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$ K©i|p^©^^^S^!:M^^fCDi|p^^:^t"y77tfc§0 

[m6]mra©m-ePiiL/c, N- [1- ( (6-?PPL°'jy>-3-^U 

) p<^u) bf'jyy-2 (1 H) -2, 2, 2-K'J7;u^p 

7-tz^ $ 

[m7]mra©m-ePiiL/c, N- [1- ( (6-?PPL°'jy>-3-^U 

) p<^U) t°'jy>-2 ( 1 H) -2, 2, 2-K'j7;U^P 

$ K©$pll©:^l£^SS&M^/ftf)i!p7i£:^t"y77tfc§0 

[Mfgi^m-eij^L/c, N- [1- ( (6-?ppt°'jy>-3-^u 

) p<^U) t°'jy>-2 ( 1 H) -2, 2, 2-K'j7;U^P 

/'iz-^ $ K©$pll©:^l£^SS&M^/ftf)i!p7i£:^t"y77tfc§0 

#§BJ3£^lT£/c&<Wfi 
[0063] (I) -e^ 

3tl£:P$ Arte, d:lN7x-;uS% £ 

iNTt ̂ lN5~6M©^7^PJi-efe^o 

[0064] it^tiT^Tt<£l^it^S<>: LTW^ /\P^>J^^ /\P^>J^tC<£ 

yS^^tlTl^Tt J:lNC1~477;U^r>/USN /\P^>J^^C<£ 

Xb^^TJlsJrJlsl-Jris&s TKS^ ^>77i, — h Pl^if #Plf btU 

£FSL<^ /\P^>J^^s /\P^>J^tC<£ Ujt^tiT^Tt<£l^C1~4 

[0065] LT^ 7i-^ 3-^7 p 
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• 7i-ib&s 4-^PP7XZJHN 3-Syy y y JI—JUS, 4-->yy 71-

3-zhP7i-JH, 4--KP7x-;uS% 3, 5-y 0 • • 7 X -JUS 

% 4-^fJb7xzjH, 4-p< K^ri>7x-;UgN 3, 5-^ 7"P "E 7 x ~ ;UgN 2 

,4-V7*Pf7x —)l/gs 4-7MP7I-JH, 4-7"Pf7xz^ 3-~ 

hP-5-7'P:E7xzjH, 3, 5- tfX K 'J 7JU;t P 5^7 x-JUS^tf £ 

*U 4-" KP7x-;UgN 4-i/7;7xzjHN 3, 5-*/7 at 

7i-jH"efe50 

[0066] J;^5~6*©^7Lp5S©s:^Ji: LTti, 51 

7V"-Jk 7h7kh'P77X 3-tf 

|jy;ugN S-^V'JJi/S-C&kK cfciJSfS L< tt6-^pp-3-kr'jy;i/Ss 

5-^PP-3-f7y'JJH, 6-^7 p p-5-7;U^P-3-t0|J ̂ JUSs 6-7^^-3 

- tf 'J ^JUSs 6-7;U^P-3-t0|J y;i/Ss 5,6-$/*? P P-3-tf'J y;i/Ss 6-h 

'J 7;U^Pp<51>'U-3-t0|J ^JUSTfe1^ L< &6-?PP-3-L°'jy 

;USs 6-7JU7f P-3- tf 'J i/JI/Ss 6-0 P P-5-7;U^P-3-t0|J i/)\sSs 6-7" 

p^E-3-kf'j yji/S"C £>£><> 

[0067] (I) Rltf^f rci~67;i/^l/Sj te, 

mW<DTJU*JUS£#fr*§£^ 0zmW£3yL±VftZZtteBBt>fr-e$>Zo 
Ss Jl^JUSs 7°Ptf>;Ug, -f V7°P t°JUSs :>?P7°P 

SfS L< a^^JlySs XfjUtfeSo 

[0068] R2&% <J M&StlT^Tfc <fc^C1~67;i/ 

3rJlsJjJlstf=JlsSs tlTl^T t ct 

l\C1~677;U^r>/U^;^'>'^>'U^—JUSs M 

lNC1 ̂ GTJl/^Jl/XJlsTfc—Jl/Ss C0NR6R7, 

/\P tlTl^T t ct lNC1 ~6 0,0' -7)\s*)\s7$sXfclJ )\s 

Ss ^>77S, *JU$JUS3;/C&= KPS£^U SfS L < 

tf/NP^yJI^KJ: lJ tlTl^T t ct lNC1 ~677JU^r>'U^>'U^\ "JUSs 7 

)\s*)\st$fi1fj\U?yWis=fLlZ& lJ tlTl^T t ct lNC1 ~6T)U^r)UX)U7}\ 
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[0069] R3l£% J; U J:l^C1 ~877;u^r b >S% /\p 

J:l^C2~877;U>r- U>Ss s\atf>M¥tZ 

J: yMglStiT^Tti J:l^C2~877>l^^- U>Ss tiT^T t» J: 1^7 x 

-b>Ss M^3tiTlNT:fccnN5~6M£>/^PJl=llS;&^U fc?3;L< 

tt/NP^yH?JCJ: lJ tlTl^T t ct lNC1 ~877JU^r b >STl)l)o 

[0070] R4l£% isTJSs J:l^7x-;uS% 

T^Tfc JaN3~8*©BBtfj7Jl/*Jl/gs tlTl^T :fccfcl>'3~8JtCD 

^nMs s\U?>l£Ts 0R5% 0C0R5, 0C00R5, C0R5, C00R5, SR5, S0R5, S 

02R5N N-C0-0R8, N-C0-SR8, N-CS-0R8, N-CS-SR8, N-0-C0-R8, 0-C0-R8, O-CO 

-0R8, 0-C0-SR8, 0-CS-0R8, 0-CS-SR8, S-CS-0R8, S-CS-SR8, S-C0-0R8, S-C 

0-SR8, S-CS-R8, 7ctiNR9R10N O-CO-NR9R10, O-CS-NR9R10, S-CO-NR9R10, 

S-CS-NR9R10£^"to 

[0071] ££TR5&/\P^>J1^CJ; yM^tlTlNTtcUNCI-e^JU^JUg, /\ 

y tiTl^T t ct l^T7 'J — )lsSs AP^fyjgf ted: yf 

& 3 tlT l,vT t, J; IN T =7 JU^JUg % o 

[0072] R6% R7ttMlHZ$±LLrs TKSlJl^ MP^H? IZ J; y tlT^T 

=fc J; INC1 -e^ju^jug^-to 

[0073] R8&, J: UI1 ~6 U tLT^Tt J: 

/^P^Vif, C1~477;U^r;U^^r'>'^>'U^—>»USs C1~47Jb 

Jl/Ss /\P^>J^^£fcli/NPyyi?tC J; UM^^tlTlNT 

t, J; INC1 ~477;U^r;US^M^^ tlT l^T t» <£ > W ;USs C1 ~47Jl/^r 

C1~477;U^r>iU5l^S;&^"ro 

[0074] R9% R10tiSlN^ailLT, TKSIJI^ JUSs AP^fyjgf £ J; y M 

lNC1 ~677-/U^T-'USN y i 

&;*tlTlNTt ct INC1 ~§-7)\s*)\sti)\stt-)\sSs >H 

? JCJ: yg^^tlTlNTt ofc LNC1 —e^^U^r^U^j^U^— 

TlNTt J:lN7x-;uS npy> 
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B1? £ <fclNC1-47Jl/^rJl/Ss /\P^> 

<fc^C1-47Jl/^rJl/^"^r$/S) s i!$l3 tlT l^T t» 

LTteu fcte/\P 

J:^C1-47Jl/^rJl/Ss /NP^ytCM^^tLT^Tt 

J:lNC1-47;i/^r;i/^^r$/S) R9% R10tfBS£MJ$ LT1oJ*Lt©M 

P^Jl/^rJl/S^r^t"A\ SfcteN, R9N R10 

^J!£JFMLT1-^±0MSiJl^£#fr5-6Ma)^i!^PJ!£^-to 

[0075] R5% R6N R7N R8N R9N 33 <fctfR10tf^f r/xp^yJI^lz£ y ftT^ 

Tt>j:u:i~67jl/*jl/gj fltt £©$!£••£© 

^It1~6©7J^JHtS>y, M&SftT^Tfc JavNP^yH^O&O 

ftti&wttcltt&WKD7JI,* 
®tmmzm±xfoz> z t[tmbfrxfoz* 

[0076] R5tf^f r/xp^yjl^JCcfcyM^^tLT^Tti <fc^C1~67;i/^r;i/Sj t 

LTtis i^ji/g, n-7°Pt°,/ug, ^JU^P^JU 

Ss K 'J 7)is?f P p< ^>/uSs 0 nn^^juSs 2- v 'J 7^pifJHtf^ 

If £*l£o 

[0077] R6% R7tf^f l"/\P ?yi£TIZ J; y tlT ̂ T t» J: ̂ C1 ~<6T)\s*)\s^ 

J £: LTtis i^Jl/g, n-7°Pt°,/Ug, i/'7J^P^ 

^>»uSs h 'J 7)is?f P ̂  ̂ JUSS 0 nn^^juSs 2- K 'J 7J^pxfjH 

£>tl£>0 

[0078] R8tf^f r/xp^yjl^JCcfcyM^^tLT^Tti <fc^C1~67;i/^r;i/Sj £ 

LTtis i^Jl/g, n-7°Pt°,/Ug, -f 77°P tfJUg, n 

-y^JlsSs n-^y^JUSs 2- h 'J 7J^PlfJHv 2-^PPlfjHtf'i 

if£*u SfS L < x^;uSs n-7°Ptf>;uSs -f V7°P tfjug, n 

-7>Jl/Ss n-^VfJbiT^^o 

R9% R10tf^f r/xp^yjl^JCcfcyM^^tLT^Tti <fc^C1~67;i/^r;i/S 

j tLXlt, x^;uSs n-7°Pt°,/ug, -fV70PL°,/u 

Ss n-y^JUSs n-^y^JUSs 2- K 'J 7J^PifJH, 2-^PPifJb 
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SfS L< i^ug-e&5o 

