPbf'j 

$y>-5-^;U] *T)l>} fcf'J 2 -4Jls} -N' -LKP + ̂ > 

X4 < IZ 2 - {5- { [42—>7 P7°P tfJU-

1- (5-x K+^> fcf'J 2-^JU) -6-^ + 7-1, 6-^tK 

P fcf'J 5 -4Jls] fcf'J 2 -4)\y} -N' -LKP + 

iss<yX4 K^ffllNT^WiJ 1 4 ©113 £|W|*mcj^ • iiu 3 

- {2- {5- { [4 2 -->7 P7°P tfJU- 1 - (5-xK+:> 

fcf'J 2-^JU) -6-^ + 7-1, 6-V t KP fcf'J 5 -

-fJU] *T)\s} t°'J *jy-2-^;u} 7 I—JU} -1,2, 4-^++fy> 

V-JU-5 (4 H) -tfy 0»: 3 8%, 2f£PgJ») 

t. LTt#/c0 

[0220] 1 H — N M R (CDC I 3, 400MHz) § : 

0.76-0.87(2H, m), 0.92(3H, t, J=7 Hz), 1.05-1.15(1H, m), 1.16-1.28(2H 

, m), 1.32-1.44(2H, m), 1.51(3H, t, J=7 Hz), 1.54-1.66(2H, m), 2.61(2 

H, t, J=8 Hz), 3.91 (2H, s), 4.22(2H, q, J=7 Hz), 7.34(1 H, d, J=8 Hz), 

7. 38-7. 50(2H, m), 7. 51-7.59(1H, m), 7. 71-7. 86(2H, m), 8.46(1H, s), 8 

.54 (2H, s). 

[0221] 4 3- {2- {5- { [ 4 - 2 - :> 7 P 1 - ( 

5-p< K+^> fcf'J Si/y-2-4Jls) -6-^ + 7-1, 6-^tKPt0|J 

$^>-5-^;U] /TJl>} £0'JiSy-2-4Jl>} 7i-JH -1, 2, 4 

5 (4 H) 
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[0222] [<fb31] 

[0223] 111 40112 2- {5- { [4-7>JU-2-

6-;t + 7-1 - (t°'J *jy-2-4)\y) -1, 6-ytKPt0|J 

$^>-5-^;U] *T)\s) t°'J *jy-2-4)1} ^ > V— K 'J )l>(DiXfc> V 

^fulE^»J8 0I12-et#^tl/c2- {5- { [4-7>JU-2—>?P 

7'TJl>- 1 - (5-p< K+^>t0|J 2-4Jl>) -6-^ + V-1, 6 

-V t KP t°'J 5-4)U] *TJl>} £0'JiS>-2-4Jl>} ^<yV-

K INT^WIJ 1 40112 • MH U 2- {5- { [ 

4-7°f^-2-i/^P7"f^- 1 - (5-p< K + tf 'J <Vy-2-4 )\y 

) -6-^ + V-1, 6-y t KP t°'J 5-^JU] ^JU} bf'jy 

>-2-^;U} -N' - t Kp+i>^>xy $ K^tf/Co 

[0224] II2 : fulE^MJ 1 4 Oil 3 tC £ tt £ 2 - { 5 - { [ 4 - JU - 2 -

^JU-6-;t + 7-1 - (fcf'J 2-4Jl>) -1, 6-ytKPt0|J 

$^>-5-^;U] ^JU} t°<J^>-2-4Jly} -N' -LKP + ̂ > 

X4 $ tC 2 - {5- { [4-7*^-2-i/^P7*f^-1 

- (5-p< K+^>t0|J 2-4)\y) -6-^ + V-1, 6-^tKP 

fcf'J 5 -^JU] *T)l>} ¥Wy-2-4 )\s} -N' -tKP+^> 

s<yX4 K^ffllNT^WiJ 1 4 0113 £|W|*mcj^ • iiu 3 -

{2- {5- { [4-7'fJb-2-i/^P7'fJb-1- (5-p<K^>L0'J 

$^>-2-^;U) -6-^ + V-1, 6-y t KP fcf'J 5 
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] *T)\A fcf'J Vy-2~4)\s} 7x-;u} -1,2, 4-TTW77-

JU-5 (4 H ) (JR$ : 6 5%, 2®PgJR$) £ B^T'EJUy 7 X £ 

LTt#/c0 

[0225] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 96(3H, t, J=7 Hz), 1.35-1. 51 (2H, m), 1. 64-1. 85(6H, m), 2.37-2.53(2H 

, m), 2.72(2H, t, J=8 Hz), 3.04-3.20(1 H, m), 3.94(2H, s), 4.00(3H, s) 

, 7. 34(1H, d, J=8 Hz), 7. 39-7.44(1H, m), 7.44-7.49(1H, m), 7.51-7.59( 

1H, m), 7.74-7.83(2H, m), 8.48(1 H, d, J=2 Hz), 8.52(2H, s). 

[0226] ^»J2 5 3 - {2- {5- { [4 - 2 —> ? • 1 - ( 

5-x fcf'J 2~4)ls) -6-^ + V-1, 6-yHKPtf'J 

$y>-5-^;u] ^JU} tf'j*>*>-2-4)1} 7x-;u} -1, 2, 4 

5 (4 H) -^>0^ 

[0227] [<ft32] 

[0228] 111 :fulE^»J1 4 0I®2 2- {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (bf'j 2-^;u) -1, 6-ynKPbf'J 

$y>-5-^;u] ^JU} tf'j *>*>-2-^;u} >V— K 'Jy 

KHUBE^MJ 9 0111 TM#£*lfc2- { 5 — { [4-7>JU-2—>?• 

7>JU- 1 - (5-lh^r>>eiJ$y>-2-^jb) - 6 - ̂  + V - 1 , 6 

-V t KP tf'j 5-4)V~\ *T)\s} t°'j *jy-2-4)1} s<yV~ 

K 1 40112 • MH U 2- {5- { [ 
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4 - 2 — */o • X^JU- 1 - (5 -x K+:> t? u < vy- 2 -4 ;u 

) -6-^ + V-1, 6-y t KP fcf'J 5-^JU] *T)\s} bf'jy 

>-2-^;U} -N' - t Kp+i>^>xy $ K^tf/Co 

[0229] 112 : HUBB^MJ 1 4 ©113 2 - {5- { [4-X^JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2-4)\y) -1, 6-ytKPt0|J 

$^>-5-^;u] fcf'J 2 -^;u} -N' -LKP + ̂ > 

X-f $ K0ftt>l'J tC 2 - {5- { [4-7*^-2-i/^P7*f^-1 

- (5-x K+^> fcf'J 2-4Jls) -6-^ + V-1, 6-^tKP 

tf'j 5 -^;u] tf'j 2 -^;u} -N' -LKP^> 

K^ffllNT^WiJ 1 4 0113 £|W|*mcj^ • ilU 3 -

{2- {5- { [4-7*f^-2-i/^P7*fJl/- 1 - ( 5 — x K + tf 'J 

$^>-2-^;U) -6-^ + V-1, 6-V t KP fcf'J 5-4)\y 

] p^JU} bf'J Vy-2-^;u} 7I-JH -1,2, 4-^++fy>V-

JU-5 (4 H ) (JM:4 8%, 2|§PiebW) £ 7 X t 

LTt#/c0 

[0230] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 97(3H, t, J=7 Hz), 1.35-1.47(2H, m), 1.48-1. 83(9H, m), 2.38-2.52(2H 

, m), 2.74(2H, t, J=8 Hz), 3.03-3.18(1 H, m), 3.95(2H, s), 4.22(2H, q, 

J=7 Hz), 7.40(1H, d, J=8 Hz), 7.46(1H, d, J=8 Hz), 7.54(1H, dd, J=8, 

2 Hz), 7. 61 (1H, td, J=8, 2 Hz), 7.81 (1H, dd, J=8, 2 Hz), 7. 95(1 H, dd 

, J=8, 1 Hz), 8.49(2H, s), 8.58(1H, d, J=2 Hz). 

[0231]^»iJ2 6 3 - {2- {5- { [4 - X^JU-2-^0 U^yT)V~ 1 -

(5-x K+^> fcf'J ^Vy-2-4Jls) -6-^ + V-1, 6-ytKPtf 

'J <i?y-5-4JU] £0'JiSy-2-4Jl>} 7i-JH -1,2, 

4 5 (4 H) -^yom.^ 

[0232] 
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[<ft33] 

[0233] 111 4 0I®2 2- {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2~4)\s) -1, 6-ytKPL°'J 

$^>-5-^;U] *T)\s) t°'J *jy-2-4)1} ^ > V— K 'J jucoftfo U 

KHUBB^MJ 1 0 01121:11^^2- {5- { [4 - 7>JU- 2 -*>? 

P'O^JU-I- (5-x fcf'J 2-^JU) -6-^ + 7-1 

, 6-y t KP fcf'J 5-4)V~\ *T)\s} t°'J *jy-2-4)1} *y 

V- K 1 40112 £|W|*§tCj^ • ilU 2- {5-

{ [4-7-51^- 2-i/t> wOT)ls- 1 - (5-x K+^> fcf'J 2 

--T;u) -6-^ + 7-1, 6 — y t KP fcf'J 5-^;u] ^JU} 

t°'jy>-2-^;U} -N' - t Kp+^>^>xy K£?#fco 

[0234] II2 : fulE^MJ 1 4 Oil 3 tC £ tt £ 2 - { 5 - { [ 4 - 7> JU~ 2 -

^^^-6-^ + 7-1- (t°'J *jy-2-4)\y) -1, 6-ytKPL°'J 

$^>-5-^;U] ^JU} fcf'J Vy- 2 -4)ls} -N' -LKP + ̂ > 

X4 $ KOfttoU tC 2 - {5- { [4 -7T)\y~ 2-^0 U^yT)\y~ 

1- (5-x K+^> fcf'J 2-4)ls) -6-^ + 7-1, 6-^tK 

P fcf'J 5 -4)ls] *T)l>} t0|J^>-2 -4)ls} -N' -LKP + 

*>"<yX4 K£ffl^T^Bte0!J 1 4 Oil3 £|W|*mcj^ • ilU 3 

- {2 - {5 - { [4 2 - is? ns<yT)\s- 1 - (5-1 h+'y 

tf|j$y>-2-4)ls) -6-^ + 7-1, 6-y L KP fcf'J 5 -
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4)U] *T)\A tf'J *jy-2~4M -M -1,2, 4 

V—)l~ 5 (4 H) OM : 5 6%, 2|£febM) EJU7 

77^: LTt#/co 

[0235] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 94(3H, t, J=7 Hz), 1.32-1. 57(7H, m), 1. 60-1. 85(6H, m), 1. 90-2. 06(2H 

, m), 2.36-2.52(1 H, m), 2.68(2H, t, J=7 Hz), 3.93(2H, s), 4.22(2H, q, 

J=7 Hz), 7.35(1H, d, J=8 Hz), 7.40-7.60(3H, m), 7.78(1H, dd, J=8, 2 

Hz), 7.83(1 H, dd, J=8, 1 Hz), 8.49(1 H, d, J=2 Hz), 8.51 (2H, s). 

[0236] ^»IJ2 7 3 - {2- {5- { [4 - 2-^0 + 1 -

(5-x fcf'J 2~4)ls) -6-^ + V-1, 6-ytKPtf 

'J 5-4JU] *T)l>} £0'JiS>-2-4Jl>} 7x-;U} -1,2, 

45 (4 H) -^>0^ 

[0237] [<ft34] 

[0238] 111 :fulE^»J1 4 0112 2 - {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2~4)\s) -1, 6-ytKPL°'J 

$y>-5-^;u] ^JU} tf'j *>*>-2-4)D "s>V— K 'Jjuoftfoy 
tCfulE^WiJI 1©lS2tff>tl/c2- {5- { [4-7>JU-2— 

P^^>JU- 1 - (5-x fcf'J 2-^JU) -6-^ + 7-1 

, 6 — y t KP fcf'J 5-4)Vl *T)\s} t°'J *jy-2-4)1} s<y 

V- K IJ)\/%m^T^mn 1 40112• iiu 2- {5-
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{ [4 2 P^ + :>JU- 1 - (5 -x K+:> fcf'J 2 

-4JU) -6-^ + V-1, 6-y £ KP t°'J $*Sy-5-4JU] 

t0|J^>-2-^;U} -N' - t KP+^>^>Xy K£?#fc0 

[0239] 112 : HUBB^MJ 1 40113 2- {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-ytKPt0|J 

$^>-5-^;U] \f.^Vy-2~4)\A -N' -LKP + ̂ > 

X4 $ KOfttiU IZ 2 - {5- { [4 -7T)\y~ 2 -*/$ P^ + :>JU-

1- (5-x K+^> fcf'J 2~4)ls) -6-^ + V-1, 6-^tK 

P fcf'J 5 ~4)ls] *T)l>} fcf'J Vy- 2 ~4M -N' -LKP + 

i^<yX4 K^ffllNT^WiJ 1 40113 • ilU 3 

- {2- {5- { [42-*/$ P^ + f>;U- 1 - ( 5 — x K + 

fcf'J 2-^JU) -6-^ + V-1, 6-y t KP fcf'J 5 -

-fJU] *T)\s} t°'J *jy-2-4)1} 7I-JH -1,2, 4-^++fy> 

V-;U-5 (4 H ) (W : 6 0%) JU7 7 X £ LX% 

tc o 

[0240] 1 H — N M R (CDC I 3, 400MHz) § : 

0. 89-1. 07(5H, m), 1. 34-1. 94(16H, m), 2.68(2H, t, J=8 Hz), 3.92(2H, s) 

, 4.23(2H, q, J=7 Hz), 7.34(1 H, d, J=8 Hz), 7.39-7.49(2H, m), 7.50-7. 