[0079] R2% R9£J;tfR10tf^f y tlTlN 

T=fc <fc^ci~67;i/^r;i/*;u^-;i/gj s R2tf^f 

y M^ftTiNTt^ci-e^u^uTju* 

—jugj „ r^ju^rjugp^^/Npyvn^tcj: yg^^tiTi/NTt<ttNci~6 

o,o' -yjujrjuftxfr'jjuS] s R9&j:mi0tf^t rj7ju*jui$fttf/\n 

^m^^i~6-efey, im mwsfcii? 
nb(Dm^1±T^$tl£TJls*Jlsg'?foZ0 Jav\py> 
J^?cD^©±p^^7;u^;ug^-r^7X*)l?©^-efe^o ftiifctKtfcttBS 

j^lif£&3£i±T-&££<hra^NT-&£o 

[0080] R2tf^f r7;U^;U®^^\p?tyl^^^<J;ym^^tLTV,NTt,J;^C1~6 

7ju^rju±iju^->iugj £i*N JMfcftic&^-tzf^ug, x^;u^ju^'->iug 

, n-7°p y^JUTt-PT-tz^JUgs S x) 7 Jl/tf P ̂ -tz^JU 

g^ 7<'^7|•P77-tz51>'^g^ ? PPTiz^JUg^ K 'J ^PP7tfJl/g 

$?£ u< & K 'j 7;u^P77iz5L;ua-e^>-g>0 

[0081] R2?5^f r^yu^yu^^/xpyy^tc^ym^^tiT^Ttcfc^Cwe 

jugj £l£N JUg 

% X^U^^^JU^-JUg^ n-^P kf;i/^-^rS/^;i/d?-;Ug% ^PP^f 

JU^^^JU/lt-JUg, 2-h 'J 

tl'So 

[0082] R2tf^f r7J^^W/\p>f>Jl?(a yg^tlT^Tt <£1^1-6 

T^u^jUTjU/l^ugj £iiN MfoMiz&^^JisZJisfc^jisSs X^JUTJU 

/1-N-;ug% n-7°p tf;ux;U/lN-;ug, $/7JM-PP<^JUXJU^-JUMS h'J 

yju^-n^^Juxju^-JUMs h'J 0 nn^^JUXJU^-JUSs 2-h'jyju 

Ztis tff£b< n h 'J yju^tu^^juxju^ 
=jisg-e$>Zo 
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[0083] R2A^f <£1^1-6 

0,0' tit, mi$MlZte0,0' -ist^JUTisXTisiJ 

)lSs 0,0' -S/Ji-rMZftVJlsgtf&tfbtLZo 

[0084] R5A^f <£^01-6 

77;U^-;U^;U^-;USJ £i£N M^^tzityiz^JUSs ;ujt 

, n-7°n hf;u±i;u^-;uS, -f V7°P 2-^ppifji/i 

JU<|\- £>tlS0 

[0085] R9N R10tf&T 

X^U^^JU/K-JUSs n-7°p hfJls#**>ljJlstf—Jlsgs -fV7°Pt:°JU 

#dF-*>JjJl'ti\—Jl'&s 2-0 P PXfM^i/^Jl/<Kz £>tlS0 

[0086] R9% R10tf^"T <HN 

Ci~677;L/^;i/^;i/^}\tUs 

vg, X^;U^;U/1f-;U^^vSs n-7°p ^vS, -f77° 

p 2-? p pifj^M-bti 

So 

[0087] R3A^f r/\p^>JlC^cJ; y jf^tiTUTtcfcUCI-SyjU^Uygj 

0 7i^U>Stfey, JavxP^JI^Of&Oill&j7 

mmmZ3U±XhZ>Z£imt>frXfoZ>0 LT&, 

/^b>Ss X^bVg, 7°Ptl0U>^ 7>U>S^ 7;u^-p^51b>s 

% 1-^PPXfb >SN 2-p<51>'UX51b>Ss :>?P7°PtfU>gN 2-$/? 

P7°Ptf^x^uySs i.s-v^p^v^uyg&^^f p>tu $?^u< 

x^u>Ss 7°p tfu>S"efeys <£ y u < &x^ u > 

S-e&s0 

[0088] R37^f r/\p^>J^^tcd: y J:lNC2~87>'U^r—b>S 

j i&Mtt mw%tcte^nb(Dmfr£frVTj^nz0zmm~ 
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8(D7)\S>T-ls>STfo<>Js 

LT& 

, ^'-U>Ss 1-7°P^-b>Ss 2-7;U^P-1-7°P^-b>Ss 2-^^ 

-1-7°P^-b>Ss 2-$/? P^^r-tz>-1,4—r £>tl-g>0 

[0089] R3^"T J:lNC2~877>iU^-b>S 

8(D7)ls*=U>g-£fci<Js <Uv\P^>Jl^®$(®±W 

7Jls*JlsStf£TZ7kmigT(D^-£foZo ^U^tc^mU(D7Jly^Jlyg% 

0zmWZ3yL±-eftZZtteBBe,fr-e&zo LT& 

, 7°Ut°—ly>Ss 7'^—ly>Ss if^ibU, L < &1-7°P tf — b > 

-efeSo 

[0090] R3^^t" rg^^tlTlNTt J:lN7x-b>j ^>-tz >®2o®7K^ 

J^^;&P^lN/c2jl0S"efel'Js M^S^LT^ /\P^>J^^s /\P^>J^^ 

tc<fc UM^^tiTiNTt J:INC1~477;U^T;USN /\p>f>j^^ ted: 

TlNTtcU^U^U^^g^ 7KIISS -hPS^^'^tf^ 

ti^o LT^ 7i-l/>i, 4-7MP7I-U>1, 2-p< 

5^7 X ~ b tl^o 

[0091] R3^^t" tlTlNT & cfc IN5~6M©/>S7Z PSi—fiffiSj 5~6J| 

®/s^pJi®2o®7K^J^^;&P^lN/-c2jl®S-efel'Js W.$k&t LTteu AP 

fy^s1?, /NP^yJI^lcJ: UM^^tiTiNTt J:INC1~477;U^T;USN /\p 

J: UM^^tiTlNTt £1^7 Jls^Jls =**>&, TKIISS N>77S 

% - KPlftPtf btiSo £ LTtis 2-tf 'J v- U >S^'=P 

tfbtl&o 

[0092] it (le' ) T^3tl•g>^t1^]©Ar, rM&SftT^Tt, J: ̂  tf'J *>* 

jugj rg^^tiTiNTt <£i\L°'J $ $/ji/Sj tcit^tiTiNTt 

/NP^yH^tcJ; J:INC1~4 

7)\s*)\s&, /NP^yH?JCJ; UM^tiWTt 
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7KIISS — K P S&if£>tiN 

[0093] ^ (le) T^3ftSlt^©Ar£J;t/it (le' ) X'^n&itStyKDkr' 

CDft% L^SI*§£: LT^ 3-tf'J 6-? • p-3-tf'J 5-?PP 

-3-f7 7'J JUSs 6-? P P-5-7JU7f P-3-tf 'J i/JI/Ss 6-7"P ̂ E-3- L° 'J V 

;uSs 6-7;u^p-3-t0|j ̂ JUSN 5,6-y? P p-3-t0|j yjug, 6-MJ7JI/ 

^pp<^;u-3-tfuyjug, 2-?pp-5-tfu$V)iatj)y, 

&6-? P P-3-L°'J ^JUg, 6-7;U^P-3-t0|J ̂ >/USs 6-? P P-5-7;U^P 

-3-L°'J yjUSs 6-7^^-3-^°'J ̂ JUg, 2-^PP-5-^lJ$i/jHT,S)§o 

[0094] it (le) &<£t/it (le' ) tlS^bni^CDYti, |W| — ̂ Tl^ 

Tt cfc 1^1 ~30g^g^^;^-o 

[0095] it (le) &<£t/it (le' ) tlS-fba^CQYT/\p>f>J^^tcj; 

yM&StiT^Tfc J^C 1 ~6 7)\s*)\s£] fltt #ilfc|*N 

[z=ttibGO £!£•-& Hid~6©7;i/^;i/S"es>tit^ 

/\p^>j^^0^0±^^77;u^>iuS^"rs7K^J^^a)^"efeSo 

[0096] X^JUSs n-7°Pt°,/Ug, -f V7°P t°;USs n-7> 

JUSs t-^Jl/g, K'J 7;U^PP<51>'USs 2"? P Pi^Jl/gtfPlf £*IN 

SfS L< 

[0097] Ytf^f r/xp^yjcj; yM&StiT^Tfc <U^ 1 ~6 

J S^f*>gN X S^f*>gN K'J 7;U^PP<51>'USs ^7 

£*l£o 

[0098] Y0&3; LlN^i^ LTti, TKUJI^ SfcttAP^my, iy^L 

[0099] it (le) &<£t/it (le' ) X'T^tS fti^bn^OIMe#^?" T/\p>f>J^^^ 

ct lJ tl/cC 1 ~ 6 T^U^rJUgj im #ll£tfN 

©fi^-&©j^lii£i~6©:pju:^ugT£>y^ M&sftfcMP^yji?©^© 
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[0100] K 'J 7J\s^ • ̂ ^JlsSs K 'J 0 • • * ̂ JlsSs VD MuOu 

V~?jisJ-n^^juSs Ss'O nn^^juSs ^ynt^^jisSs 

0 nn^^JuSs SsyjisJ-nJL^JisSs VO ppx^ugs 2,2,2- h 'J 7)i 

^PXfiH, ^>^7J^PifJH, VDMU^O P7°P 

Plf£*u L < & h 'J yju^-n^^jus, h 'J 0 p p * VOu 
P^^^USs ^JU^PP^JUSs ^'7^P^PP^fJH, ^PP^f 

jugN 7;u^px51>'US"efel'Js J; yjfS L < & K 'J 7;U^PP<51>'U 

Ss ^JU^P^JUSS ^'7^p^pp^fJH, ^pp^fjH, ^ 

>^7^PxfjHTfeSo 

[0101] R4e^"T r/\p>f>^J; U tl WC t <£1^ 1 ~6 7)1^)1^^^ 

SJ t&s K^ri>Ss xK^ri>Ss -f V7°P t0;u^^ri>Ss K 

'J 7Jb^P^ h^r^is 

[0102] R4e®^S L^t&Wit LTti, /\p^>tCct lJ tlTlNT t ct lNC 1 ~ 

6 7)\s3r)\sSt-foi'Js £ USfS L < & h 'J 7>'U^PP<51>'USs i/'7J^P^ 

^JUSs ^'7^P^PP^fJH, ^PP^fjH, ^>^7MPXf 

jug-efeSo 
[0103] (I) 

$nz7< ymmw(D^kt LT&S ®J 
;U£\ ±^It±^ fillip 'J >ItiHS/c& MtiH&iftfibti&o 

[0104] ^ (I) \taty](DUS LlNMitCfclNTtis 

Arte, 4-- hP7x-JUgN 4-i/7y7xzjH, 3,5-^7"P^7i-iH 

% 2,4-i/7Pf7xzjHN 6-? P P-3-L°'J ^JUg, 5-? P P-3-31 j7'/'J 

JUSs 6"? P P-5-7;U^P-3-t0|J ̂ JUg, 6-7^^-3-^°'J ̂ JUg, 6-7 JU 

^P-3-t0|J ̂ JUg, 5,6-^? P P-3-L°'J ^JUg, Sfcte6-K'J 7;U^PP< 

^JU-3-L°'J *>Ml/g£^U 

RHiN 7K^J^^N S7c ti^ ̂ JUg^:^ LN 
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R2&% y tlTlNT t ct lNC1 ~677,lU^r 

tc<fc y J:U: 

]~Q7)\s*)\sX)\sfc=)\s&, 

R3&, x^b>gN 7°PL°b>g, S/cti1-7°P tf" b>S^ 

^ Ls 

R4l£% SR5 (R5&, /\ P tC J; y tlT l^T t» J; 

^C\ ~Q7)[/*)[/&%:^t) s S-CS-0R8, S-CS-SR8 (R8&, /\n?>lZ£V 

<n^ 1 -e^ju^jus^^-r) £^~to 
[0105] Jfg lAMb^tlOWis TIE (i) fri? (iii) (Dib£rtyT:fcZ>0 

[0106] (i) Arte, 4-i/7y7xzjH, 4-zhP7xzjH, 3,5-^PP7i 

-JUgN 3,5-y7"P;E7x->'USs 2,4-y,7'P;E7x->'USs 4-7*Pf7x 

-;ugN 3-- K P-5-7"P:E7 x-jug, 6-0 nn-3-£0,j isji,£s 5-?PP-

3-^7VlJJ\/£y 6-? P P-5-7JU7f P-3-tf 'J isJI/Ss 6- K 'J 7J\srf P^f 

v/U-3-tf 'J LN 

RHis LN 

R21£N h 'J 

R3&, S^lsySs x^b>gN 1-7°P 

R4ti% fc^X^T J S^^t^bni^k 

(ii) Arte, 6-? P P-3-L°'J i/JUS> 5-0 n n-3-^Tx/'J JUS> 6 

- h 'J 7)l^n*3-)l-3-¥') V)VS£^U 

RHiN /cti LN 

R21£N i/7yi, %tc\,&\-x)7 

R3ti% 

R4l£% SR5 (R5&, /\P *fy tC J; y tlT l^T t» J; l^C 1 ~677 

JU^Ug£^-t) N S-CS-0R8, S-CS-SR8 (R8&, /\P>r>tC J: y tlT 

lNT t ct lNC 1 ~677JU^r,'US£:^t") £^t~'(b'nJ$k 

(iii) it (le) "£^3tlS-fba1^ 

lAMb£-$l©0!Ki~F§E (i) (iii) aMbl^T-feSo 
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[0107] (i) Arte, 4-is7 J 7 JL—)\S gN 4-zhP7x-iH, 3,5-^PP7I 

3,5-i/VP;E7xzi)H, 2,4-^7"P:E7X-^ 4-7*Pf7x 

3-- K P-5-7*P^7 x "JUS, 6-? P P-3-L0|J 5-?PP-

6-? P P-5-7JU7f P-3-tf 'J i/JUSs 6- h 'J 7)\s^ P^f 

JU-3- tf 'J LN 

R1teN LN 

R2te, K 'J 7;U^PP<51>'UX;U/1N-;US;&^LS 

R3te, x^b>Ss 1-7°P 

R4te, ymWsTtk^stikSWQs 

(ii) ArteN 6-? P P-3-L°'J b-<7 nnS-^yV'J )l/&s S/cte6 

- h 'J 7;U^PP<51>'U-3-t0|J yjug^u 

Rite, TKHJl^S/cte^JUg^U 

R2te, ^>771, %tc\,Z\-')7 

R3teN x-^UVS^:^LN 

R4te, SR5 (R5te, /\P^>^J: J:INC 1 

^"t) N S-CS-0R8, S-CS-SR8 (R8te, / \ P ̂  > tC ct lJ tlT lNT t cfc lNC 

1 ~677JU^r>'US^:^t") 

(iii) it (le) tl^-fbo"^ 

it (le) TJ^nz>{k£r^(Dft-% Ll^JMtte, 

Arte, 3-L°'jy,iUgN 6-?PP-3-L°'jy,iUgN 5-^PP-3-f zy'JJH, 6 

-? p p-5-7;u^p-3-t0|j yjug, 6-7^^-3-^° u yjug, 6-7;U^P-3-

tf u yJUS, 5,6-y ? p p -3- tf 'j yJUS, 6- h u 7 P P< ^JU-3- tf 'j y 

J\ySN 2-? P P-5- tf 'J $ LN 

Rite, TKHJl^S/cte^Jug, x^jug^u 

Yte, /^nfym^s p<^ug£^U 

R4eteN K 'J 7)\s^ P P< K 'J 0 P P * ^^PP^fJH, */ 

^'7^P^PP^fJH, ^pp^fjl/i, ^>?7 

P x^ug^lMb^""^ y N 



WO 2012/029672 24 PCT/JP2011/069352 

J: U £ L < & 
Arte, 6-? • P-3-L°'J $/JL/£N 6-7JU;t P-3- L° 'J 6-?PP-5-7JU 

^•p-3-kf'J e-yp^-s-kf1; y;uSs 2-?pp-5-tf >; 

U 

R1te, i£/cteLs 

Yte, 7RHJI^£^U 

R4ete, K 'J 7Jls7f P P< ^JUJSs VD P^PP^f 

JUg% ^PP^fJbi, 7JU^"Px51>'U#;&^1"'fk-a!t:^"efe-g)o 

[0108] (I) T?^3ft£<b£-$ite, 

L < (t 500ppm®g^MHs 0.1mg/SC0±JS/S>iMllN 2 Aig/sl® jSp/fife 

50ppm®^^^0;i;)MMllN 200ppmCD K^-f 7 -f JUA&LHtc:<£ lJ l#iP& 

(^iJ^te's ^«/cteS^4^30%IU±s 50%JU±s 80%JU±s 100 

%) £=&©•£&£ o S/c, I^IMJI 5 

^^t"20A(,g/Sa);i®MlIS/ctei^iMy2 1 ^^"r^3ppm-e®±M^^T"e 

[0109] 500ppm^)i (0IJAtfN 400ppmN 300 

ppmN 200ppm% 100ppmN 50ppm% 30ppm% 10ppmN 5ppm% 3ppm% 1.5ppm% 1.25ppm 

% 1ppmN 0.5ppm) tCDT&So 

[0110] ±«}S>EMlI^33lNTte, 0.1mg/S^)i (m&\ 0.05m 

g/S> 0. 01mg/S% 0. 005mg/EEK 0. 002mg/S) t CD 

Ti'hho 

[em] 2jLLg/si^>i mx&, 1^9/ 
m, 0. 5^g/sl% 0. 2^g/sjf) ®;f t ©TfeSo 

[0112] K^7-NUAM3ItC£lNTte, 200ppm^)t§ (0iJa.tfN 1 

00ppm, 50ppm% 30ppm% 10ppm) CD}j|j£TBfrP&;S14£Wt~S £ CDT&So 

[0113] 20Atg/S^;l 10ju,g/3 

\ 5M,g/jig^ 2^g/S% 1 M-g/S% 0. 5^g/Ss 0.1 M-g/S% 0. 05^g/EEK 0. 03/x 

g/EEK 0. 01 M-g/S) ©)lJ£TI$l&S1f£#t-£t,©t&£o 
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[0114] 1 ^5 izmtfZo 

[0115] [H1] 