59(1H, m), 7. 74-7.83(2H, m), 8.47(1H, d, J=2 Hz), 8.51(2H, s). 

[0241] ^»J2 8 3 - {2- {5- { {4 - 7>JU-2 - T)l~ 1 - {5- [ 

2- xK+^>] bf'J 2-4)1} -6-^ + V-1, 

6 -V t KP fcf'J 5 -4)ls} *T)l>} t0|J^>-2 -4)ls} 7i-

;u} -1, 2, 45 (4 H) -^>0^ 

[0242] 
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[<ft35] 

[0243] II1 : fulE^MJ 1 4 0112 1Z&VZ 2- { 5 - { [4 - 7>JU- 2 -

6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-ytKPt0|J 

$y>-5-^;u] ^JU} t°'j *jy-2-^;u} >V— K 'Jjuoftfoy 

tCfulE^WiJI 2 0111 TM#£*lfc2- {5- { {4-7>JU-2-p<^ 

;u- 1 - {5 - [2 - X K+^>] t°'J ^Vy-2-4 )\y} -

6-^ + V-1, 6-V t KP fcf'J 5-^JU} .X TJIs) b?'Ji/y-

2-^JU} K I) 1 4 0112 £|W|*§tcj^ • MH 

U 2 - {5 - { {4 -7>ju- 2 -p<^U- 1 - {5 - [2 -

i K + :> ] tf'J 2-^JU} -6-^ + V-1, 6-ytKPtf 

'J 5 -^JU} \f\)Vy-2-4 )\y} -N' -LKP+S^ 

yX4 K^t#/co 

[0244] II2 : fulE^MJ 1 4 0113 tC £ £ 2 - { 5 - { [ 4 - JU~ 2 -

^JU-6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-ytKPt0|J 

$^>-5-^;u] \mvy-2-4)\A -N' -LKP+^> 

X4 K0ft^y IZ2 - {5- { {4-7>JU-21 - {5 

- [2- (STJUTJ) IK +^>] hf'J 2-4 JU} -6-^ + V-

1, 6 -V t KP fcf'J 5 — ^JU} ^JU} fcf'J *>*>- 2 -4Jls} ~ 

N' -t KP*i"<yX4 K£ffl^T^ife0!J1 4 0113 

JfSi-ilU 3 - {2 - {5 - { {4 -7>JU- 2 -p<^U- 1 - {5 - [ 

2- (STJlsTt) i K + :> ] fcf'J 2-^JU} -6-^ + V-1, 
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6 -V L KP tf'J 5 ~4M *T)\A tf'J SSy- 2 ~4M 7x-

)l} - 1 , 2, 4-^W?y-;i/-5 (4 H) -tfy (JR$ : 56%, 

2f£PgJ») LTt#/co 

[0245] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 95(3H, t, J=7 Hz), 1.40-1.46(2H, m), 1.50-1.70(2H, m), 2.17(3H, s), 

2.24(3H, s), 2.68-2.71 (2H, m), 2.96(2H, t, J=7 Hz), 3.96(2H, s), 4.3 

3(2H, t, J=7 Hz), 7.40-7.62(4H, m), 7.66-7.97(2H, m), 8.55(2H, s), 8. 

58(1H, s). 

[0246] ^»J2 9 3 - {2- {5- { {4 - 2 - * fMl/-1 - {5- [ 

2- (^JUTJU/I^JU) XK^>] £°<J < *jy-2-4)1} -6-^ + v 

-1, 6 -y L KP fcf'J 5 -^JU} ^JU} fcf'J *>*>- 2 ~4M 

7^-JU} -1,2, 4-^W?y-;i/-5 (4 H) -^>0^ 

[0247] [fc36] 

[0248] fulE^»J2 8X%btltc3 - {2- {5- { {4 - 7>JU- 2 - T)l 

- 1 - {5 - [2 - (^Jl/^*) X K+^>] fcf'J <Vy-2-4 )\y) ~ 6 

-tf + 7-1, 6-y t KP fcf'J 5-4)1} *T)\s} t°'J^>-2 

--r;u} yjL~)i} -1,2, 4-^w?y-;i/-5 (4H) -;*>£ 

^MJ1 3 • MHU 3- {2- {5- { {4-y^JU 

- 2 -/Tils- 1 - {5- [2- (/TJIyXJUts-JU) lS+*>] tf 'J $ V 

y-2-4)\A -6-^ + V-1, 6-y L KP fcf'J 5 ~4M 

^JU} tf'j*>*>-2-4)D 7x-;u} -1,2, 4-^W77-;i/-

o 
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5 (4 H) (W: 63%) LTf#/c„ 

[0249] 1 H — N M R (C D C I 3N 400MHZ) 8 : 

0.95(3H, t, J=7 Hz), 1.40-1.46(2H, m), 1.65-1.70(2H, m), 2.18(3H, s), 

2.67-2.71 (2H, m), 3.09(3H, s), 3.53-3.55(2H, m), 3.92(2H, s), 4.63-4 

.66(2H, m), 7.36-7.60(4H, m), 7.74(1H, d, J=8 Hz), 7.88(1H, d, J=8 Hz 

), 8.59(1H, s), 8. 60(2H, S). 

[0250] HM]3 0 5 - { {5 - [2- (1 H-rh7,/-^-5-i'jl') 7i-

JU] egy>-2-<ju} -6-7>JU-2-^^;U-3- (try 

Vy-2-4 )\y) t0|J$y>-4 (3 H ) 

[0251] [<fb37] 

[0252] 111 : 1 ©IllCfcH^ 2-[5 - (7"P^^U) 

— 2 —-f ;u]^<>x/- h 'J )l>(DiXfc> lJ tc, 2- [6- (ym^^JU) b°'J^ 

> -3 - -r;u] s<yV- h lUU^j^T^WiJ 1 ©ill 

IU 2- { [5- (2-i/?;7i-ji/) tf'jVy-2-4)V\ 

-3-^ + V^7°^>It*T)\s (M : 6 9%) LTt#/c0 

[0253] 1 H — N M R (CDCI3N 400MHz) 8 : 

0.89(3H, t, J=7 Hz), 1.24-1.34(2H, m), 1.54-1.61(2H, m), 2.59-2.76(2H 

, m), 3.37-3.55(2H, m), 3.73(3H, s), 4.37(1H, t, J=7 Hz), 7.33(1H, d, 

J=8 Hz), 7. 50(2H, t, J=7 Hz), 7. 66-7. 70(1H, m), 7. 78-7.83(2H, m), 8. 

63(1H, d, J=2 Hz). 

[0254] 112 .-fuiaHMJI 0H2(C£tt£2- { [6- (2 ->7771^ 
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) L°'J y >- 3 --r JU] *T)\y} -3-^ + V^7°^>I%*T)\s(DiXfrVlZ 

2- { [5- (2-i/777xzjb) fcfij *jy- 2 —T T)\s) -3-

^ + 1 ©112 • iiu 

(Z) -3-77-tz^$K-2- { [5 - (2-i/7;7x-Jl/) 

2 --T;U] ^JU} - 2(W : 10 0%) 

Wit LZ%tzo 

[0255] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 89(3H, t, J=7 Hz), 1.27-1.40(2H, m), 1.47-1.59(2H, m), 2.24(3H, s), 

3.14(2H, t, J=8 Hz), 3.78(3H, s), 3.88(2H, s), 7.42-7.56(3H, m), 7.6 

5-7. 91(3H, m), 8. 63(1H, s), 10.9(1H, s). 

[0256] 113 : 1 ©113 2-7$ J - 5 - * K + 

XDKfrV iZ2-7$ J t°'J fr-D (Z) -3-7-tz*$ K-2 

- { [6- (2 -5/7;7x-Jb) fcf'J *>*>- 3 —T ^U] - 2 

(Z) -3-;p-tz*$ K — 2 — { [5- (2-$/ 

777xzjb) t°'j vy-2-^;u] y<^u} - 2 

1 ©113 • MHU 2- {6- { [4-7>JU-

2-p^JU-6-;t + 7-1 - (t°'J $*/>-2-4Jl>) -1, 6-^LK 

• fcf'J 5-4JU] £0'JiS>-3-4Jl>} ^Ox/-b'JJU ( 

J» : 3 5%) %mtzo 

[0257] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.93(3H, t, J=7 Hz), 1.42(2H, sextet, J=8 Hz), 1.60-1.75(2H, m), 2.17 

(3H, s), 2.74-2. 78(2H, m), 4.17(2H, s), 7.38-7.50(5H, m), 7.67(1H, m) 

, 7.77-7.80(2H, m), 7. 93(1H, m), 8. 65(1H, d, J=2 Hz), 8. 68(1H, d, J=3 

Hz). 

[0258] 114 : 1 ©114 2 - {5- { [4-7>JU-1 - ( 

5-* S+*>fcf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J $*/>-5-4)U] £0'JiS>-2-4Jl>} ^>x/-b 

'J )l>(DiXfc> ViZ 2- {6- { [4 -7>JU-2 -*T)\s-6-tf + 7- 1 -
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(tf 'J $ V y — 2 — 4 J\y) - 1 , 6 - V t K • tf 'J $ V y - 5 - 4 )ll 

)l} tfijify- 3-4)1} ^<yV- K 1 0Ii4 £|W|*§ 

KJSJfc • MHU 5- { {5- [2- (1 H-T K^V-;u-5-^;u) 7 

x-JU] bf'J 2-4)1} *T)\s} - Q-7T)\y-2-/^)1-3 - ( 

t°'J^>-2-^;U) 4 (3 H) -^> OM : 7 9%) £$ 

ffe7^;b77X^: LTt#/co 

[0259] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 89(3H, t, J=7 Hz), 1. 30-1. 35(2H, m), 1. 50-1. 58(2H, m), 2.18(3H, s), 

2. 51-2. 54(2H, m), 3.75(2H, s), 6. 99(1 H, d, J=8 Hz), 7.16(1 H, d, J=8 

Hz), 7.31-7.36(3H, m), 7.48- 7.56(2H, m), 7.83-7.87(2H, m), 7.97(1H, 

s), 8. 56(1H, d, J=4 Hz). 

[0260] 31 5 — {{5 — [2— (1H— jh7 V—)\s~ 5—4 JU) 7 x —)[/ 

] t°'J *jy-2-4)1} *T)\s} -6-7^^-3- (5-y< V 

y-2-4)1) - 2-*T)Ubf'J $y>-4 (3 H) 

[0261] [<fb38] 

[0262] 111 : HUBB^MJ 1 ©113 2-7$ y - 5 

y<Dttt>VlZ 2-7$ y - 5-p< fro (Z) -3-

77-tz^$K-2- { [6- (2 -*s7 J 7x~;U) tf'J 3 ~4)V\ * 

T)\y} ~ 2 -^7°Tym*T)\s(DiXfrV JCtuBB^MJ3 0©H2Tl#^tl 

fc (Z) - 3 -^-tz^ $ K — 2 — { [5- (2-^>7y 7i —)[/) tf'JiSy 

-2-4)11 *T)\s} ~ 2 ~^7°TyM.*T)\s%:m^T^MM 1 ©H3 t 
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mUKJSJfc • iiu 2- {6- { [4 -7>JU- 1 - (5-p<K+^L0'J 

Vy-2~4 )\y) -2-^^^-6-^ + 7-1, 6-V L KP tf'J 

-5-^JU] T)\y} bf'J */>- 3 -^;u} 'OV'-KIUU (W : 6 5% 

) 7Xt LXmtco 

[0263] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 93(3H, t, J=7 Hz), 1. 37-1.46(2H, m), 1. 58-1. 66(2H, m), 2.18(3H, s), 

2.76(2H, t, J=8 Hz), 3.92(3H, s), 4.16(2H, s), 7.27-7.30(1 H, m), 7.3 

8-7.49(4H, m), 7. 65-7. 69(1H, m), 7.77-7.79(2H, m), 8.30(1H, d, J=3 Hz 

), 8.65(1H, d, J=2 Hz). 

[0264] 112 : 1 ©114 2 - {5- { [4-7>JU-1 - ( 

5-y< K+S'tf'J 2~4)\s) ~ 26-^ + V- 1 , 6-

V t KP t°'J 5-^;u] \^)*Jy-2~4 )i>} ^>x/"K 

'J JUCQftfo Viz 2- {6- { [4 -7T)\s- 1 - (5 -y< K+^> fcf'J y>-

2-4 )\s) -2-^^^-6-^ + 7-1, 6-y L KP bf'J 5 -

4 JU] fcf'J *>*>- 3 -^JU} K 1 ©I 

14 t Ls 5 — {{5 — [2— (1H— jh7 V—)\y— 5 

-4 )\y) 7 i-JU] fcf'J *>*>- 2 -^;U} ^JU} - 6 -7>JU- 3 - (5 

-* K+^tf'J *jy-2-4)\y) ~ 2$y>-4 ( 3 H ) 

> (JM : 7 2%) ?;Mfe7fJb7 7 7^ LTt#/c0 

[0265] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 87(3H, t, J=7 Hz), 1. 21-1. 30(2H, m), 1.40-1.48(2H, m), 2.09(3H, s), 

2.38(2H, t, J=8 Hz), 3.60(2H, s), 3.90(3H, s), 7.00(1 H, d, J=8 Hz), 

7. 14(2H, dd, J=8, 2 Hz), 7.20(1H, d, J=9 Hz), 7.34-7.38(2H, m), 7.53-

7. 61 (2H, m), 7. 84(1 H, d, J=7 Hz), 7. 90(1 H, s), 8. 21 (1H, d, J=3 Hz). 