•Itafc## Ar R1 R2 R3 R4 
1 (I) H CN CH2CH2 SCH3 
2 a) H CN CH2CH2 SCH2CH3 
3 a) H CN CH2CH2 SCH2CH2CH3 
4 a) H CN CH2CH2CH2 H 
5 CD H CN CH2CH2CH2 SCH3 
6 a) H CN CH2CH2 SCSSCH3 
7 CI) H CN CH2CH2 SCSSCH2CH3 
8 CD H CN CH2CH2 SCSSCH2CH2CH3 
9 (ID H CN CH2CH2 SCSSCH2CH3 
10 (ID H CN CH2CH2 SCSSCH2CH2CH3 
11 CI) H CN CH2CH2 OCH3 
12 CD H CN CH2CH2CH2CH2 H 
13 ;D H CN CH2 H 
14 CD H CN CH2CH2 H 
15 CD H CN CH(CH3)CHZ H 
16 CD H CN CH2CH2 N(CH3)2 
17 CD H CN CH2 CI) 
18 CD Me CN CH2CH2 H 
19 OD H CN CH2CH2 H 
20 CD H CO Me CH2CH2 H 
21 CD H COCF3 CH2CH2 H 
22 CD H COOMe CH2CH2 H 
23 (II) H CN CH2CH2 SCH3 
24 CD H COMe CH2CH2 SCH3 
25 CD H COOPh CH2CH2 SCH3 
26 CD H SOOPh CH2CH2 SCH3 
27 CD H COOMe CH2CH2 SCH3 
28 (I) H SOOMe CH2CH2 SCH3 
29 (I) H CHO CH2CH2 SCH3 
30 (I) H COPh CH2CH2 SCH3 
31 (I) H COCF3 CH2CH2 SCH3 
32 cm H CN CH2CH2 SCH2CH3 
33 (i) H PO(OC2H5)2 CH2CH2 SCH3 
34 (i) H COCCI3 CH2CH2 SCH3 
35 phenyl H CN CH2CH2 H 
36 3—pyridyl H CN CH2CH2 H 
37 4-chlorophenyl H CN CH2CH2 H 
38 phenyl H CN CH2 phenyl 
3S phenyl H COMe CH2CH2 H 
40 phenyl H COOMe CH2CH2 H 
41 3-thienvl H CN CH2CH2 H 
42 (I) H CN CH2C=C H 
43 (I) H CN CH2CH=CH H 
44 (I) H CN CH2 phenyl 
45 3-cvanophenvl H CN CH2CH2 H 
46 6 -Triduorometnyl-S-pyridyl H CN CH2CH2 H 
47 6-trifluoromethvl-3-pyridvl H CN CH2CH2 SCH3 
4B 6- trifluorometnyl-3-pyridyl H CN CH2CH2 SCH2CH3 
49 (I) H CN CH2CH2 S-CH2- (2-furanyl) 
50 (I) H CN CH2CH2 S-CH2-phenyl 
51 (I) H CN CH2CH2 SOO-phenyl 
52 (i; H CN CH2CH2 S-phenyl 
53 a; H CN CH2CH2 O-phenyl 
54 (i; H CN CH2CH2 NHCOCH3 
55 4-chlorophenyl H CN CH2 4-chlorophenyl 
65 (II H CN CH2 COOMe 
57 (1) H CN CH2CH2 phenyl 
58 (I) H CN CH2CH2 COO-phenyl 
59 CI) H CN CH2 CN 
60 (I) H CN CH(Me) CN 

[0116] 
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im.21 
Ar RI RZ R3 R4 

61 ;» H CN CH2CH2 OCOMe 
62 ;» H CN CH2 SCH3 
63 (in H CN CH2CH2 OCOMe 
64 (ID H CN CH2 SCH3 
65 (ID H CN CH2GH2 COOMe 
66 (ID H CN CH2 cyclopropyl 
67 (ID H CN CH(Me)CH SCH3 
6£ (I) H CN 2-thiiranylene H 
69 (I) H CN 2-oxyranylen H 
70 CD H CN CH2CH2 COOMe 
71 CD H CN CH2 cyclopropyl 
72 5.6-dichloro-3-pyridyl H CN CH2CH2 SCH3 
73 CI) Ma CN CH2CH2 SCH3 
74 (II) H CN CH2CH2 SCH3 
75 (II) H CN CH2CH2 SCH2CH3 
76 (0 H CN 3-tetrahydrothiophenylene H 
77 (D H CN CH(Me)CH SCH3 
78 6-fluoro-3-pyridyl H CN CH2CH2 SCH3 
78 6-chloro-5-fluoro-3-pyridyl H CN CH2CH2 SCH3 
8D 6-cliloro-5-fluoro-3-pyridyl H CN CH2CH2 H 
81 (I) H CQCF3 CH2CHF H 
as (I) H CN CH2CHF H 
83 (I) H CIM CH2 (I) 
84 (I) H CN CH2CH2 OTs 
85 (I) H CN CH2CH2 SCSN(Et)CH2Ph 
86 (I) H CN CH2CH2 SCSOEt 
87 an H CN CH2CH2 SCSOEt 
88 H CN CH2CH2 SCSN(Me)CH2Ph 
89 <n Me COCF3 CH2CHF H 
90 (I; H CN CH2CH2 SCSOiPr 
91 (I; H CN GH2CH2 SCSOnPentyl 
92 (I! Me CN CH2CHF H 
93 (II H CN CH2CH2 SCSOnPr 
94 (II H CN CH2CH2 SCSOnBu 
95 (II) H CN CH2CF2 H 
96 a; Me COCF3 CH2CF2 H 
97 (i: H COCF3 CH2CF2 H 
9a di H COCF2CI CH2CF2 H 
99 (ii H COCCI3 CH2CF2 H 
100 di H CN CH2CH2CH2 OTs 
101 (i; H CN CH2CH2CH2 SCSOEt 
102 di H CN CH2CH2CH2 SCSOnPr 
103 a: H CN CH2CH2CH2 SCSN(Et)CH2Ph 
104 a: H S02CF3 CH2CF2 H 
105 a: Me COCF3 CH2CH2 H 
106 di Me COCF3 CH2CH2CF2 H 
107 (1) Me S02CF3 CH2CH2 H 
108 (11 Me S02CF3 CH2CF2 H 
109 (I) Et COCF3 CH2CF2 H 
110 (I) Et S02CF3 CH2CF2 H 
111 (I) Et COCF3 CH2CH2 H 
112 (I) Et S02CF3 CH2CH2 H 
113 (I) H CN CH2CH2 S-CH2-(2-imidazolyl) 
114 6-trifluoromethyl-3-pyridyf Me S02CF3 CH2CH2 H 
115 6-trifluoromethyl-3-pyridyl Me COCF3 CH2CH2 H 
IIS (II) Ma S02CF3 CH2CH2 H 
117 00 Me S02CF3 CH2CF2 H 
118 (II) Et COCF3 CH2CF2 H 
119 (II) H CN CH2CH=CH H 
120 (III H CN CH2C = C H 

[0117] 
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[^3] 

Ar R1 R2 R3 R4 
121 (II) H CN CH2 H 
122 (II) H CN CH2CH2CH2 H 
123 (II) Et S02CF3 CH2CF2 H 
124 2-pyridyl Me S02CF3 CH2CH2 H 
125 cm Et S02CF3 CH2CF2 H 
126 (n) Et COCF3 CH2CH2 H 
127 (n) Et S02CF3 CH2CH2 H 
123 (i) H SD2CF3 CH2C=C H 
129 (i) H S02CF3 CH2 CN 
130 4-trifluoromethvl-3-pyridvl H COCF3 CH2CH2 H 
131 6-trifluoromethvl-3-pyHdyl H S02CF3 CH2CH2 H 
132 4-pyridyl Me COCF3 CH2CH2 H 
133 3-pvridyl Me COCF3 CH2CH2 H 
134 2-pvridyl Me COCF3 CH2CH2 H 
135 (D H S02CF3 CH2 H 
136 (II) H CN CH2CH2 OTs 
137 (II) H CN CH2CH2 SCSOEt 
138 (II) H CN CH2CH2 SCSN(CH2Ph)Et 
139 (I) H CN CH2CH2 Si-0)Ph 
140 H S02CF3 CH2CH2CH2 H 
141 (I) H S02CF3 CH2CH2CH2CH2 H 
142 (I) H S02CF3 CH2CH2 SOOPh 
143 (I) H S02CF3 CH2CH2 OPh 
144 CI) H S02CF3 CH2CH2 H 
145 CI) H S02CF3 CH2CH2CH2 H 
146 CI) H S02CF3 CH2CH=CH H 
147 CD H S02CF3 CH2 Ph 
148 4-f uoro-3-pyricyl H CN CH2CH2 H 
149 4-bromo-3-pyridyl H CN CH2CH2 H 
150 :D H S02CF3 CH2CH2 NMe2 
151 ID Me S02CF3 CH2CH2 NMe2 
152 •ID B S02CF3 CH2CH2C = C H 
153 3 -ch 1 ora-4-pyridyl H CN CH2CH2 H 
154 3-ehloro-2-pyridyl H CN CH2CH2 H 
155 (1) H S02CF3 CH2CH2 OCH3 
156 (ID H S02CF3 CH2GH2 0CH3 
157 6-chloro-3-pyridazyl H COCF3 CH2CH2 H 
158 3,5-dichlorophenyl H CN CH2CH2 H 
159 (I) H S02CF3 CH2CH2 CN 
183 (I) H S02CF3 CH2 COOMe 
161 (I) H S02CF3 CN2 COOH 
162 4-fluorophenyl H S02CF3 CH2CH2 OCH3 
163 (II) H S02CF3 CH2 CN 
164 4-methylpherryl H S02CF3 CH2CH2 OCH3 
165 6-trifluorornethvl-3-pyridyl H S02CF3 CH2 CN 
160 2-pyridyl H S02CF3 CH2CH2 OCH3 
I67 6-chloro-5-fluoro-3-pyridy H S02CF3 CH2 CN 
168 3-pyridyl H S02CF3 CH2CH2 0CH3 
169 4-pyridyl H S02CF3 CH2CH2 OCH3 
170 (I) Me 3C2CF3 CH2 CN 
171 (D Me S02CF3 CH2C = C H 
172 an H SC2CF3 CH2C = C H 
173 6-flu or o- 3-pyridyl H S02CF3 CH2CH2 00 H3 
174 6-bromo-3-pyridyl H B02CF3 CH2CH2 OCH3 
175 3,5-dichlorophenyl Ma COCF3 CH2CH2 H 
176 3,5-dichforophenyt H COCF3 CH2CH2 H 
177 phenyl H SQ2CF3 CN2CH2 H 