[0266] ^»IJ3 2 5 - { {5 - [2- (1 H-T K^V-JU-5-4 )D 7n 

JU] t°'J *jy-2-4)1} *T)\s} -6-7>JU-3- [3-7PP-5-

( K 'J 7Jl>t P / TJl>) t°'J^>-2-4Jly] ~ 2-STJlstf'J $^>-4 

(3 H) 
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[0267] [<ft39] 

[0268] H1 : fulE^WiJ 1 0Ii3 2-7$ J - 5 S+*>fcf'J $ 

><Di$t>VlZ 2-7$ 7-35- ( K 'J 7J\st • ̂ TJl>) 

-fr-D (Z) - 3 ~7iz$ $ K— 2 — { [6- (2-y7;7x-

;u) fcpj 3 -^;u] ^JU} - 2 -^y°Tym.*T)\s(DiXfrV tcfuiE 

^»J3 0©I12-e?#£*ifc (Z) -3-7-tz^$ K-2- { [5- (2 

-i/7;7x-ib) £°v vy- 2 ->r;u] - 2 
1 ©113 • MHU 2- {6- { {4-7> 

)\y- 1 - [3—7PP—5 — ( K 'J 7)\st p p< ^JU) L°'J 2--f JU] 

- 2-p^JU-6-;t + 7-1 , 6-y t KP t°'J 5-^JU} ^ 

)l} tf'Ji/y- 3 - 4 )\s} ^<yV-V))\y (W ; 4 1 %) 

7?Xt LTt#/co 

[0269] 1 H — N M R (CDC l3, 400MHz) § : 

0.94(3H, t, J=7 Hz), 1.37-1.47(2H, m), 1. 57-1. 68(2H, m), 2.16(3H, s), 

2. 70-2. 83(2H, m), 4.19(2H, s), 7. 38(1 H, d, J=8 Hz), 7.46-7.53(2H, m) 

, 7. 65-7. 69(1 H, m), 7. 77-7. 83(2H, m),7.89(1H, m), 8. 65(1 H, d, J=2 Hz) 

, 8. 84(1H, s). 

[0270] 112 : HUBE^MJ 1 ©114 2 - {5- { [4-7>JU-1 - ( 

5-p< K+^> fcf'J 2-4Jls) -2-^^^-6-^ + 7-1, 6-

VM KPkf 'J 5-4JU] STM tf'J^y-2-4M ^yy~h 
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'J JU(DiXt>LJ IZ2- {6 - { {4-7'TJls- 1- [3-7PP-5 - (h'J 

£0'JiS>-2-4Jl>] - 2^Jl/-6-tf + 7-1 , 6 

-$/* t KP t°'J 5-4)1} *T)\s} t°'J^>-3-4J\y} s<yV-

K 1 ©114 • MH U 5- { {5- [2 

- (1 H-jh7 V—)\y— 5—4 Jls) 71 -;u] fcf'J y>-2-^JU} ^ 

JU} -6-^;i/-3- [3-^PP-5- ( K 'J 7Jl>t p TJ\y) £°>Ji/ 

>-2-4Jl>] ~ 2-/TJIyt°'J $^>-4 (3 H) -J> (W : 4 3% 

) 7Xt LXmtco 

[0271] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0. 87(3H, t, J=7 Hz), 1. 22-1. 30(2H, m), 1.43-1.50(2H, m), 2.09(3H, s), 

2.35-2.43(2H, m), 3.55(2H, dd, J=19, 16 Hz), 6.95(1 H, d, J=8 Hz), 7. 

11-7. 14(1H, m), 7.38-7.40(1H, m), 7.54-7.61(2H, m), 7.86-7.89(1H, m), 

7. 94(1 H, m), 8.18(1 H, d, J=2 Hz), 8. 81 (1H, s). 

[0272] ^»IJ3 3 5 - { {5 - [2- (1 H-jh7 V—)\s— 5 —4 )\s) 7i-

JU] t°'J *jy-2-4)1} *T)\s} -6-73-^-3- ( 5 — K + tf 'J 

^Vy-2-4 )\y) ~ 2-JTJUbf'J $^>-4 ( 3 H ) 

[0273] [^40] 

[0274] 111 : fulE^»J1 ©I13tCfctt£ (Z) - 3 - Ft* $ K-2 - { [ 

6- (2->>7;7x-^) fcf'J *>*>-3-^;U] ^JU} -2-A^f> 

0©I12Tl#^tl/c (Z) -3-7-tz^ 

$ K- 2 - { [5- (2->>7;7x-^) £°<J */>- 2 -4)V~\ *T)\s} 
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- 21 ©H3 tmBizKfc • MHU 
2 - {6 - { [4 1 - (5 -p< K+S'tf'J 2 -^;u) -

2-^^^-6-^ + 7-1, 6-y t KP fcf'J 5~4)U] *T)\s 

} tf'J Vy- 3 ~4M ^yV-b'J)^ (W : 5 1%) 

77^: LTt#/co 

[0275] 1 H — N M R (CDC l3, 400MHz) 8 : 

0. 93(3H, t, J=7 Hz), 1. 36-1.45(2H, m), 1. 57-1. 65(2H, m), 2.16(3H, s), 

2.75(2H, t, J=8 Hz), 4.00(3H, s), 4. 17(2H, s), 7.40-7.49(3H, m), 7.6 

4-7. 69(1 H, m), 7.77-7.79(2H, m), 8.54(2H, s), 8. 65(1 H, d, J=2 Hz). 

[0276] 112 : 1 ©H4 2 - {5- { [4-7>JU-1 - ( 

5-p< K+^> fcf'J 2~4)ls) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5~4)U] *T)\s} bf'J Vy-2-4)1} s<yV-V 

'J )l>(DKfc> ViZ 2- {6- {[4-7>JU-1- (5 -p< K+^>t0|J 

-2-4 )\y) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 5 

-4)\A *T)\s} t°'J^y-3 -4)1} ^<yV- K lJ)\s%m1 (D 

X&4 tmmzKfe • 5- { {5- [2-

5 --r;u) 71-W kf'j *jy-2-4)1} *T)\s} -6-7>;u-3- ( 

5-p< K+^tf'J 2-4)\y) - 2$y>-4 ( 3 H ) 

OM : 5 2%) ?;Mfe7fJb7 7 7^ LT?#fc0 

[0277] 1 H — N M R (CDC l3, 400MHz) § : 

0. 86(3H, t, J=7 Hz), 1. 20-1. 29(2H, m), 1.41-1.49(2H, m), 2.09(3H, s), 

2.43(2H, t, J=8 Hz), 3.62(2H, s), 3.98(3H, s), 7.00(1 H, d, J=8 Hz), 

7.13(1 H, dd, J=8, 2 Hz), 7.39(1 H, d, J=8 Hz), 7.51-7.60(2H, m), 7.84( 

1H, d, J=8 Hz), 7.95(1 H, d, J=2 Hz), 8.48(2H, s). 

[0278] ^»IJ3 4 5 - { {5 - [2- (1 H-jh7 s/—)\/— 5 —4 )U) 7x" 

JU] fcf'J i/>-2~4)l>} *T)\s} -6-7>JU-3- ( 5 — I K + tf 'J 

$^>-2-4)\y) ~ 2-*T)Ubf'J $^>-4 ( 3 H ) -^>0^ 

[0279] 
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[<ft41] 

O N=N 
/ \ 

.NH 

[0280] III : HUBB^MJ 1 ©113 iZ&ttZ 2-7$ J - 5 -* S+*>fcf'J $ 

>©ft;b<<,UC2-7$ y - 5-x K+^tf'J fro (Z) -3 

— h*-2- {[6- (2-i/?;7i-ji/) t°'J *jy- 3 —r ^u] 

^JU} - 2 tCfulE^»iJ3 O0Ii2tff> 

tl/c (Z) - 3 -;p-tz* $ K — 2 — { [5- (2-i/?;7i-Jl/) tf)V 

y-2~4)i>l *T)\y} - 2 ~^7°TyM.*T)\s%:m^T^MM 1 ©H3 

• ilU 2- {6- { [4-7>JU- 1 - (5-ih^>e 

'J 2~4)ls) -2-^^^-6-^ + 7-1, 6-^tKPt0|J$ 

i?y-5-4)l>] *T)\A £°<Ji/y- 3 - 4 )l>) <J )l> (W : 1 

0%) ^^Hfe77zE;U7 LX%tc0 

[0281] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0. 92(3H, t, J=7 Hz), 1.36-1.45(2H, m), 1. 51 (3H, t, J=7 Hz), 1.57-1.65 

(2H, m), 2. 16(3H, s), 2.75(2H, t, J=8 Hz), 4. 18(2H, s), 4.22(2H, q, J 

=7 Hz), 7.41-7.52(3H, m), 7.64-7.68(1H, m), 7.77-7.81(2H, m), 8.52(2H 

, s), 8. 63-8.65(1H, m). 

[0282] 112 : 1 ©114 2 - {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J 5-4)U] *T)l>} t°'J *jy-2-4)1} ^>V'-K 

'J )l>(DiXfc> ViZ 2- {6- { [4 -7T)\s~ 1 - (5-i K+^tf'J 

-2-4 )\>) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 5 
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-4^1 *T)\A 3-4)\s} ^>7-K 1 (D 

114 • ®ilL> 5- { {5- [2- (1H-TK^V-JU-

5-4 Jb) 7X-JU] t°'J *jy-2-^;u} ^JU} -6-7^^-3- ( 

5 -x fcf'J 2 -^JU) - 2 $y>-4 (3 H) 

-tfy (JR$ : 63%) 77^: Lxmtco 

[0283] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 86(3H, t, J=7 Hz), 1.18-1. 29(2H, m), 1.40-1.50(2H, m), 1.49(3H, t, 

J=7 Hz), 2.09(3H, s), 2.42(2H, t, J=8 Hz), 3.61 (2H, s), 4.20(q, 2H, J 

=7 Hz), 7.00(1 H, d, J=8 Hz), 7.12(1 H, dd, J=8, 2 Hz), 7.39(1 H, d, J=8 

Hz), 7.51-7.61 (2H, m), 7.86(1 H, d, J=7 Hz), 7.74(1 H, d, J=2 Hz), 8.4 

6(2H, s). 

[0284] 35 5 — { {5 — [2— (1 H-jh7 V~ JU— 5 — 4 JU) 7 x — 

;u] t°'j *jy-2-^;u} ^JU} - 63 - (4, 6-^p<h + 

2-4J\y) ~ 2$^>-4 (3H) 

[0285] [<fb42] 

[0286] 111 : HUBB^MJ 1 ©113 2-7$ J - 5-p< 

><Dttt>VlZ 2-7$y-4, 6fro (Z 

) - 3 -^-tz^ $ K — 2 — { [6- (2-i/7;7x-Jl/) L°'J^>-3-

-fJU] P<^U} -2-^7°T>ItP<51;U©ft^1'JtCfuBB^»J3 0 0112 

(Z) — 3 —7-\z$> $ K — 2 — { [5- ( 2-*/T J 7 JL-JV) 

o 

NH 
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kpjvy-2-^;u] -21 © 

113 • ilU 2- {6- { [4-7>JU- 1 - (4, 6-

K+S'tf'J 2-^JU) - 2-p^JU-6-;t + 7-1 , 6-y 

t KP fcf'J 5-^;u] ^JU} tf 'J ^ > - 3 - -r )\y} ^>y-K'J 

;u (J|X$ : 4 9%) ?:Mfe7fJb7 7 7^ LTt#/c0 

[0287] 1 H — N M R (CDC I 3, 400MHz) § : 

0. 93(3H, t, J=7 Hz), 1.38-1.47(2H, m), 1. 56-1. 67(2H, m), 2.24(3H, s), 

2.76(2H, t, J=8 Hz), 3.96(6H, s), 4.19(2H, s), 6.12(1H, s), 7.45-7.5 

0(3H, m), 7.65-7.69(1H, m), 7.77-7.82(2H, m), 8.66(1H, d, J=2 Hz). 

[0288] 112 : 1 ©114 2 - {5- { [4-7>JU-1 - ( 

5-p< K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-

V t KP t°'J <i?y-5-4)U] £0'JiSy-2-4Jl>} ^>y-K 

'J )l>(DiXfc> ViZ 2- {6- { [4-7T)\s~ 1 - (4, Q —V ^ K + tf 'J 

$^>-2-^;U) -2-^^^-6-^ + 7-1, 6-yn KPfcf'J 

> - 5 - -r;u] K 
m 1 ©114 • ilU 5- { {5- [2- (1H-7h7V* 

-)\y- 5 7 I—JU] fcf'J y>- 2 -^JU} - 6-7TJU-

3- (4, 6K+^tf'J 2-4Jl>) ~ 2-/TJIyt°'J <i^y 

-4 (3 H) -^> (JM : 5 3%) JU7 7 X t LX%tc0 

[0289] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 88(3H, t, J=7 Hz), 1. 22-1. 32(2H, m), 1.43-1. 50(2H, m), 2.17(3H, s), 

2.42(2H, t, J=8 Hz), 3.62(2H, s), 3.89(6H, s), 6.06(1 H, s), 7.02(1 H, 

d, J=8 Hz), 7.14(1 H, dd, J=8, 2 Hz), 7.40(1 H, d, J=8 Hz), 7.53-7.62( 

2H, m), 7.31 (1H, d, J=8 Hz), 7. 95(1 H, s). 

[0290] ^»IJ3 6 3 - {2- {6- { [4-7>JU-1- ( 5 -K +^> tf 'J V 

y-2-4 )\y) -2-^^^-6-^ + 7-1, 6-V t KP fcf'J 

5 - £0'JiSy-3-4Jl>} 71—;U} -1,2, 4-^++f 

V7V~)\y~ 5 (4 H ) -J-yOlMm. 
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[0291] [<ft43] 

[0292] III : HUBB^MJ 1 4(DX&2 1Z£>11Z2- {5- { [4-7>JU-2-

6-tf + 7- 1 - (t°'J *jy-2-4)\y) -1, 6-^LKP bf'J 

$^>-5-4JU] bf'J Vy-2-4)1} ^ > V— K 'J )\y(DiXt> V 

^fulE^»iJ3 1 0I|1 Um^tltc2- {6- { [4-7>;U- 1 - (5 

-* K+S'tf'J *jy-2-4)\y) -2-^^^-6-^ + 7-1, 6-yt 

KP t°'J 5-4)U] *TJl>} t°'J^>-3-4JU} ^>V'-K 'JJU 

4(Dxm2 • mmL* 2- {6- { [4-7" 

TJIs— 1 — (5-p< K+^tf'J */>- 2-4Jl>) -2->(?Jl,-6-**V 

-1, 6t KP tf'J 5-4Jl>] t°'J^y-3-4JU} 

-N' - t KP+^>^>Xy K (W : 6 4%) ^Mfe7^Jb7? 

X £. LXt#/c0 

[0293] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 90(3H, t, J=7 Hz), 1.34-1.43(2H, m), 1.54-1.62(2H, m), 2.16(3H, s), 

2.71 (2H, t, J=8 Hz), 3.91 (3H, s), 4.13(2H, s), 4.50(2H, s), 7.29-7.4 

2(5H, m), 7.45-7.49(1H, m), 7. 55-7.57(1H, m), 7. 66-7.69(1H, m), 8. 29( 

1H, d, J=3 Hz), 8.60(1H, d, J=2 Hz). 

[0294] XI2 : 1 4 ®Ig3 \ZlSttZ> 2 - { 5 - { [4 - 7>;U- 2 -

6-^ + 7- 1 - (t°'J *jy-2-4)\y) -1, 6-^tKP bf'J 

<is>-5-4Jl>] *TJl>} £0'JiS>-2-4Jl>} -N' -LKP + ̂ > 

X4 KCDftfoU IZ2 - {6- { [41 - (5-p<K+^t° 
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2-4)1) - 26-;t + 7-1 , 6-^LKP 

>-5-^;U] TJIs) £°'J i?>-3-4 jls} -N' -LKP+^>Xy 

1 40113 £|W|*mcj^ • Ml! U 3- {2- { 

6 - { [4-7'TJl>- 1 - (5 K + ̂ >L0|J y>- 2 -^JU) -2-*T 

;U-6-^ + 7-1, 6-y t KP fcf'J 5~4)V\ *T)\S) bf'jy 

> - 3 - -f JU} 7I-JH -1,2, 45 (4 H) -

(J» : 7 0%) ?:Mfe7fJb7 7 7^ LT?#fc0 

[0295] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 92(3H, t, J=7 Hz), 1. 30-1. 39(2H, m), 1.49-1.57(2H, m), 2.11 (3H, s), 

2. 51 (2H, t, J=8 Hz), 3. 62(2H, s), 3. 91 (3H, s), 7.15(1 H, d, J=8 Hz), 

7.23(2H, d, J=9 Hz), 7.32-7.39(2H, m), 7.48-7.52(2H, m), 7.57-7.61(1H 

, m), 7.70(1 H, d, J=8 Hz), 7.99(1 H, s), 8.18(1 H, d, J=3 Hz). 

[0296] 37 3 - {2- {6- {[4 - 7>JU- 1 - ( 5 - K + ̂ > tf 'J $ 

Vy-2~4)l>) -2-^^^-6-^ + 7-1, 6 — ^ t K P tf 'J < V > 

- 5 ~4)l>] *T)l>} £0'JiS>-3-4Jl>} 7 i—;U} -1,2, 4-^ + 

+ti/Tx/-JU-5 (4 H) -jXDmrn: 

[0297] [<fb44] 

[0298] 111 :fulE^»J1 4 0112 2 - {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2~4)V) -1, 6-ytKPt0|J 

$^>-5-^;U] *T)\s) t°'J *jy-2-4)1} "S > XJ— K 'J )l>(DiXfc> V 

^fulE^»J3 3 0111 Xmbtltc2- {6- { [4-7>JU-1- (5 
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2~4)\s) -2-^^^-6-^ + 7-1, 6-V 

t KP tf'J 5 —r JU] ^>y-KU 

1 40112 • MH U 2- {6- { [4-

7'>JU-1 - (5-p< K+S'tf'J 2-^JU) - 2-/^)1-6 — 7|-

+ 7-1, 6-y t KP fcf'J 5-^;U] ^JU} 

JU} -N' - t KP+^>^>Xy K (W : 5 0%) 

7?Xt LXmtco 

[0299] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 90(3H, t, J=7 Hz), 1. 34-1.43(2H, m), 1. 54-1. 62(2H, m), 2.15(3H, s), 

2.73(2H, t, J=8 Hz), 3.99(3H, s), 4.13(2H, s), 4.50(2H, s), 7.28-7.4 

2(3H, m), 7.45-7.49(1 H, m), 7. 53-7. 57(1 H, m), 7. 66-7. 69(1 H, m), 8.53( 

2H, s), 8.59(1H, d, J=2 Hz). 

[0300] 112 : HUBB^MJ 1 4 0113 2- {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2-4)1) -1, 6-ytKPL°'J 

$^>-5-^;U] *T)\s) t°'J *jy-2-4)1} -N' -LKP + ̂ > 

X4 WiXfoVlZ 2- {6- {[4-7>;U-1- ( 5 — K + N> tf 

>J 2~4)l>) -2-^^^-6-^ + 7-1, 6-ytKPt°'J$ 

is>-5-4)l>] *T)l>} t°'J^>-3-4)\y} -N' -tKP+S/^>X 

4 1 40113 £|W|*mcj^ • MHU 3- {2-

{6 - { [4-7'T)l>~ 1 - (5 K + tf 'J ^.Vy-2-4 )l) -2-

^^^-6-^ + 7-1, 6-y L KP t°'J 5-4)11 *T)\s} tf 

')Vy~3-4)\y} 7 i—JU} -1,2, 4 -t**fVTsJ-)\s- 5 (4 H 

) -*> (W : 8 5%) LTf§/c0 

[0301] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0.90(3H, t, J=7 Hz), 1.27-1.36(2H, m), 1.45-1.53(2H, m), 2.11(3H, s), 

2.45(2H, t, J=8 Hz), 3.56(2H, s), 4.00(3H, s), 7.12(1 H, d, J=8Hz), 7 

. 38(1 H, d, J=8 Hz), 7. 50-7. 60(2H, m), 7. 60-7.64(1H, m), 7.72(1H, d, J 

=1 Hz), 7. 90(1 H, s), 8. 51 (2H, s). 
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[0302] ^»IJ3 8 3 - {2- {6- { [4 - 1 - (5-xK+^tf'J$ 

Vy-2-4)\y) -2-^^^-6-^ + 7-1, 6-i/L K P tf 'J < V > 

- 5 - 4 Jl>] 3 - 4 )l>} 7i-JU} -1,2, 4-^ + 

•+^:PV-JU-5 (4 H) 

[0303] [<fb45] 

[0304] 111 :fu§E^»J1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

* T)\y- 6 -^" + 7- 1 - (tf';^>-2-^;U) -1, 6-^'tKPe'J 

$^>-5-^;u] tf'j 2-4)D "s>V— K 'Jjuoftfoy 

^tulE^»iJ3 4 0111 Tl#^tl/c2- {6- { [4-7>JU-1- (5 

-x K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-y 

L KP fcf'J 5-4)V~\ *T)\s} \fx)Vy-3-4 )\y} ^ > V— K 'J 

1 40112 • MH U 2- {6- { [4-

7>;U-1 - (5-ih + >>eiJ$y>-2-^jb) - 2-/^)1-6 — 7|-

+ 7-1, 6 — y t KP fcf'J 5-^;u] ^JU} bf'J^y-3-4 

)\y} -N' - t KP+^>^>Xy K (W : 5 2%) 

777^: LTt#/co 

[0305] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.90(3H, t, J=7 Hz), 1.35-1.43(2H, m), 1.50(3H, t, J=7 Hz), 1.51-1.62 

(2H, m), 2.15(3H, s), 2.72(2H, t, J=8 Hz), 4.13(2H, s), 4.21(2H, q, J 

=7 Hz), 4. 51(2H, s), 7. 28-7,49(4H, m), 7.55-7.57(1H, m), 7.66-7.69(1H 

, m), 8. 50(2H, s), 8.59-8.60(1H, m). 

.0. 
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[0306] Ig2 : HUBB^MJ 1 4 ©Ig3 2 - {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2-4)\y) -1, 6-yHKPbf'J 

$^>-5-^;u] ^JU} fcf'j *>*>- 2 -^;u} -N' -LKP+^> 

X-f $ K©ftfo Viz 2- {6- { [4 1 - (5-ih+^tf 

'J 2-2-^^^-6-^ + 7-1, 6-^tKPt0|J$ 

y>-5-^;u] *T)\A £°'J i?>-3-4Jls} -N' -kh'P^VX 

-f K£ffl^T^&j50!J 1 4©Ii3 £|W|*mcj^ • ilU 3- {2-

{6- { [4-7'TJl>- 1 - (5-lh^r>>eiJ$y>-2-^jb) -2-

^^^-6-^ + 7-1, 6-y £ KP fcf'J 5->Hl/] ^JU} tf 

'jy>-3-^;U} 71—;U} -1,2, 4-^W?y-;i/-5 (4 H 

) (W : 8 9%) ?:Mfe7fJb7 7 7^ LT?#fc0 

[0307] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.90(3H, t, J=7 Hz), 1.27-1.36(2H, m), 1.45-1.52(5H, m), 2.11(3H, s), 

2.49(2H, t, J=8 Hz), 3.59(2H, s), 4.22(2H, q, J=7 Hz), 7.18(1 H, d, J 

=8 Hz), 7. 38(1 H, d, J=8 Hz), 7. 50-7. 55(2H, m), 7.60-7.64(1H, m), 7.72 

(1H, d, J=8 Hz), 7.93-7.97(1 H, m), 8.49(2H, s). 

[0308] ^»IJ3 9 3 - {2- {6- { [4-7>JU-1- (4, 6-^p<K+^ 

fcf'J 2-4Jls) -2-^^^-6-^ + 7-1, 6-^tKPt0|J 

$^>-5-^;U] ^JU} tf 'J ^ - 3 - -T )\y} 7 i—;U} -1, 2, 4 

-^++fy>V-;u-5 (4 H) -^>©^ 

[0309] [<fb46] 
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[0310] H1 : HUBB^MJ 1 4 0I12tC£tt£2- {5- { [4-7>JU-2-

^JU-6-;t + 7-1 - (t°'J *jy-2~4)\s) -1, 6-ytKPL°'J 

$^>-5-^;U] *T)\s) t°'J *jy-2-4)1} ^ > V— K 'J )l>(DiXfc> V 

tCfuBB^»J3 5 0111 TM#£*lfc2- {6- { [4-7>JU-1- (4 

, 6K+S'tf'J 2-4)\y) -2-^^^-6-^ + 7-1, 

6 - V t K • tf 'J $ y > - 5 - -f )ls] TJIs} kf'Ji/>—3—4 Jls} ^ > V 

= K 1 4 0112 • MilU 2- {6- { 

[4-^;i/-1- (5-lh^r>>eiJ$y>-2-^jb) - 2-/^)1-

6—^ + 7—1, 6-V t KP fcf'J 5-^JU] *T)l>} 

3-^JU} -N' - t KP+^>^>Xy K (JR$:4 7%) 

7fJb77Xi LTt#/co 

[0311] 1 H — N M R (CDC I 3N 400MHz) § : 

0. 92(3H, t, J=7 Hz), 1.36-1.45(2H, m), 1.56-1.64(2H, m), 2.23(3H, s), 

2.73(2H, t, J=8 Hz), 3.95(6H, s), 4.14(2H, s), 4.49(2H, s), 6.12(1H, 

s), 7. 32-7.43(3H, m), 7.46-7.50(1H, m), 7.56-7.58(1H, m), 7.69-7.71( 

1H, m), 8. 57-8. 61 (1H, m). 

[0312] 112 : HUBB^MJ 1 4 0113 2 - {5- { [4-7>JU-2-

^^^-6-^ + 7-1- (t°'J *jy-2-4)\y) -1, 6-ytKPt0|J 

$^>-5-^;U] *T)l>} fcf'J Vy- 2 -4Jls} -N' -LKP + ̂ > 

X4 KOftfoU IZ2 - {6- { [4 -7T)\s~ 1 - (4, 6-^p<K 

+ ̂>L0'J 2-4)\y) -2-^^^-6-^ + 7-1, 6-^tKP 

fcf'J 5 -4Jls] £°'J i?>-3-4 Jls} -N' -tKP+^> 

"<>X4 1 4 0ii3 • iiu 3 -

{2- {6- { [4-7>JU- 1 - (4, 6S+*>fcf'J 2 -

4Jls) -2-^^^-6-^ + 7-1, 6-y L KP fcf'J 5 ~4Jls 

] t°'J^>-3-^;U} 71—;U} -1,2, 4-^++fy>V-

JU-5 (4 H ) -^> (JM : 5 2%) JU7 7 X £ LX%tc0 

[0313] 1 H — N M R (CDC I 3N 400MHz) 8 : 
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0. 92(3H, t, J=7 Hz), 1.31-1.40(2H, m), 1. 50-1. 58(2H, m), 2.18(3H, s), 

2. 51(2H, t, J=8 Hz), 3. 67(2H, s), 3.92(6H, s), 6. 08(1H, s), 7. 21(1H, 

d, J=8 Hz), 7.41 (1H, d, J=8 Hz), 7.50-7.56(2H, m), 7.63(1 H, t, J=8 H 

z), 7.74(1 H, d, J=8 Hz), 8. 01 (1H, d, J=2 Hz). 