C
O

 

H S02CH2CF3 CH2CH2 H 
179 a) H S02CH2CF3 CH2C = C H 
180 3-chlaraohenvl H S02CF3 ] CH2CH 2 H 

[0118] 
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[^4] 

Ar RI R2 R3 R4 
181 4-chlorophenyl H S02CF3 CH2CH2 H 
182 3-cyancphenyl H S02CF3 CH2CH2 H 
183 4-n itrophenyl H S02CF3 CH2CH2 H 
184 3,5-dichlorophenvl H S02CF3 CH2C = C H 
185 4-methylphenyl H S02CF3 CH2CH2 H 
18B 4-cyanophenyl H S02CF3 CH2CH2 H 
187 4-msthDxyphenyl H S02CF3 CH2CH2 H 
188 4-fluorophenyl H S02CF3 CH2CH2 H 
189 3,5-dibromophenvl H S02CF3 CH2CH2 H 
190 4-bromophenyl H SC2CF3 CH2CH2 H 
191 3,5-dimethylphenyl H SC2CF3 CH2CHZ H 
192 3-nrtro-phenvl H S02CF3 CH2CH2 H 
193 2,4-dibromoplienvl H SG2CF3 CH2CH2 H 
194 3-nitro-5-bromophenvl H S02CF3 CH2CH2 H 
195 3,5-bistrifluoromethvlphenyl H S02CF3 CH2CHZ H 
196 (I) H CN CH2CH2 SCSSCH2COOCH3 
197 an Me CN CH2CH2 SCSSCH2CH2CH3 
198 (i) H CN CH2CH2 SCSSCH20MB 
199 H CN CH2CH2 SCSSCH2SMe 

200 (0 H CN CH2CH2 
SCSSCH2CO-C4-

methylphenyl) 
201 3-tetrohydrofuranyl H CN CH2CH2 H 
202 3-tetrohydrofuranvl H CN CH2CH2 SMe 
203 a: H COPli CH2GH2 H 
204 (I; H COCH2CH3 CF2 H 
205 a: H CONH2 CH2CH2 H 
206 a: H CONHMe CH2CH2 H 
207 a: H CONMB2 CH2CH2 H 
20E a: H N02 CH2CH2 H 
209 di H COCCIF2 CH2CH2 H 
210 a: H CM phenylene H 
211 a: Me S02CF3 CH2 H 
245 a: H COMe CH2 CN 
246 a: H CDCF3 CH2 CN 

(I): 6-chloro-3-pyridyl 
[113:5-chloro-3-thiazolyl 

[0119] 
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[^5] 

Ar RI R4e Y 

212 (1) H CF3 H 
213 (II) H CF3 H 
214 CD H OCH3 H 
215 (I) H CF3 5-CI 
216 (I) H CF3 5-F 
217 (1) H CF3 4-CI 
218 (II) H CF3 5-CI 
219 (II) H CF3 5-F 
220 C® H CF3 4-CI 
221 CD H CF3 3-Me 
222 (I) H CF3 4-Me 
223 (I) H CF3 5-Me 
224 phenyl H CF3 H 
225 4-chlorophenyl H CF3 H 
226 3-pyridyl H CF3 H 
227 6-chloro-5-flu oro-3-py ri dy 1 H CF3 H 
22B 6-trifluoromethyl-3-pyridyl H CF3 H 
229 6-fluoro-3-pyridyl H CF3 H 
230 5,0-dichl oro-3-py ri dy 1 H CF3 H 
231 3-broma 3-pyridyl H CF3 H 
232 (I) H CF3 4-F 
233 (I) H CF3 3-F 
234 (I) H CHCI2 H 
235 (I) H CCI3 H 
230 CO H CH2CI H 
237 CD Me CF3 H 
238 CD H CHF2 H 
239 CD H CF2CI H 
240 CI) H CHCIBr H 
241 (I) H CHBr2 H 
242 (I) H CF2CF3 H 
243 2-chloro-5-pyrimidinyl H CF3 H 
244 (I) H CH2Br H 

[0120] £=&$?£ lAWb^teU tC§E*6(D 

-fb-n ̂ S-§" 2 1 2 : N - [ 1 - ( ( 6 - 0 P • tf 'J v > - 3 - -f )\s) * ̂  

) kfj *jy-2 (1 H) ->r 'J - 2, 2, 2-K U yjujnr-tzt 

K\ 

-fb-n:t)#"^ 227 : N — [1- ( (6-^PP-5-7 )\sJt P tf ') Vy-3 

-^;u) P<^U) L°'J^>-2 ( 1 H) -2, 2,2-K'J7;U 

P T7-tz $ K\ 

-fb^#^2 2 9 : N - [ 1 - ( (6 -7>/U^P bf'J $/>- 3 ->C JU) 

Jl,) tf1J Vy— 2 ( 1 H) — •< 'J T1->] -2, 2, 2 - h 'J 7>'U^P77-tz^ 
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$ K\ 

<b£-$)#^2 3 1 : N- [1- ( (6-7"P^L0|J^>-3-^>iU) 

) L0|J^>-2 ( 1 H) -2, 2, 2- K 'J 

K\ 

lb£^#^2 3 7 : N- [1 - (1 - (6-^PPL0|J^>-3-^;U) x 

^JU) bf'jyy-2 ( 1 H) -2, 2, 2 - h 'J 7Jls*n71z 

K\ 

<b£-$]#^2 3 8 : N- [1 - ( (6-^PPL°'jy>-3-^;U) 

) L0|J^>-2 ( 1 H) -2, 2-y,7;U^P77-tz^$ K\ 

lb£^#^2 3 9 : 2-^PP-N- [1 - ( ( 6 - 0 P P tf 'J V > - 3 -

-f JU) P<^U) t0|J^>-2 ( 1 H) -2, 2-V7)l^U7 

-tz^ $ K 

lb£^#^24 2 : N- [1 - ( (6-^PPL°'jy>—3-^JU) ;>< 

) t0|J^>-2 ( 1 H) -2, 2, 3, 3, 3-s<yt>7)\sJ 

P7°P/^$ K 

lb£^#^2 4 3 : N — [1- ( (2-^PP^iJ$i/'>-5-^Jl/) 

JU) t0|J^>-2 ( 1 H) -2, 2, 2 - h 'J 7Jls*n71z$ 

$ K 

[0121] &fc\ ^5^|Ei6©jb^S^2 1 2 : N- [1 - ( ( 6 — ? P P fcf "J *>* 

> - 3 - -f JU) ^JU) L°'J^>-2 ( 1 H) -2, 2, 2-

K 'J 7Jly^UTiz^ $ TIE©®^ "efe-So £ £> 

(a) '>&< ^t-FiEm^ (2 0) izmfffitf-? 

ZtiTZo 

IU#T£ : 8.6±0.2° N 14.2±0.2° N 17.5±0.2° N 18.3±0.2° N 19.7±0.2 

° N 22.3±0.2° N 30.9±0.2° N 35.3±0.2° 

(b) (DSC) 55~158°C^:^t"o 
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[0122] (I) ti 1 

JUT©aiJ -efe^o 

[0123] jiHS±(£>S££ LTte, f$S@S£ (0!la.^ A7f>ah^ ah7 
77a T7^Ai>N P^tf, =1 

7VPW£\ 7^tfP^£\ 

% 7^PT'fXli4 (Agrotis spp) N ^ 'J P^ JUNIUS life. (HeLicoverpa 

spp) , XSS£ (HeLiothis spp) &£) N ¥S@S£ (0U 

&\ ^^7^)777^^ 7^77*7^^ Aphisfabae, K 7 • =1 :> T 7" 

^Ai>N x> K7 A:>N "E A:>N ~7 

p< y~f^ Ai>% 51 J-— 'J '> y~f^ A:>N Macrosiphum avenaeN Me 

thopo Loph i urn dirhodumN 1\^0 tf U77°7A'y, A^r$ K 'J y~~?^ A:>N 

^yp>77 7Ai/N =i yy-7=?Jx*s^ Ros 

y apple aphid, 'J > zf7 $> A:>N Zl $ A:>N $ > ̂7 P T7 7' ^ 

A:>&<>:CDA:>|jt (Aphididae, AdeLgidae, Phy 11 oxer idae) N 77^" 

• $ K'J a P/W&^cDa P/WII, 

, htf-fp7>2K -tz^p7A-X 

^ A:>N :F;fr K'J 

Ai>iiN ^JUA'-'J-^P^:^^ ^y^sy 

P $ &£:CDP (A1ey rod idae) N ^7 7 p -j~t> -Y A:>N $ 

±) >P^-^^T ^7 7i>P^^ :F;fr VJU;fr 

CD^J-Y "yA:>|jt (Diaspididae, Margarodidae, Ortheziidae, Aclerdiae, 

Dactylopiidae, Kerridae, Pseudococcidae, Coccidae, Eriococcidae, Aste 

roLecani idae, Beesonidae, Lecanodiaspididae, Cerococcidae&if) N It® 

@S£ (Mpi^s -f^xv^Ax yx^v^Ai/, ^wppp<y=r$ 

A:>y^:>, 7iX^>P->Jl/-h7-A, Ht+f>P->;U- h7-A, 

K7^7V7V, tp<P ;tf*N ^X9V$/NA^ 7'J/\A:>N PP^K 

^rh/\Ai/N -f* KP^-fA^X :>>^A:>|IN t) $ ̂  'J A:>|I&if) 

\ $'— @ ($iJ;U£\ ^]>f7/\^ &£) N jg 
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s , ?xs@s 

i (0113. 'flAl, /N^'J A'XII) N 7f$^7@#4 (0113. $ 

7^7'iz>f2^ ?nnz>fa^ 

, -?vj +f-r-tz>5iJ-7^^) 

[0124] E>]^£'I4S££: LT^ 7 7"-II ($J;U£\ •-> • p< 

s ytv-hy^vVTivVs vx)-ft V—s 7 7 h^ 

7^ ̂ h^f?y-, t7h7^-, ®SP^P7s> 

y—s ^>^^717^-, t'vyy., -hx*#—s ? >M 

• P -f * V 7"-) s 7 ̂  y_II (®|a. ^ • 7 ̂  7-s ^7 7^ 7"-) s 
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iJHt^y-) , 7 7^^ 7^7 7'-II -7h'J7;E7y-s t 

^>#7 7^77"=) s 77#Av^I (m&\ $t^]'7^777fAv, J7 

#77#Ai/) N y$n ($1*.^ *py^ t:hy$, ^7°x*x$y 

*x$y$) , (m&\ ^^>'7$, -7h'j/\^^$ 

) s ^$11 (0U^ 7*^>7^ 3Pt^7^ bh^7 

^ hp^>'7$) s -fxA'x|I% 7:>A'x|I% Htf>/<x|I% 77 

A'x|I% 51a7A,x!I ($J;U£\ ti/fa7/^) N 7I7IAX 77H 

s t7"l]|I LKX^W^K ?7^y7^]) % -fx^H (0J3. 
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s (m&\ K=iy^$), #£M©g5£s^(m&\ A^T 
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>tis -tzS/uo>t)s y*"7'ua=i/<'fs Ttjtffcv^Fijtix^tj^s 

"5-*? J ^7 ~h ^ A:>N ^ ^ KP A:>N -f 
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~i0fiM%"efeso 

[0137] (i) ^ne>i:ffe© 

#M£U Ms iilift (plant propag 

at ion materials ; A ̂  Ifv ®£|5N 33 <£ 

0\ % it^ It/SSiptCfc^SSMipife 

s 33 J: t/S^OMi A £ ££ C d i: £ i: f & pRMft if t5d i: •? $ 

dti^OiSfflteu S£®ftA©fu33<£t/^ctT9 d£^T-$S0 

[0138] (I e) 33<m ttl 
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^X^-r+MK V~ZLT )\, (f§13|^ 

The British Crop Protection Council %'fi) JpN :> 7-V > T1 y 7 

X (SHIBUYA INDEX |1 3E 2 008^ SHIBUYA INDEX RESEARCH G 

ROUP %fj) lZBm<D*,<Dtfmfbtl2>o &.?-

£|JStct LTti77iz7x — K (acephate) N VOUJUtf'X (dichL 

orvos) N EPN% 7x- (fen i toth i on) N 7x^$tf\7> (fenamifo 

s) N 7°P-^Tf^X (prothiofos) N 7°P7xy^f\7v (profenofos) N 0 

P^X (pyracLofos) N 7 UJUtf'J (chLorpyr i fos-methy L) N *? 

-f TV J y (diazinon) N K (fosth i azate) N -Y^'V/'^NTV ( 

imicyafos) CO <£ 9 'J (methomyl) N 

fTt"y^]Jl'7* (thiodicarb) N TJUVtJJU7" (aLdicarb) N 7l~ $ JU (oxa 

myL) N 7°P^^r7JU (propoxur) N Jj JU/<'J JU( carbaryL), 7x7 7*^)^7* 

(fenobucarb)N X^^7 x >#>/U7"(ethiofencarb)N 7 x y-^Tl" #JU7 (feno 

thiocarb)N tf'J $ t)~ 7" (pi rimicarb)N 7 ̂  > (carbof uran)N ^>7 

^^^^(benfuracarb)®^ 9 A';>< — h^-fbni^k y 7°(cartap) 

% ^ A(thiocycLam)®ct 9 X h :> > If ,vP^>'U(di 

cofoL), 7^ K (tetrad if on) CD <£ 9 h'J 

> (permethr i n)N -x7JU h 'J > (tef Luthr i n)N K 'J > (cypermethr i n 

)N T^U-S7 ^ K 'J > (deLtamethr i n)N :>/\P h 'J > (cyhaLothr i n)N 7 x>A" 

b b—K (fenvaLerate)% 7JUA" 'J ^ — K (f LuvaL i nate)N I h7x>^P'> 

7 7. (ethofenprox)N ^77^1/^7 x >(si Laf Luofen)CDcfc 9 &tfbXP^f K 

^'fb'n^N >(dif Lubenzuron)% T7JKVXP >(tef Lubenz 

uron)N 7JU7 x J 7 X P >(f Lufenoxuron)% 7 p;U7;U77XP >(chLorf Lua 

zuron), CDcfc 9 VV JU7 UT'^bni^k ^ h 7°b > (methoprene)CDcfc 

9 >*§lb£-^ 7 P v 7 x y V K© J: 9 >*§lb£-

77°P 7 x^> (buprofe 

zin) N (hexythiazox) N T7$ h^X (amitraz) N ^7PJ1/ 
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(chLordimeform) N 'J (pyridaben) N 7 x > tf P :> 

— K (fenpyroxymate) N tf'J $'V 7 x > (pyr imidifen) N j7*7 x > tf 

7h* (tebufenpyrad) N hJb7x>t;°7 K (to Lfenpyrad) N 7)l>7 0 'J tf 'J 

A (f Luacrypyr im) N Th^J :>,IU(acequinocyL)N i/7iM h 7 x > (cyfL 

umetofen) N 7 Jl"^y V~7 $ K (f Lubendizmide) N X517°P—><U (ethiproL 

e) N 7^7°P— JU (fiproniL) N (ethoxazoLe) N -Y $ ^7 

P7°'J K (i m i dac Lop r id) N C>U^-7 — Vy (c1 oth i an id i n) N ^7^- h^r 

(th i amethoxam) N 7iz $ $ 7° 'J K (acetamipr id) N (ni 

tenpyram) N K (th i ac Lopr id) N ^VT77> (dinotefuran 

) % tfp< (pymetrozine) N tf7x:Mz—h (bifenazate) N XtfP 

,y^P7x> (spi rodicLofen) N 7vtfP^i>7x> (spi romesifen) N 7P 

— K (fLonicamid) N 0 PJU7 x^- tfJU (chLorfenapyr) N tf'J^P^ 

<>7i> (pyr i proxyfen) N -f > K^rHt#>'U7" (i ndoxacarb) N tf'jyjJl/ 

(pyr idaLyL) N ^ fcliX LV "t K (spinosad) N ^7 > (avermect 

in) N $ ^ :> > (mi Lbemycin) N i/iy t:°77x> (cyenopyrafen) 

% (spinetoram) N tf 'J 7 x/y (pyr i f Luqu i nazon) N 0 

W?y 7°U—Jl> (chLorantrani L iproLe) N i/Ty h 'J 7°P— JU 

(cyantrani L iproLe)% X tfPx1 K ^ V K (spi rotetramat) N ( 

Lepimectin) N 7JU$ x/y (metaf Lumizone) N tf;77>'U70P — JU (pyra 

fLuproLe) N tf'j7°P— JU (pyriproLe) N t K>;7 ^ > (hydramethy Lno 

n)N K 'J TV*y- — h (tr iazamate)N 7JU7 7 PJU (suLfoxaf Lor) N 7 

P y (f Lupyradifurone) N 7P^ K^r> (f Lometoqu i n) N 

v y th*7 y > mt^ya P if *>ti s 0 

[0158] BT£IJN 

[0159] Tx/**>ZbJU£ 

y (azoxystrobi n)N ^7 b V Ap< ^^(kresoxym-methy L)% h'J 7 P :> X 
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h • (tr i f Loxystrobi n)N K$yXhPtf> (metomi nostrobi n) N ^ 