[0314] ^fe0!J4 0 3- {2- {5- {[1- ( 5-I S fcf'J $ yy-2->C 

)l) - 2V7°P 6-^ + V-4-7°P 1 , 6-ytKPtf 

'J 5-4JU] £0'JiS>-2-4Jl>} -1,2, 

4 5 (4 H) 

[0315] [<ft47] 

[0316] 111 : 2- [5- (7'Pf^fJb) 2-^ 

J\y] <<yV— K U ( 1 . 1 g, 3. 9mmo I) , 3 — + 

. Og, 7. 8 m m o I ) RZf 'J T 0 A 7" P $ K 1 (0. 4 9 g , 4 

. 7 m m o I ) ©7 h7t KP77> (20mL) 1 8 

fcLtzo ^PP/1-N;UA-e3[g]aaiL/co #$Jf 

s K 'J MJ±)Ils 

Ltc o £:> 'J PV -r - (A'-r Tl-^—y 

N A P 1 0 0 H P) + ; 5 / 1 -» 1 / 1 ) 

U 2- { [6- (2->>7;7x-^) bf'J */>- 3 -^JU] ;>< ^JU} -

+ + (1 . 2 g, 9 1%) LXm/c 



WO 2012/124311 106 PCT/JP2012/001709 

O 

[0317] 1 H — N M R (CDC I 3N 400MHz) 8 : 

0.87(3H, t, J=7.4 Hz), 1.50-1.55(2H, m), 2.36-2.68(2H, m), 3.21-3.27( 

2H, m), 3.73(3H, s), 3.84(1 H, t, J=7.6Hz), 7.50(1 H, td, J=7.6, 1.4 H 

z), 7.64-7.73(3H, m), 7. 77-7.85(2H, m), 8.61(1H, br s). 

[0318] 112 : 2- { [6- (2->>7;7x-^) fcf 'J V > - 3 - -f JU] *T)\s 

} - 3 — + T)\s (1. 2 g , 3. 6 m m o I ) JkXlWW.7 

> ~ ^ A ( 8 . 3 g, 1 08mmo I ) © hJUx > (4 5 m L) — ( 

5 m L) 1 0^JnfM;lL/co 

K 'J L/co u MMfc 
mi- K 'j mmiisu u) -3-7^^-2- { 
[6- (2-i/?;7i-Jl/) fcf'J *jy- 3 -4)\A *T)\s} -2-^s + -tz 

(1. 15g) 

[0319] 113 : (Z) - 3 -7$ y - 2 - { [6- (2-i/?;7i-Jl/) tf'J ^ 

> - 3 - -r JU] - 2( 5 7 5 m g ) ©1, 2-

P Pi* > (1 0 m L) 7/f K (2 1 9mg, 2 

. 0 6mmo I) h 'J x-^JUT7 $ > (208mg, 2. 06mmol) 

5 0°cei 60#r^ji^L/co ^ppmt 
aai L/Co #$Jf tSffi#±^7K"e)$t)#LM7KW^- K 'J 
T$£'Jt U MJ±)Ils L tco ?# £ *lfc0lz6£ *> 'J * 7A^P7h^77 

•f — (/U^^-^ttSSNAPBOHP) ; 5/ 

1-»1/1) IZttLs (Z) -2- { [6- (2-i/?;7i-Jl/) tf'jy 

> - 3 - -f JU] ^JU} -3-^V7"f7$ K- 2 + (1 

5 8 m g , 2 3%;2llK$) ?#*:„ 

[0320] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 99(3H, t, J=7.4 Hz), 1.19-1. 29(8H, m), 2.49-2. 62(1 H, m), 2.88-2.97( 

2H, m), 3.71 (3H, s), 3.76(2H, s), 7.51 (1H, dd, J=7.6, 1.3 Hz), 7.59(1 
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H, dd, J=8.1, 2.1 Hz), 7.64-7.73(2H, m), 7.77-7.86(2H, m), 8.60(1 H, s 

), 11.90(1H, s). 

[0321] 114 : 2 - 7 $ J - 5 -1 K 'J < V > (10 8 

mg, 0. 7 8 m m o I ) CD 1 , 2-i/^PPl^> (5mL) 

T? K >J (2 m o I + 0. 39mL, 0 

. 7 8 m m o I ) 7 0 (Z) -2- { [6-

(2-i/777x-A) £°<J *jy-3-^;U] ;>< ^JU} -3-^V7*f7$ 

K — 2 —^ + ( 1 5 8 m g , 0. 39mmo I) ©1, 2.—V 

( 2 m L) £^-C/1S~FU 3 L/c0 

Izikityy'E-O^^MRtf^unTisJiyA^-huX, -tz^ K3i§L/c0 5 

$©#$IJf£#£IU 7KH£*PP*,'UA--effltJHL/co #$Jf 7.K 

K 'J U mi±)rnmLfc 

o t# 'J t) flit) 7A^?P7 K *>:7 7 -T — (A'-f 

F I a s h 1 2M) (7 P P*,iUA/p< * 7-JU= 4 0 : 1 ) tC U. 2-

{5- {[1- (5-lh^r>>eiJ$y>-2-^jb) -2-^77°Pt°JU 

- 6-^ + V-4-7°P tf;U-1 , 6-V t KP fcf'J 5 ~4)ls] P< 

^JU} fcf'J Vy-2-^;u} ^>y-K'j;U (1 1 1mg, 58%) 

LTt#/c0 

[0322] 1 H — N M R (CDC I 3, 400MHz) § : 

0.97 (3H, t, J=7.4 Hz), 1.17(6H, d, J=6.6Hz), 1.49(3H, t, J=6.9Hz), 

I.66-1.77(2H, m), 2.19-2.32(1H, m), 2.60-2.70(2H, m), 3.93(2H, s), 4. 

10(2H, q, J=7. 1 Hz), 7.45(1H, td, J=7.7, 1.1 Hz), 7.60-7.67(2H, m), 7 

. 73-7.80(3H, m), 8.49(2H, s), 8. 67(1 H, d, J=1.3 Hz). 

[0323] 115 : L KP+^JUT^ (8 3 8 m g , 12. 1mmol ) (DV 

* + K (1 5 m L) m&mZmMfrmi- K 'J 0 A ( 1 . 1 9 g 
, 14. 1 mmo I) 4 0 °Ct 1 mmmW Ltc0 KJtmz2- {5 

- {[1- (5-lh^r>>eiJ$y>-2-^jb) - 27 7°P L°JU-6 

-^^PV-4-7°P tf;U-1 , 6-V L KP fcf'J 5 ~4)ls] *T)l> 
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} L° 'J V y — 2 — 4 )\y} ^ > V- K 'J )\s (3 5 3 m g , 0. 7 1 m m o I ) 

K (1 5 m L) ^^JPPL 9 0°CU 1 80|^Ji^L/c 

o ( 8 0 m L) ( 2 0 m L) £jbp*.N 3 0^® 

Ltco ^/fHH L/cHM*£3lXU 7K&t/M£x^ju-e&)# L/c0 Cti£MJ±f£ 

'JtU 2- {5- { [1 - (5-xh^>L°'J$^>-2-^U) -2-^ 

7 7°P tfJU- 6 -^ + V-4 -7°P L°JU- 1 , 6-V t K P tf 'J 5 

— 4 Jly] fcf'J 2~4Jls} -N' - t Kp+S^oxy 

K ( 2 1 4 m g , 5 7%) LT?#fc0 

[0324] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.98(3H, t, J=7.3 Hz), 1.19(6H, d, J=6.6 Hz), 1.51(3H, t, J=7.0 Hz), 

1. 68-1. 78(2H, m), 2. 25-2. 32(1 H, m), 2. 63-2. 70(2H, m), 3. 92(2H, s), 4. 

22(2H, q, J=6.9 Hz), 4.72(2H, br s), 7.40(1 H, td, J=7.5, 1.3 Hz), 7.4 

3(1 H, d, J=8. 5 Hz), 7.49(1 H, td, J=7. 6, 1.5 Hz), 7. 55(1 H, dd, J=7. 6, 

1.2 Hz), 7.58(1 H, dd, J=7.8, 1.2 Hz), 7.66(1 H, dd, J=8.2, 2.3 Hz), 8. 

51 (2H, s), 8. 60(1H, d, J=1.7 Hz). 

[0325] 116 : 2 — {5 - {[1- (5-x K+S'tf'J 2-4)1) ~ 2 -

-f 7 7°P tfJU- 6 —^ + V —4 —7°P tfJU- 1 , 6-V L KP tf'J 

5-4Jls] ¥')Vy-2.-4 )\s] -N' -L KP+S^OXy 

$ K (2 1 2mg, 0. 40mmo I) <J)V 0 PP^> (4 m L) J&.TfT 

h7tKP77> (4 m L) 1 , r - tl 4 $ *V— 

Jl/ (1 3 0 m g, 0. 80mmo I ) , 1, 8 — y 77"1/ tf :> * P [ 5 . 4. 

0] 0 yTtl — 7—1> (1 22mg, 0. 80mmol) gmt 

3mmm^Ltc0 1 MJ^IITK^JP;^ *pp*juA-e 
L/Co #$Jf K 'J Ml±)m 

HfeLfco %btitc^yk £:> 'J tifJIstiyA? PV K*^7 -r - (*PP/1NJU 

A/p< * J-JU= 2 0 : 1 ) U 3- {2- {5 - {[1- (5 -

x K + tf 'J ^.Vy-2-4 )l) ~ 2 —^ V7°P L°JU- 6 -^ + V-4 -7° 

P t°;u- 1 , 6 - V t K P tf 'J $ V y - 5 - -f )ls] TJIs} tf 'J y > — 2 — 
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-f JU} 7I-JH -1,2, 4-^W?y-;i/-5 (4 H) -tfy (2 

0 1 m g , 9 1%) ?:Sfe7;E^7 7 7i:LTffco 

[0326] 1 H — N M R (CDC I 3, 400MHz) 8 : 

1. 01 (3H, t, J=7.3 Hz), 1.19(6H, d, J=6.6Hz), 1. 51 (3H, t, J=7.0Hz), 

1.71-1. 82(2H, m), 2. 26-2. 32(1 H, m), 2. 66-2. 73(2H, m), 3. 95(2H, s), 4. 

22(2H, q, J=7.0 Hz), 7.39(1H, d, J=8.1 Hz), 7.45(1H, d, J=8.1 Hz), 7. 

51 (1H, t, J=7. 6 Hz), 7. 60(1 H, t, J=7.7 Hz), 7.83(1 H, dd, J=8.1, 1.7 H 

z), 7. 93(1 H, d, J=7. 8 Hz), 8. 51 (2H, s), 8. 56(1 H, s). 

[0327] ^»IJ4 1 3- {2- {5- { [ 2 —> * • 7°P tfJU-1 - (5-xh + 

fcf'J 2-4Jls) - 6-^ + V-4-7°p tf;u-1 , 6-ytKP 

fcf'J 5-4JU] £0'JiS>-2-4Jl>} 7I-JH -1,2 

, 4-^W?y-;i/-5 (4 H) -^>0^ 

[0328] [<fb48] 

[0329] I11 : 4 0 ©Ig 3 K £ £ >C V 7> 'J )\s 0 P 'J KCOftfo V IZ 

^0 P7°P P 'J K£ffl^T^ife0!l4 0 CDH3 «>: |W|*§tCj§: 

jS-iHU (Z) -2- { [6- (2-i/777x-A) L°'J^>-3-

-fju] — 3-*>* P7°pA>^;u/if+Ht$ K-2 

JU (J» : 5 8%) %mtzo 

[0330] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.83-1.10(8H, m), 1. 58-1. 62(2H, m), 2. 87-2.96(2H, m), 3.71(3H, s), 3. 

76(2H, s), 7.49(1 H, td, J=7.6, 1.3 Hz), 7.58(1 H, dd, J=8.1, 2.1 Hz), 
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7. 65-7.72(2H, m), 7. 77-7.86(2H, m), 8.61(1H, s), 12.15(1H, s). 

[0331] 112 : fu§E^»J4 O0I14tC£tt£ (Z) -2- { [6- (2— 

+ -tz>I£p<31JU0ft;bl',UC (z) -2- { [6- (2-i/777x-A) bf 

>J *Jy-3--r;u] ^JU} -3- (i>* K) -2 

+ 0 0114 • ilU 2 

- {5- { [2—>*P7°P LMU- 1 - (5-ih^i/^lJ^y>-2-'f 

;u) - 6-^ + V-4-7°p tfJU- 1 , 6-Vt KP fcf'J 5-^JU 

] £°'Jis> - 2-4 JUj ^yV-h'JJU OM: 5 8%) 

[0332] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 80-0. 87 (2H, m), 0.96(3H, t, J=7.5 Hz), 1. 08-1.14(1 H, m), 1. 21-1. 25( 

2H, m), 1. 51(3H, t, J=7.0 Hz), 1.61-1.72(2H, m), 2.57-2.61(2H, m), 3. 

94(2H, s), 4.22(2H, q, J=6.9 Hz), 7.47(1 H, td, J=7.6, 1.1 Hz), 7.63-7 

. 69(2H, m), 7.74-7.82(3H, m), 8.54(2H, s), 8. 68(1 H, d, J=1.8 Hz). 

[0333] 113 : fu§E^»J4 0 0115 iZlSiiZ 2 - {5 - {[1- (5-XK + 

istf'J 2-4 )D ~ 2-4 V7°P 6 -^ + V~4 -7°P tfJU 

- 1, 6 - v t K p bf <j < v y - 5 - -f )is] TJIS) bf <j v y - 2 - 4 M 

> V— K 'J )l>(DiXfc> Viz 2- {5- { [2 -^0 P7°P t°;u- 1 - (5-

x K+^> fcf'J 2-4Jls) - 6-^ + V-4-7°P tf;U-1 , 6-*J 

t KP t°'J 5-4)U] £0'JiSy-2-4Jl>} ^>V— K 'J 

juzm^TmmM4 0(Dxm5 tmmz£j& • mmL* 2- {5- { 12-
^0 P 7°P tfJU- 1 - ( 5-x K+:> kf'J < Vy-2-4 JU) -6-^ + V 

- 4 - 7°p tfJU- 1 , 6 - V t K P bf <J < V y - 5 - -f )ls] TJIs} bf <J V 

y-2-4)1} -N' — L Kp+^>^>xy K (JM:6 7%) 

tc o 

[0334] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 79-0. 88(2H, m), 0.94(3H, t, J=7.4Hz), 1. 06-1.15(1 H, m), 1.19-1. 26( 

2H, m), 1. 51 (3H, t, J=7.1 Hz), 1. 59-1. 71 (2H, m), 2. 53-2. 64(2H, m), 3. 
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91(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, s), 7.40(1H, td, J=7.3, 1. 

6 Hz), 7.43(1 H, d, J=7. 6 Hz), 7.49(1 H, td, J=7. 6, 1.5 Hz), 7. 55(1 H, d 

d, J=7. 6, 1.0 Hz), 7. 58(1 H, dd, J=7.7, 0.9 Hz), 7. 64(1 H, dd, J=8.2, 2 

.3 Hz), 8. 54(2H, s), 8. 59(1 H, d, J=2. 2 Hz). 

[0335] 114 : fu§E^»J4 0 ©II 6 2 - {5- { [1- (5-XK + 

istf'J 2-4 )D ~ 2 —^ V7°P tfJU- 6 -^ + V~4 -7°P tfJU 

- 1, 6 - v t K p bf <j < v y - 5 - -f )is] TJIS) bf <j v y - 2 - >r M 

-N' - t KP+:>^>X-f $ KOfttiU iZ 2 - {5- {[2-->*P 

7°Pt°;U-1- (5-x bf'J 2->ni/) -6-^ + 7- 4-

7°PL°JU-1, 6 -y t KP bf'J 5 -4Jls] t°'J^>-2 

-^JU} -N' -t KP+S^OXy K£ffl^T^ife0!J4 00116 

• ilU 3- {2- {5- { [2—>*P7°P tfJU- 1 - ( 

5-x K+^> bf'J 2-4Jls) - 6-^ + V-4-7°P tf;U-1 , 6 

-V t KP bf'J <i?y-5-4JU] £0'JiSy-2-4Jl>} 7 I—JU 

} -1, 2, 4 -#*+t*/Tx/-JU- 5 (4 H ) -ty^^y^EJ^y 7X 

£ LT?#fc (W : 9 4%) 0 

[0336] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 81-0. 89(1H, m), 0. 97(3H, t, J=7.4Hz), 1.06-1.15(1H, m), 1.21-1.27( 

2H, m), 1.51(3H, t, J=7.0 Hz), 1.66-1.70(2H, m), 2.61(2H, t, J=7.4Hz 

), 3. 94(2H, s), 4. 22(2H, q, J=6. 8 Hz), 7. 39(1H, d, J=8. 3 Hz), 7.45(1H 

, d, J=7. 6 Hz), 7. 52(1H, t, J=7.6 Hz), 7.60(1H, t, J=7.2 Hz), 7.81(1H 

, dd, J=7.9, 1.8 Hz), 7.94(1 H, d, J=7.8 Hz), 8.54(2H, s), 8.55(1 H, s) 

[0337]^»iJ4 2 3- {2- {5- {[1- ( 5-I S bf'J $ 2->T 

JU) - 2-4 V7°P tfju-6-^ + V-4-s<yT)\s~ 1 , 6-$/bKPbf 

'J <i?y-5-4JU] £0'JiSy-2-4Jl>} 7I-JH -1,2, 

4 5 (4 H) -^yom.^ 

[0338] 
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[<ft49] 

N^N N 

[0339] 111 : fulE^»J4 + + 

00m 

Jj& • MH Ls 2- { [6- (2-i/777x-A) t°'J */>- 3 -^JU] p< 

TM OM: 8 8%) Zmfco 

[0340] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 86(3H, t, J=6.9 Hz), 1.19-1. 32(4H, m), 1.49-1. 55(2H, m), 2.35-2.67( 

2H, m), 3.20-3.26(2H, m), 3.73(3H, s), 3.84(1 H, t, J=7.4Hz), 7. 50(1 H 

, td, J=7. 6, 1.3 Hz), 7. 64-7. 73(3H, m), 7. 77-7. 85(2H, m), 8. 61(1H, br 

s). 

[0341] 112 : 4 0 0112 2 - { [6- (2-<>7;7i-

)\y) bf'J i? > - 3 - 4 Jls] ~ 3 + + >IIP< TJl/CDiXfo V 

[Z2- { [6- (2 ->>7;7i-Jl/) £°<J *jy- 3 -^JU] T)\s) ~3 

ym*00112 • MH 

U (Z)-3-77$y-2-{[6- (2-i/777x-A) 

3-^JU] STM *?TyM*TJU OM : 8 2%) 

mt Lxmtco ztizmmtzztteokJimizm^fco 
[0342] 113 : fu§E^»J4 00113 iZtitfZ (Z) -3-7$ J-2- { [6 

- (2->>7;7x-A) £°<J *jy- 3 -^JU] *T)\s) 

(DftfoVlZ (Z) -3-7$ J-2- { [6- (2->>7;7x-A) £°<J 

^y-3 -4JU] t<PTym^T)\y^m^xmmm4 00113 ̂  
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0 0113 (Z) -2- { [ 

6- (2-i/777x-A) £°'J i?y-3 ~4 Jl>] -3-^V7*f 

K-2-^*T>ILxmtco znzmmtzzt 

[0343] 114 : iu§B^MJ4 0©I14K£tt£ (Z) -2- { [6- (2-^T 

7 7i-ib) t0|J^>-3-^;U] ^JU} -3-^V7'f7$K-2-/\ 

*iz>m.><-T)\s(DiXfoV iZ (Z) -2- { [6- (2-i/777x-A) L° 

'J ^ y — 3 — 4 JU] ?^T)\y} ~ 3 — 4 V ZfTy $ K— 2 — 

0 0114 • MHU 2- {5- { [1- ( 

5 -x bf'J 2 -^;U) - 2 V 7°P tfJU- 6 -^ + V-4 

-^>^JU-1, 6 -V t KP bf'J 5 ~4Jls] 

2 --r ;u} ^>y-K 'JJU (J» : 86%) £?#fc0 

[0344] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 90(3H, t, J=6.8 Hz), 1. 20(6H, d, J=6.8Hz), 1. 32-1. 39(4H, m), 1. 51 ( 

3H, t, J=7.0 Hz), 1.65-1.75(2H, m), 2.24-2.33(1H, m), 2.65-2.71(2H, m 

), 3.95(2H, s), 4.22(2H, q, J=7.0 Hz), 7.47(1H, td, J=7.6, 1.1 Hz), 7 

. 63-7. 69(2H, m), 7. 76-7. 82(3H, m), 8. 51(2H, s), 8. 70(1H, d, J=1.5 Hz) 

[0345] 115 : fu§E^»J4 0 0115 iZtitfZ 2 — {5 - {[1- (5-XK + 

istf'J $Vy~2~4 )i>) ~ 2~4 7 7°P tfJU- 6 —^ + V —4 —7°P L°JU 

- 1, 6 - v t K P tf <J < V y - 5 - -f )is] TJis) bf <J V y - 2 - 4 JU} 

Ktc2 - {5- {[1- (5-1 K+^tf'J 

2-4 )\s) ~ 2-4 V7°P tf;U-6-^ + V~4-^y^JIs- 1 , 6-V\l 

KP bf'j 5-4)\A *T)\S) t°'j *jy-2-4)1} s<yV-h'))i 

0 0115 • MHU 2- {5- { [1- ( 

5 -x K+^> bf'J $Vy-2-4 )\y) ~ 2-4 V7°P tfJU- 6 -J*V- 4 

-^y^jis- 1, 6 -y t KP bf'j 5 -^;u] t°<j^y-

2-4)1} -N' -kKP +^>Xy$y$K (W : 5 9%) £?#fc0 
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[0346] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 90(3H, t, J=7.0 Hz), 1. 21 (6H, t, J=12.2Hz), 1. 30-1. 39(4H, m), 1.51 

(3H, t, J=7. 0 Hz), 1. 65-1.74(2H, m), 2.25-2.32(1H, m), 2.68(2H, t, J= 

7.6 Hz), 3.92(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, br s), 7.40(1 H, 

td, J=7.6, 1.4 Hz), 7.43(1 H, d, J=8.5 Hz), 7.49(1 H, td, J=7.5, 1.3 H 

z), 7. 55(1 H, dd, J=7. 6, 1.2 Hz), 7. 58(1 H, dd, J=7. 6, 1.2 Hz), 7. 66(1 H 

, dd, J=8.2, 2.3 Hz), 8. 51 (2H, s), 8. 59(1 H, d, J=2. 0 Hz). 

[0347] 116 : fu§E^»J4 0 ©II 6 2 - {5- { [1- (5-XK + 

istf'J $Vy-2-4 )D ~ 2 —^ 7 7°P tfJU- 6 —^ + V —4 -7°P 

- 1, 6 - v t K P tf <J < V y - 5 - -f )is] TJis) bf <J V y - 2 - -f JU} 

-N' -t Kp+S^oxy K©ftfokH;:2- {5- {[1- (5-

x bf'J $Vy-2.-4 )l>) - 2-4 7 7°P tfJU- 6 - ̂  + 7- 4- ̂  

1 , 6 -y L KP bf'J 5 ~4Jls] \f.x) Vy — 2.— 

4)1} -N' -L KP+S^OXy K£ffl^T^ife0!J4 00116 £ 

3- {2- {5- {[1- (5-ih^>e'J^y> 

-2-^JU) - 277°P tfJU-6-^ + 7-4-^y^JIs- 1 , 6-*>* 

t KP bf'j 5-^;u] ^JU} bf'jy>-2->rji/} 7I-JH -

1, 2, 4-J*+FiJ7y-JU-5 (4 H) (W:99%) 

zmtc „ 
[0348] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 90(3H, t, J=7.0 Hz), 1. 20(6H, d, J=6.6Hz), 1. 31-1.42(4H, m), 1. 51 ( 

3H, t, J=7.1 Hz), 1. 67-1.77(2H, m), 2.26-2.32(1H, m), 2.71(2H, t, J=7 

.6 Hz), 3.95(2H, s), 4.22(2H, q, J=7.0 Hz), 7.41 (1H, d, J=8. 1 Hz), 7. 

45(1 H, dd, J=7. 8, 1.2 Hz), 7. 53(1 H, td, J=7. 7, 1.2 Hz), 7. 61 (1H, td, 

J=7. 6, 1.5 Hz), 7. 84(1 H, d, J=8. 3 Hz), 7. 97(1 H, d, J=7. 6 Hz), 8. 51 (2H 

, s), 8.59(1H, s). 

[0349]^»iJ4 3 3- {2- {5- { [ 2 —> 7 • 7°P tfJU-1 - (5-xK + 

bf'J 2-4Jls) ~ 6-^ + 7-4-^y^JIs- 1 , 6-^tKP 
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tf'j 5-4JU] *T)\A yjL-ji,} -1,2 

, 4-^w?y-;i/-5 (4 H) 

[0351] III : fulE^»J4 0©H3 )\s<? • 'J WKfrVlZ 

:>* P7°P p'j K^ (z) -3-77$y-2- { [6-

(2-i/7;7x-ji/) tf'j3->ni/] ̂ JU} ^-tzvit^ju© 

ftfokHC (Z) - 3-T$y - 2 - { [6- (2-i/777x-A) fcf'jy 

> - 3 - -f JU] p^JU} 0 0113 

*mcj^L/c0 ^»J4 0 0113 (Z) -2- { [6 

- (2-i/?;7xzjl/) fcf'J 3 --r;u] j^JU} -3-:>*P7°P 

K- 2 LX%tc0 Zti% 

mmt %ztt£< IN/CO 

[0352] 112 : fu§E^»J4 0 ©114 (Z) -2- { [6- (2-*>T 

yy^-ju) b?>j */>- 3 -4 ;u] -3-^v7°f7$ K-2-A 

+ -tz>I£p<31JU©ft;bl',UC (z) -2- { [6- (2->>7;7x-A) tf 

•J y>-3->fjl/] j^JU} - 3-*>* P70PA>^;U/1f+Ht$ K-2 

OOI14 £|W|*§tCj^ • ilU 2- { 

5- { [2 -->* P7°P tfJU- 1 - (5 -x fcf'J 2 -^JU) 

- 6-tf+y-41 , 6-V t KP fcf'J 5-^;u] p< 

T)i>} bf'J */>- 2 -4)1} s<yV-V'))l (W : 6 4%) %mtc0 

[0353] 1 H — N M R (CDC I 3, 400MHz) 8 : 

[0350] [<fb50] 
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0. 81-0. 91 (5H, m), 1.07-1.14(1H, m), 1. 21-1. 26(2H, m), 1.29-1.36(4H, m 

), 1.49-1.53(3H, m), 1. 60-1. 65(2H, m), 2. 57-2. 63(2H, m), 3.94(2H, s), 

4. 22(2H, q, J=7. 1 Hz), 7.44-7. 50(1 H, m), 7. 63-7. 69(2H, m), 7.73-7.83 

(3H, m), 8.54(2H, s), 8.69(1H, s). 