') tfT, K • tfVtorysastrobirO&ifCDX K • tfJU'J V^bn"^ kf'J 

A (mepan i pyr im) N tf ') V—JU(pyr imethan i L)% V^fuV—JU(cyprod i n i 

L)0ct 9 &T7 — 'J J tf 'J $ h 'J (triad imefon), tf 

•xJU'S7 y — JU(bi tertanoL)% h 'J 7JU$ V—JU(trif LumizoLe)% ^ hUtV 

—JU(metoconazo Le)% 7°P tf^li~ SJ — JU(propiconazoLe)N ^ > P V—JU(p 

enconazo Le)% 7 JU:> ̂  V—JU(f Lus i Lazo Le)% $^P $ ~JU(myc Lobutan i L 

)N :>7°P P^-SJ — JU(cyproconazoLe)% -x7"PV—JU(tebuconazoLe)% ^ 

^•"tP ~ysJ—JU(hexaconazoLe)N 7°P 7 P ̂ X(prochLoraz)% i>p<P^-x/— 

JU(simeconazoLe)® ct 9 &T7 V—JU^bn"^ J ^ K (quinomethi 

onate)® J; 9 ^r"t "J ^^'fb'n^N V >^7"(maneb)% 7"(zi neb)N 

7 > P-tz 7"(mancozeb)% ') t) — — K (poLycarbamate)% 7°P tf %-Z?(pro 

pineb)CDcfc 9 — h^-fbnl^k h7i >#;U7"(diethofe 

ncarb)©ct 9 47I-J1/A-A7- h^bn^ 7 P P 7 P— JUCchLorothaL 

oniL)% ^r> Kiz>(quintozene)®ct 9 ^ J $ JU(benom 

yL)% 7 y K ^ ^JUtthiophanate-methyL)% # — ̂ >7'S/A(carbend 

azoLe)® cfc 9 $ 7"x/—JU^bni^k ^ 7 ̂ ^"vJUtmetaLaxyL), ^ 

^rHt'V^ri>>'U(oxadixyL)N 7 ̂ iz (ofurase)N ^^^^"vJUtbenaLaxyLX 

7 77^ri>>'U(furaLaxyL)% :> 7°P 7 ̂  >(cyprofuram)®ct 9^7x-Jb7$ 

K^'fb'n^N V0 P 7JUT7— K(dichLof Luanid)®ct 9 &XJU7 x. >I|^'fb'n 

TKIUbil—$5](copper hydroxide)^ ') >$5](oxine-copper)CD 

ct 9 &il^'fb'n!t:#k t: KP^r:>^f 7^rHtx/—JU(hydroxyisoxazoLe)CDcfc 9 & 

-Y V^r"tV—JU^bn"^ ^iz51>'U7'>'U$ — "7 A(fosetyL-aLuminium)% hJU 

7 P *X - ^Kto Lc Lofos-methy L) GO9 'J * 7° 7 

>(captan)N # 7°7*J\ —JU(captafoL)% 7 K (foLpet)CDcfc 9&N — 

/\P>fy 7°P:>$ K>(procymidone)N -i^uV^y 

(iprodione)N tf>7 P V'J >(vinchLozoLin)CDcfc 9 

'fb'n^N 7JU K JU(f LutoLani L)% 7°P— JU(meproni L)% 7 ̂  ̂  h bfJl/( 
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furamepyr)N K(thif Luzamide)% 'J K(boscaL id)N ^ 

^ K(penthiopyrad)®ct 9 ?£t) — 'J K^-fbc^k 7x>7°P 

tf^EJUy (fenpropimorph)N VK ̂ 1/7 (dimethomorph)0<£ 9 TI" 'J 

V^bni^k TKIHb K 'J 7 x ~;UXX(fenthin hydroxide), Ml h'J 7 x 

-;UXX(fenthin acetate)®& 9 ft^XX^Mb^^ 7JU:^^ 7-M 

f Ludioxoni L)% 7 x > \f.O P — JU(fenpicLoni L)CDcfc 9 /V tfP—JU^-fb 

"n^N -^CCffe K 'J ^ SJ—;U(tricyclazole)N tfP • > (pyroqu i Lon)% 

K(carpropamid)% VO Ui/^ v K (d i c Locymet)% 7x7+ti 

JU(fenoxaniL)% 7"t;7^f K(fthaL ide)N A(f Luazinam)N 

V—JU(cymoxan i [)s K 'J ^ 'J > (t r i for i ne)N tf 'J 7 x J v 0 X (pyr i fenox) 

% 7 x^- 'J ^EJUtfenar imoL)% 7 x >7°P >(fenpropidin)N ^yW 
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ft if ttTHS £ i: tf So 

[0218] R2CD/\p^>'fb!t:#k MMft, JiX'rJl't LTtis 

F\ K\ F\ 0,0' -TJU^rJU 

TfcZfciJ K\ K 

, ^JklOItxX^Jk ^JklfxjUtxX^Jk *sT J ^=7 4 K&if£ffll^ 

sc^tf-e^so 

[0219] L<^ y7fMJbA7$ H\ S^^U;7 

-tz K4if®7$ KII, Tiz h-h 'JJU&if^x K 'J Mis 

Kftif©7JklN^:> i/ifJU-rik rh7kKP77> 

&if£>x-^jmN Mtx^Jk Mty^u&ifcftxxT^u^ ^<>-tz>, 

hJUxy&if^^j^bTRlil^ p<^y-;k x^y-jk 7° 

pAy-juftifawup-MI, ^-tzhx p<fjufjk^ K v&ifco^ K 

^7°^X >&if0^Jffi^J^b7KII^ ^PPP< 
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Oy, 0 nn^yify, ^ p p^>iz>&£f(£>/\p^>j^ 

-fb7K^Is £ <>: tf 

"?'$•?) tf\ 'yif JH-xJk 7^ K ^ t: KP 7 ̂  — 

S £ tiffc S IA\> 
[0220] ISitUli, m&TKSUb^ K 'J ^Aft 

£(D7)\st> 'J &S*fiHb$k 'J h 'J 0 

TKII-fb^ 'J TKII-fb^- K 'J ^ Ati.E(D7)\/-h 'J &JSzKi&fb$Zk K 'J xf 

JU:P$ >&<>:©if§3|&:p$ 4-y p< T7 $ y tf 'j Vyt£.£ 

[0221] %tc, (Vb) X-R3R4[R3% R4&±§Elb^it (I) T'AE! 

U, XttMP^yjj^F^-r]^ R2-NH2[R2tt±§E<b^ 

^ (i) -e^ft^tiTi^EP^lwi i;]-eH3ti£lb£^^ i^S#^b3;/c 

tm#£ c £ t T?$ £0 

[0222] L<^ K\ ^^JUT7 

-tz KT7^ K&ifOj7^ T7iz h — K ') )^t(D- K 'J 

;U/1"N^ri> Klls i/lfJU-rik rh7t KP77> 

Mtx^Jk 'O-tzX 

**y—Jk x^;-jk 7° 

pAy-ju&^awuzi-jUlI, ^-tzhx ^fjbxf^h>^^©^h 

^*vy, ̂ y°$>y, JOOy&£(DmjfiJ&0z{k7km$Ms ^PPP< 

^>N ^PP/INJUA, ^pp^o-tfx pp^y-tfy^ii^/Np/fy^ 

-fbTK^Is 7K&£,©;#£g£lffllIS fc&2aiIJ^±fI<^t>t*Tffli^-g> £ <>: tf 

-e$£tf\ 71z K- K lUU^ KP7^>ft,>:£jEiN£££tf&f3; L 

[0223] ^g#£T-ej^£*T9iIl^ ISitUli, m&TKSUb^ K 'J ^Aft 

£(D7)\st> 'J #jl7KSlMk 'J K 'J £A&£©^®S^ 

TKII-fb^ 'J "7 A, TKII-fb^- K 'J 0 At^E(D7)\y~h 'J ^STKIt-fb^ K 'J xf 

JU:P$ >&£:©if§3|&:p$ 4-y,p<51>'U77$ y £°>J vyt££ 



(oi) £#q>a>&' (S) [6220] 

Mi Oo 
08-09 v~£»mma,0t7~02 vsa#3:2£yaa00z~0^!s [8220] 

°^n H - H 

zvz sa#:?2v^&x^&^wTrmwtzw-j-zmwLi^mmcDp 
&M^WiyW<£o\/Q)p$ts:£\.s:wn • Of* ^<$-<wnn 0 Vvwa 
no v<£*•• 0a ^nwimmmmcDpn^oot vt^s, K<A 
^N/ VM|< H -CrCDPfK H -4ir^xir^ V<H3-^ vM|ir-i=irz0^^ 
ir-^/m^ vir-^£x vir-^£^ 

v<.3-<v l^^rxQj^f/ir^ISS vir^x|i^i vHir^ 
-x0(?y^^^Q,rjq^^ vir^-xir^x^ VHM/^ipir*©;?# 
,H <^-ji"irxir^>^ vijhrfi H -copn^U H -H 3-^ VM!H s^<2>;?# 

2 #£§>n [^220] 
0<2 $ :? 2 £\ia 3a U ^ £ 4 j£3S^M?1¥ ̂ MIs 

(DPti^c* UT\ r 'ZtLM+ta-p v<^fi0q VMI< >zir 
^x rn n WJLCDPWO n H -Aqm>£ Vv^ r, %imy-

vmii^f0^^vc. r. s +%m&v0 n vmg "mimwwwh VKJICDP 
worH+imw&"zw ^ixn^gm 

[ni^?®l?^iu?i^i (1) ^q>2!T?i2y'-|va>4^] [9330] 

C^D ey 
JV^N^,JV 

[9iq>] [9220] 
°<2£Q-&P 

±if<£a\/:m]xzHQJV vi1(^q}£^£^a[n 
(1) ^#q>2lT?l2y]'HN2y ^PiG^qj-sn^^i (qi) £#q\CD%: (17) [17220] 

0<% $ a# ̂  2 <2 3m< x (\ T\ % 4.^3WMMn-i £ ^mmco 

ZSe690/TI02df/X3d 99 lL96im\0l OAV 
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[0230] Dfb17] 

X* Ar^NR3R4 

R2 Clc) 

[0231] [dd-eRHiC1 Ar, R2, R3, R4&±lElb^it (I) 

IJ] 

(via) -ea^ti^b^uc, R2[R2&±§sfc^ (D x-Mmz 
D]ax j\n>fy\YM, MTktk x*7\H/#<!f£\ 

W2##£T-CJ5JS&3 tm#& d ^ -e $ 30 

[0232] [<fb18] 

l' 
Af'^N 

H (Via) 