[0354] 113 : fu§E^»J4 O0I15 2 - {5 - {[1- (5-XK + 

istf'J $Vy-2-4 )D ~ 2 —^ V7°P tfJU- 6 -^ + V-4 -7°P 

- 1 , 6 - V t K P bf <J < V y - 5 - -f )ls] y TJIs} kf'Ji/y —2—4 Jls) 

<< y V— K 'J )i>0)iXfc> Viz 2- {5- { [2 -^0 P7°P t°;u- 1 - (5-

X bf'J 2-4Jls) ~ 6 -JJrV-4-^y^JIs- 1 , 6-y 

t KP bf'J $i?y-5-4)U] STJls) £0'JiSy-2-4Jl>} ^>V— K 'J 

juzm^TmmM4 0(Dxm5 • mmL* 2- {5- { 12-
^0 P 7°P tfJU- 1 - ( 5-X K+^> bf'J $ 2-4 )\y) -6-^ + V 

-4-^y^Jis- 1 , 6 -y t KP bf'j 5 -^;u] ^JU} bf'jy 

>-2-^;U} -N' - t Kp+^>^>xy K (JM : 7 0%) 

tco 

[0355] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 81-0. 86(2H, m), 0.89(3H, t, J=6.8Hz), 1. 06-1.15(1 H, m), 1.19-1. 25( 

2H, m), 1.28-1.35(4H, m), 1.51(3H, t, J=7.1 Hz), 1.58-1.65(2H, m), 2. 

60(2H, t, J=7.9 Hz), 3.90(2H, s), 4.22(2H, q, J=7.0 Hz), 4.73(2H, br 

s), 7.40(1 H, td, J=7. 5, 1.5 Hz), 7.43(1 H, d, J=7. 8 Hz), 7.49(1 H, td, 

J=7. 6, 1.5 Hz), 7. 55(1 H, dd, J=7. 6, 1.5 Hz), 7. 58(1 H, dd, J=7. 9, 1.1 

Hz), 7.64(1 H, dd, J=8.1, 2.4 Hz), 8.54(2H, s), 8.58(1 H, d, J=1.7 Hz). 

[0356] 114 : fu§E^»J4 0 ©II 6 2 - {5- { [1- (5-XK + 

istf'J $Vy-2-4 )D ~ 2-4 V7°P tfJU- 6 -^ + V-4 -7°P L°JU 

- 1, 6 - v t K P bf <J < V y — 5 — -f )is] y TJis} bf <J V y - 2 - -f JU} 

-N' - t KP+f>^>X-r $ KOfttiU IZ 2 - {5- {[2-->*P 

7°Pt°;U-1- (5-x K+^> bf'J 2-4Jls) -6-^ + 7- 4-

^y^jis- 1, 6 -v t KP bf'j 5 -4Jis] tTJis} \f.x) Vy — 2 
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tmmzKlfc • ilU 3- {2- {5- { [2—>*P7°P tfJU- 1 - ( 

5-X fcf'J 2-4Jls) ~ 6-JJrV-4-^OTJIy- 1 , 6 

-V t KP fcf'J 5-4JU] STJIs} £0'JiS>-2-4Jl>} 7x-;u 

} -1, 2, 4-^W7y-;i/-5 (4 H) -^>^Sfe77zE>»U7 7 7 

£ LT?#fc (W : 9 1 %) 0 

[0357] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 82-0. 93(5H, m), 1. 07-1.15(1 H, m), 1. 21-1. 27(2H, m), 1.29-1.38(4H, m 

), 1.51(3H, t, J=7.0 Hz), 1.59-1.70(2H, m), 2.62(2H, t, J=7.7 Hz), 3. 

93(2H, s), 4. 22(2H, q, J=7.0 Hz), 7.40(1H, d, J=7. 8 Hz), 7.45(1H, d, 

J=7.6 Hz), 7. 53(1 H, td, J=7. 6, 1.2 Hz), 7. 61 (1H, td, J=7.7, 1.4 Hz), 

7.81 (1H, dd, J=7.9, 2.1 Hz), 7.96(1 H, d, J=7.8 Hz), 8.54(2H, s), 8.57 

(1H, s), 7. 60(1 H, t, J=7.2 Hz), 7. 81 (1H, dd, J=7. 9, 1.8 Hz), 7. 94(1 H, 

d, J=7. 8 Hz), 8. 54(2H, s), 8.55(1H, s). 

[0358] ^Bte0!]4 4 3- {2- {5- {[1- ( 5-x K+^> tf'J $ Vy-2-4 

JU) -4 —x^JU— 2~4 V7°P tfJU-6-^ + v- 1 , 6-ytKPtf'J 

$^>-5-^;u] *T)\y} t°'J 2-4)1} 7I-JH -1, 2, 4 

5 (4 H) 

[0359] [<fb51] 

[0360] 111 : fulE^»J4 0©HHC£tt£3-^ + 7^ + ̂ >!£;< 
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2- { [6- (2-i/777x-A) tf'J V> — 3 — -fJU] p< 

T)i>) ~ 3+ ym.*T)\s (W : 4 3%) %mtc0 

[0361] 1 H — N M R (CDC I 3N 400MHz) 8 : 

1.05(3H, t, J=7 Hz), 2.44(1H, dq, J=22, 7 Hz), 2.66(1H, dq, J=22, 7 H 

z), 3.24(2H, dd, J=7, 7 Hz), 3.73(3H, s), 3.84(1 H, t, J=7 Hz), 7.50(1 

H, dd, J=8, 1 Hz), 7.67-7.70(3H, m), 7.78(1H, d, J=8 Hz), 7.83(1H, d, 

J=8 Hz), 8.60(1H, d, J=2 Hz). 

[0362] 112 : iusE^MJ 4 0 0112 2 - { [6- (2-<>7;7i-

)\y) bf'J Vy— 3 -4Jly] ^T)\A ~ 3 -7|- + + TJl/CDiXfo V 

[Z2- { [6- (2 -i/77 7i-Jb) fcf'J *>*>- 3 -^JU] T)\s) ~3 

00112 tmmzKjt • MH 

U (Z) - 3-7$; - 2 - { [6- (2-i/7;7i-Jb) 

3-^JU] ^JU} LTt#/co 

[0363] 113 : fu§E^»J4 00113 iZtitfZ (Z) -3-7$ J-2- { [6 

- (2 -i/7J 7x-JU) tf'J 3 -^JU] ^JU} 

0ft^UtC (Z) -3-7$ J-2- { [6- (2 -i/77 7i-Jb) fcf'J 

^>-3-^;U] 0 0113 £ 

H*mcj^L/co ^»J4 0 0113 (Z) -2- { [ 

6- (2 -i/77 7i-Jb) fcf'J *>*>- 3 -^;U] ^JU} -3-^7 7*f 

y$\z-2-s<y^yWL*T)\s (2®mW: 3. 3%) LT 

mtc „ 

[0364] 1 H — N M R (CDC I 3, 400MHz) § : 

I.17(3H, t, J=7 Hz), 1.25(6H, d, J=7 Hz), 2.57(1H, sept, J=7 Hz), 3.0 

(2H, q, J=7 Hz), 3.71 (3H, s), 3.77(2H, s), 7.49(1H, dd, J=8, 1 Hz), 7 

. 60(1 H, dd, J=8, 2 Hz), 7.70(2H, m), 7.79(1 H, d, J=8 Hz), 7.83(1 H, d, 

J=8 Hz), 8.61(1H, d, J=2 Hz), 11.9(1H, s). 
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[0365] 114 : fulE^»J4 0©114(Z) -2- { [6- (2-5/7' 

7 7x-;u) tf'J Vy-3-^;u] ^JU} -3-^V7°f7$ K-2-A 

5-tyWL*T)\s(D<fc-foV IZ (Z) -2- { [6- (2->>7;7x-A) L° 

'J ^- 3 --TJU] *T)\A -3-^V7"f7$K-2-^>r>S 

0 0114 • MHU 2- {5- { [1- ( 

5-X K+:>tf'J - 2 -4 )\y) -4 -X^JU- 2 ->f 7 7°P tfJL— 6 

-tf+7-1, 6 — y t KP fcf'J 5-^;u] ^JU} t°'J^>-2 

-^JU} ^>7=K'>UU OM : 5 8%) £?#fc0 

[0366] 1 H — N M R (CDC I 3, 400MHz) 8 : 

1.20(6H, d, J=7 Hz), 1.25(3H, t, J=8 Hz), 1.52(3H, t, J=7 Hz), 2.29(1 

H, sept, J=7 Hz), 2.72(2H, q, J=8 Hz), 4.0(2H, s), 4.21(2H, q, J=7 Hz 

), 7.47(1H, dd, J=8, 1 Hz), 7.64-7.68(2H, m), 7.76-7.78(3H, m), 8.51( 

2H, s), 8.70(1H, d, J=2 Hz). 

[0367] XI5 : 4 O0I15tCfe^^2- {5 - {[1- (5-XK + 

$Vy-2-4 )\y) ~ 2 —^ V7°P tfJU- 6 -^ + V~4 -7°P tfJU 

-1, 6 — yt KP t°'j $i?y-5-4JU] t°'j^y-2-4JU} 

Ktc2 - {5- {[1- (5-x K+^tf'J 

2 —4)[/) -4-x^;u-2V7°p tf;u-6-^ + v-1 , 6-ytK 

P kf'j 5->ni/] ;^u} tf'j *>*>-2-^;u} ^>7= 

0 0115 • MHU 2- {5 - { [1- (5 

-x K + tf 'J $Vy-2-4 )\y) -4 —x^JU— 2 — V 7° P tfJU- 6 -

tf + 7-1, 6-y t KP fcf'J 5-4)\A *T)l} \f.x) Vy — 2 — 

-f M — N' — L KP^r^VXW K (i» : 6 1 %) £?#fc0 

[0368] 1 H — N M R (CDC I 3, 400MHz) 8 : 

I.19(6H, d, J=7 Hz), 1.22(3H, t, J=8 Hz), 1.50(3H, t, J=7 Hz), 2.29(1 

H, sept, J=7 Hz), 2.69(2H, q, J=8 Hz), 3.91(2H, s), 4.20(2H, q, J=7 H 

z), 4. 78(2H, br), 7. 37-7.40(2H, m), 7.44-7. 51(2H, m), 7. 56(1H, dd, J= 

8, 1 Hz), 7.63(1 H, dd, J=8, 2 Hz), 8.50(2H, s), 8.57(1 H, d, J=2 Hz). 
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[0369] 116 : fulE^»J4 0 0116 2 - {5- { [1- (5-XK + 

is£°'J $Vy-2-4 )\y) ~ 2 —^ V7°P LMu- 6 -^ + V-4 -7°P LMu 

-1, 6-y t KP fcf'J 5-4)\A *T)\S) \^)Vy-2-4)l) 

-N' -L KP^r^VXW K0ft^1'JtC2- {5- {[1- (5-

x K 2 -^;U) -4 -x^JU- 2 V7°P L°JU- 6 

+ 7-1, 6-y L KP fcf'J 5->Hl/] t°'J^>-2-^ 

JU} -N' -t KP^r^VXW K£ffl^T^ife0!J4 00116 tm 

3- {2- {5- {[1- (5-x K+^tf'J 

2-^jU) -4-x^JU-2V7°P tf;U— 6-^ + V- 1 , 6-^tK 

P kf'j 5->ni/] ;^u} tf'j *>*>-2-^;u} 7I-JH -1, 

2, 45 (4 H) (j» : 5 6%) 

^777^: LXmtco 

[0370] 1 H — N M R (CDC I 3, 400MHz) 8 : 

1.19(6H, d, J=7 Hz), 1.24(3H, t, J=8 Hz), 1.51(3H, t, J=7 Hz), 2.28(1 

H, sept, J=7 Hz), 2.69(2H, q, J=8 Hz), 3.93(2H, s), 4.22(2H, q, J=7 H 

z), 7.30(1H, d, J=8 Hz), 7.37-7.41(2H, m), 7.49(1H, dd, J=8, 1 Hz), 7 

. 67(1 H, d, J=8 Hz), 7.77(1 H, dd, J=8, 2 Hz), 8.39(1 H, d, J=2 Hz), 8.5 

1(2H, s). 

[0371] ^»IJ4 5 3 - {2- {5- { [ 2 - *> 0 P 7°P L°JU- 1 - (5-x K + 

2-4)\y) -4-X^;U-6-^ + V- 1 , 6-ytKPtf 

'j$y>-5-^;u] \^)Vy-2-4)1} 71—;u} -1,2, 

4-^W?y-;i/-5 (4 H) -^>0^ 

[0372] 
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[<ft52] 

[0373] II1 : 4 0 ©H 3 K £ £ >C V 7> '))\sOU 'J K©ft*) U tC 

:>* P 7°P JU* • 'J (Z) -3-77$y-2- { [6-

(2->>7;7x-^) £°<J *jy- 3 -^;u] ^JU} ^-tzvit^ju© 

fttoUtC (Z) - 3 —y $ J - 2 - { [6- (2->>7;7xz^) fcfijy 

>-3-4)1,1 O(DJ:^3 tm 

mfc&fcLtzo ^MJ4 0©Ii3 (Z) -2- { [6 

- (2-i/7;7x-Jl/) fcf'J 3 --fJU] j^JU} -3-:>*P7°P 

K-2-^>T>IIP<51;U (2®PgJR$: 3. 7%) £fl 

LTt#/co 

[0374] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.85-0.90(2H, m), 1.05-1.08(3H, m), 1.16(3H, t, J=8 Hz), 2.98(2H, q, 

J=8 Hz), 3.72(3H, s), 3.77(2H, s), 7.49(1 H, dd, J=8, 1 Hz), 7.59(1 H, 

dd, J=8, 2 Hz), 7.66-7.72(2H, m), 7.79(1H, d, J=8 Hz), 7.83(1H, d, J= 

8 Hz), 8.62(1H, d, J=2 Hz), 12.1(1H, s). 

[0375] 112 : iu§B^MJ4 0©I14K£tt£ (Z) -2- { [6- (2-*/T 

7 7x-ib) 3 - 4 )\s~\ *T)\s) -3-^V7'f7$K-2-/\ 

+ -tz>I£p<31JU©ft;bl'J iZ (Z) -2- { [6- (2->>7;7x-^) tf 

>J *Jy-3-4)V\ *T)\A - 3-*>* P70PA>^;U/1f+Ht$ K-2 

o©ii4 £iwi*§tcj^ • MHU 
2- {5- { [2—>*P7°P L°JU- 1 - (5-x $y>-2-
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4 )\s) -4 -x^JU-6-tf + y- 1 , 6 — y t KP bf'J 5 

] ^JU} bf'j 2 -^;u} s<yV-\^'))\s (W : 1 3%) £?#fc0 

[0376] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0. 82-0. 88(2H, m), 1. 08-1.15(1 H, m), 1.18(3H, t, J = 8 Hz), 1. 23-1. 28(2 

H, m), 1.50(3H, t, J=7 Hz), 2.63(2H, q, J=8 Hz), 3.95(2H, s), 4.21 (2H 

, q, J=7 Hz), 7.44-7.48(1H, m), 7.64-7.66(2H, m), 7.76-7.78(3H, m), 8 

.53(2H, s), 8.7(1H, d, J=2 Hz). 

[0377] 113 : fu§E^»J4 0 0115 2 - {5 - {[1- (5-XK + 

istf'J $Vy~2~4 )i>) ~ 2 V7°P LMu- 6 —^ + V —4 -7°P LMu 

- 1 , 6 - V t K P tf <J < V y - 5 - -f )ls] TJIs} kf'Ji/y —2—4 Jls) 

y V— K 'J )i>0)iXfc> Viz 2- {5- { [2 -^0 P7°P t°;u- 1 - (5-

x K+^> bf'J 2~4Jls) -4-JLTJIS-6 -J^rV- 1 , 6-V\l 

KP bf'J $i?y-5-4JU] £0'JiSy-2-4Jl>} ^>7"K <J)l> 

zm^TmmM4 0(Dxm5 • mmL* 2- {5- { [2—> 

0 P 7°P t°;u- 1 - ( 5 -X K+^> kf'J < Vy- 2 ~4 J\y) -4-l^-Jl/-

6-^ + V-1, 6-V t KP bf'J 5~4Jls] tf x)Vy — 

2-4)1} -N' + K (JM : 5 2%) £?#fc0 

[0378] 1 H — N M R (CDC I 3, 400MHz) § : 

0. 82-0. 88(2H, m), 1. 04-1.12(1H, m), 1.15(3H, t, J=8 Hz), 1. 22-1.28(2H 

, m), 1.50(3H, t, J=7 Hz), 2.62(2H, q, J=8 Hz), 3.90(2H, s), 4.21 (2H, 

q, J=7 Hz), 4.76(2H, br), 7.38-7.40(2H, m), 7.47-7.51(2H, m), 7.57(1 

H, d, J=8 Hz), 7.61 (1H, d, J=8 Hz), 8.53(2H, s), 8.57(1 H, s). 

[0379] 114 : fu§E^»J4 0 ©II 6 2 - {5- { [1- (5-XK + 

istf'J $Vy-2-4 )D ~ 2-4 V7°P LMu- 6 -^ + V-4 -7°P LMu 

- 1, 6 - v t K P tf <J < v y - 5 - -f )is] TJIS) bf <J v y - 2 - 4 M 

-N' - L KP+f>^>X-r $ KOfttiU IZ 2 - {5- {[2-->*P 

7°PL°JU-1- (5 -x K+^> bf'J 2 -4Jls) — 4 — x-^JU— 6 — 

tf + y-1, 6-y t KP bf'J 5-4)U] bf'J isy— 2 — 
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4 M -N' -L KP+S^OXy K£ffl^T^»J4 00116 

• MH U 3- {2- {5- { [2—>*P7°P tfJU- 1 - (5 

-x h+S' fcf'J 2-4Jls) -4-x^JU-6 -J*V- 1 , 6-y 

t KP fcf'J 5-^JU] ^JU} £0'JiS>-2-4Jl>} 7i-JH -

1, 2, A-^^V7V-)i-5 (4 H) -ty^M^y^j^y-FXt 
LTmtc (W : 4 5%) 0 

[0380] 1 H — N M R (CDC I 3, 400MHz) 8 : 

0.82-0.90(2H, m), 1.08-1.11(1H, m), 1.18(3H, t, J=8 Hz),1.23-1.26(2H, 

m), 1. 51(3H, t, J=7 Hz), 2.63(2H, q, J=8 Hz), 3.91(2H, s), 4.21(2H, 

q, J=7 Hz), 7.31 (1H, d, J=8 Hz), 7.37-7.44(2H, m), 7. 51 (1H, dd, J=8, 

2 Hz), 7.73(1 H, d, J=8 Hz), 7.76(1 H, dd, J=8, 2 Hz), 8.40(1 H, d, J=2 

Hz), 8.54(2H, s). 

[0381] Ummt : 

t"£ EMVWth Ltc0 IP*>, (New Zealand White : 

14, 2. 4 ~ 3 . Okg) (DMn^WiM 'J > ̂ I^^Krebs-Hense Le i te^ ( 

II J5jc : 1 1 8 m M N a C I , 4 . 7 m M K C I , 2 . 5 5 m M CaC 

I 2, 1. 1 8 m M M g S 0 4, 1. 18mM KH2P04, 2 4. 8 8 m 

M N a H C 0 3, 11. ImM D-glucose) L/c V 

Ls (1 nmo I / L ~ 1 0 AI m o l/L) (D~7yV 

(1 OnM) i\mjRJt^mtc0 7°C 
KGUSU +^&;Fbi=rtfx (9 5% 02, 5% C02) x^mmzm%[, 
tc0 7yi/XTyisyiWtifefcifc&, ^iMo##6T©7>y^T> 
isyn (0. 1 VLM) (%) (c«iSLfc„ 

[0382] ^mmzmmLtcittiMZ, o. 1 
i/yiim.m^\^MLx^^ztifwm^titc0 1 M,M© 
>m&X(D7yVtTy^yil (1 OnM) m(%) zmi tz^sto H 
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1 

ytm^xfoitco &fc\ m-0k 
\$-i:(DT)\s$+f)\s$>y(D~7yvtTy^yii7&mRm^z8 5. 

tc o 

[0383] [H1] 

0 . 1 fi McoftAl? 

II i&teias*<#> 
1 100 
2 90.8 

12 100 
13 100 
14 59.3 
15 78.3 
16 72.9 
17 52.1 
21 70.3 
22 59.5 
23 75.2 
28 86.5 
29 96.3 
40 68.3 
41 89.9 

[0384] W&m2. : PPARrSttW 

*fPJHb£-$l© P P A R y h;£14^ 77 'J * $ K 'J +f 

Jb©ifiM»tS)§COS 7 MB (DS 77-7/^^^j^Jk * 

R5) h7>X7i^>a >77yiz^;£tC<£<<J>fJj£L/co C 0 S 7 |ffl 

tcU © in Si 5 °/o(D C 0 2/J5J3?~dT^\ tpSix£t<- it 1 0 %© 0 'vtp!>?,.[&].;itN s? JU 

* $ £##-T£ D M E Mi£jfe£ffllNfc0 

gS©S¥S?-efe5Ga I 4©DNA^J| 

t SPPARy2©'Jff> BP*>, Ga 

I 41^0^0 1 1 4 7S@©7$ hPPARy2©1 82 

5 0 5#@©7$ £fcs 

* — £: LT, T'P^E —*—SI^UC 5 j®0G a I 4s£l$BB?!ltf#£*iT^£>* 
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$)[/)[/*> 7 x-7 —"tz£ffilN7c0 lffl^^CD70^7v$ KCD h7>X7i^>a > 

lij et PE I (7^P^X 

h7>X7i^>a >0^ l^i^b^^^iPL/cDMEMi^C 

1 %ifii;*#WKc£$iL, UK 1 6 0#^©±M^tT^/co 

^©Jk>7i7-«M^-f7^ hv*-1z';m^}I^L/c0 

&fc\ • MRlZteis /TJlsXJlsftJris K (D 

MSO) |ffl^^©MH©P^tiDMEM±§±t!3 ( 1 %lfil;*#W) c^©D 

MSOiWO. 1 % IZ & £ <£ 9 KIISI L fco P§1f fb^tl £ L T • $/ * 'J * 
s/y (ALEXIS Corporation, Switzerland) £:^|l\ • i/ 9* 'J * V> ( 3 — 1 

OAIITIO I /L)0Jk>7i7--tz;St££: 1 0 0%N I^i^b^^#^flP0#0Jl/ 

%>7i 7 — •tZ/S'14^: 0 % t L/c0t®£-§iti^b^ ( 1 — 3 0 At m o I / L) 

(%) Mmtl©5 0% 
E C 50% 50% effect concent rat ion) 7°P ^7A, SA 

S fuEliJ^A y ̂  —y V e r 5. 0 (SAS institute Japan Co., ^^) 

rWlii Ltco 

[0385] ^»J^IEi6 L/c-fb^ti^ 3 OMMClJlt P P A R rM 

IbfFffl £# LT £ d £ ti/co d ft £ © E C 50fflfi^i 2 „ 

^ 2 £ J; 9 IZ, PPARy %mtWm 

t^ZtifWMtStltc0 12^ LN< E C50OM 1 

TJ^ lJ t^^P p A R r fe&itwm £M L 

Tl^/co S/c, IN< P*>?'J *x/>0lt*;£'l4Ktt 

"^~ 3 ^ 3 ^ ?) 9 (i-% ^ 

fgBSOMbl^HiP^'J *x/>©2 0-6 9%©g*S1f£^LT£kK P 

PARrCWt5+^7J-7 

^»J4 0, 4 1, 4 2, 4 3 0<bl^&^U$+^U*>£lllJtJ^±®4 

2~6 9%©||*;£14;&WLT^;/co &fc\ H-^-eOT^U^>0 

PPARy Mlb#fflE C 5o©i(i 1 ~ 5 MM ^fc0 ttc, P*>?'J 
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^ (% MAX 

vs Ros ig L i tazone) (i 3 0 ~ 5 0 %~~Q~fo-otca 

[0386] [H2] 

SSM0m*l EC50 (fiM) 
6 1.36 

15 3.61 
17 3.12 
18 3.39 
19 1.50 
20 0.85 
21 0.45 
22 1.55 
23 0.76 
24 1.46 
25 0.82 
26 0.38 
27 0,67 
32 2.74 
40 0.40 
41 0.56 
42 0.65 
43 0.59 

[0387] [H3] 

^ fcfc iai at e. % MAX vs 
^ 013 W1 W ̂ 3 

Rosiglitazone 
40 69 
41 65 
42 53 
43 42 

[0388] J^±©^J;yN 

Rr©l^tSSE i%ifiiJ±^ /&£§L Sfe/D^ JMWPtS^ ll^ 

H^IL mmikfe, 2mm 
JSfe -fyx'jyj&bi>>KP-AX, 
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ij Km—A, yx >j 

t L T frigT? $ £ d t bA^/co 

££±a>fU0lRn!Btt 
[0389] (I) -e^^tl^7x-;Ut0|J^>I^frgL< 

, PAR 

rmfpffi t y * 
^ ti £ LT^'g) EMUM £ JH£ t~ £ t> © -e £> £ „ © lb£^ 

-yyV^Tyisyut P P A R r(OM^tZ&B, 0!la.^ i%ifiij±^ 

§u JMWP$S, JMSP$S, jt«E^miJiP$s, H^IL mm 
fil-fb^ -f >X'J 

m> ^»KP-AXN * *d?'j y o^y KP-A, >x u yitt#©^ 

m±mUffl RTtg-lf £# LT^£0 



o v?isy \y 
vn^^gir^irzn^^8-eo?ixgir^irz9"Lo v?i2y 

vn^^gir^irz9-9o?ixgir^irze"Lo v?iiy 
vn^^i^w?ixsy -o?ix 

vn^ 

(A) 

HN-^N 
J-o 

(AI) 

HN^w 
1 N=N 

[eq>] 

(A) (AI) « v£iaif vn^ 

(in) (n) 

* N 

CT] 
(HI) «£1X (II) « V£ivlf v*£) 

[iq>] 
: ( I ) £*»-W 

mmco&m 
[Lll^ll] 

60/J00/ZI0Z<IfAL3d 831- UWZUZIOZ OAV 
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