[0233] [Cd-eRHiCI ̂ 6yjU^rJUm*^Ls Ar, R3, R4&±§^b#it (I) 
T iN -2> t. in u ] 

R20/\p>fy\\Ms MTM^K iXril/HT&, t>)\srfyK\ tl 

JU^TJU^rJU^^rSy/s^^ S\ TJU^XJU/X^ ̂  R\ 0,0' -TJls^JlsfcZfc 

XfJk mZ-tiT-tz^JIsOWJ 

K\ ^pp^iix^Jk ^vx^-i^nn; Onn]j yBVni^ju 
s liTk MJ 7JU:?|-pfF@£N IA\ 

[0234] i£g#£-F-e£f&£fT-5ii^ &g£UTfc^ mtfTkfSHbf- K 'J 0 Aft 

t(D7)it> v&m&mityii, m%±> u OA^m&i- K U 
TKI%ib± 'J OA, h 'J 'J^JSTRIt-fb^ S U xf 
JUT7^ yftEomsmm y%M. t°'jvy, 4-V^^JUT^ J t? u yyt&z 
0S /c ^ t Z> k? U $/ >m * ^ t? $ £ o 

[0235] JgjfcfJ, L < 

MTLlSV/^JUTisJUAT^ \±\ V?(^JUTiz h7$ K 

7-tz Kx h 'JJU&ifcDx K 'J MM. V* ̂ JUXJIsfc^V K 
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ftif(DX)\sfc*i/ Klls i/ifJU-rik f h7t: KP77>^^©X-

^MMs WW.?3-)\sftiiCDJL7,^MI, 'O-tzX 

h;ux>&£0^:§^j^t7.KSills **y-Jk x^;-jk 7°pAy-ju 

:P-tzh:A h>II, ^ 

+t>s ^7°0>s ?rOOyftifCDmBt%wz\kTKH^ y?pp**x <?P 

P/1N;UAN ^pp^>-tf>, VO p p^>-tz>&,>:©/\p>f>j^'fb7K^Is 

7.K& 1 ffiUS tc m ̂  Z> Z t ifX $ Z> if, 

K\ ^-tz h-K 'JM Ji-^MMs ^^PP^X 0 

n n ft){,Aft £if IA\> 

[0236] ®^-80~100°C-etT9 20~50°C0|5H-etT9 c 

tifft % IA\> 

[0237] (Ic) T'll3ft^tl^)©R2tf, J: 

3ftT^Tt<U^1~6:PJU^JU;kJk1^,iUg--efe£<>:3\ (Via) 

£lbl^K^ R2'-C00H[CC-eR2' &N /\P^Jl^tC<£ <<J tlT^Tt 

<£i\ci~6:p,iu^,iug]-eli3ti£tui/tfym^s Mis^y^T'esj^ 

i±xm&zt^x^&0 

[0238] ^TKIS^IJ^ WO )lt>llttV-1 $ K\ 1-x^;i/-3- (3-

y 7°P tfJU) < K±mli^ftifCOtjJU^sV^ < K^-fb 

s ft if % m t N £ z t if x $ & o 

[0239] Ztifftt L < ^ ®J K 

, Vt^JlsTIz hT< Fftif(DT< \*m> Tiz K-K 'J)lsftif(D=. K 'J MM 

s is f- ^JUXJlsTfr^V K& if CO XJlsTfc^V KUN •yxfjl/X-rJk T~ K ^ 

k KP77>^^©x-f)Hl Mtx^Jk 

% /^y-tzx hJUxy&^^g^j^tTKSl^ 7-\z\*y, *3-

jL/xfjb^ KyftifcDO~ K^zfoy, xooyftif&Mt 

^^bTK^ls ^^PP^X o PP/1NJUAN ^pp^>-tf>, y^pp 

^ > -tz > ft if CD J\ P fym'fbTK^II^ 1 tc &2aiIJ^±fI<^-n t>t!:T 

y^ppy^v, o an*)}, A ft if t if ft 
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£ IA\> 
[0240] JSJfcfciU ®^-80~100°C-etT9 20~50°C0|5H-etT9 

SfS IA\> 

[0241] (Ic) X^1$nZ>ikt;ty}(DR21fV7 (IVa) T?^3*l£fb 

[0242] S/^yMbtffili: LTte, -f n^VT>s a-K*>7X 1->7y^$yy 

—Jk 1-5/7; ̂ <>x/ K 'J 7 V—Jk it#U MM^>-tz>7JklN-,/k>:P 

[0243] ikSt LTI&* m&TKSUb^ h 'J 0 Aft 

t'(D7jut> VsMTkmikWis mtt> <j K <J oAfttomm, 
K <J OAfttTJIst) K <J Ji3LJ\sT<>ft£:(DM 317 

$ >m, tf 'J V X J bf'J V > ft ^©11, £ tc tf 

[0244] tMt L< te&itizmw 

ftt(D7^ \*m> 7-tz K— K 'JJl^ftt'O)- K 'J JUlI, K 

&£:(£>7JklN^r:> KIIS i/ifJU-rik f h7t: KP77>^^©X-

7^HI\ Mtx^Jk 'O-tzX 
KJlsJi>ft£:(D%mjfcjMlt,7kMMs *9J—)W xyy-;k 7°P^y->iU 

^-tzhx h>!I, ^ 

+f>, ^?$ys ^0 0 yftt(DmB^it7Km^ vouu^oy. On 
• /1N;UAN 0 ••'O-tzX VO • • ̂>^>&£,©/\p^>j^'fb7K^is 

TK& 1 tc m ̂  & z t if-e $ £ 
i/ifjU-rik 7^ t y^pp;^> 

[0245] ®^0~100°C-etT9 rCT:->7 7 itUMZlNTL, 

< y £20~50^j£K^31*.5 Ll\ 
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[0246] (Via) (vn) -e^-ztizib-smz, 

[0247] Dfb19] 

o 

Ac RT (VII) 

[0248] [RHi±§EtCHD D] 

II#£~K H2N-R3R4[R3N R4tt±§E<b^iS (I) 

tiTi^EP^n$>£JFM3t±tc<D%, m 

[0249] ?SL<, mm*** 

(D^WL7J^—J^S VOUU^Oy, 0 • P3fcJl/A#£ffll,N £>©#$?£ L 

7-tz K-K 

[0250] mmm^y-tz>;uu*>ii, MI 

[0251 ] J- K 'J 0 A/1?P t K 'J K\ ± K 'J 7 A*> 7 7 /1?P t K 'J K\ 

K 'J 7 A h 'J 7-tz h^tf'P t K'J K'J 

[0252] S/cti, M7UJ5J£U^ 

o S#N P^'^A, 

®^20°C^^100°C0l5H-etT9 ZttfZ'Z&o 

[0253] (6) )X(D{b^it (Id) T^Stl^b^ZlfciU 

[0254] [<fb20] 

Ar" 
I 

R? 

-R3. A s s 
*2 (Id) 

[0255] [Ar, R2N R3, R8&±§Elb^it (I) U] 

;£itj( (Journal of Medicinal Chemistry 1999, 42(12), 2227-2234 

) (vni) -eH3tizit&mz, ±^S 
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R8-XT-^ft£lbi=rMR8&±§Elb^ (I) -e^«^ 

tiTi^EP^HD 

ifVZZ o 
[0256] [<fb21] 

Ar^Nys 
NH (VIII) 

[0257] [Artt±§B<b^5fc (I) U] 

iHS£: L"0^ 7kMit± K 'J 0 AftE(07)\yt 'J ^M7kMitty, mMt'J 

^Mftt(OwM.^ 7kM.itt> 'J 7 A, 7kM.iki~ K 'J 0Aftt(07)\/ 

t 'J ^STKIt-fb^ 0 Aft £(D£mM.ikty, K 'J xf 
y tf'j */yt££<D 

t >j o At 

-7>b- Ll\c 

[0258] tMt L< uKmzsm 
mtf^^U/I^UA:/7^ K\ V^^)\y7iz K 

ft£(D7$ \*m> 7iz K— K 'JJl^ftt'O)- K 'J ^p< K 

KIIS i/ifJU-rik f h7b KP77>^^©X-

7^HI\ 'O-tzX 

KJlsJi>ft£:(D%mjfcjMit,7km$Ms *9J—)W x^;-jk 7°pAy-JU 

ft^'OWUP-JU^ ^-tzhX ^f;kxf^ h>!I, ^ 

+f>, ^7°^X ?rOOyft£mmBt%wz\kTKH^ ^PP^X <?P 

P/1N;UAN ^pp^>-tz>, P p^>-tz>^(>:,®/\p>f>^'fb7K^Is 

TK&<>:©;#£££ 1 tcm^Z> Z t ifT?$ Z>if, 

T h7b KP77yftE^—7^>'U*I^:ffll>''i) Zl £:S Ll\ 

[0259] ®^-80~100°C-etT9 Ztif-Z^Zif, 20~50°CetT9 d £:ifft 

% IA\> 

[0260] <b^(Ie)-e^3*l£<b^$]fciu 
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[0261] [<fb22] 

ArYNfyY 
Ri NN.R4e T 

o (le) 

[0262] Ar, RK Y% R4e0£«&fu$(>: |W| D] 

(IX) -ZmZtl&ikSWQts ArCH (R1 )X[Ar% R1 (Dfemtem&t H 

U, X^/\P>f>S/ctiOTs, 

~K ti tc *e J5J&3 tt & Z t T?f# £ Z t ifT? $ £ o 

[0263] [<fb23] 

HN.JJ 
T 
NV^,R4E 

° (IX) 

[0264] [i^ Y% R4e0^«tifu^,>:|W|i;] 

ISitLTIi, m&TKSUb^ K 'J OAft 

£(D7)\st> 'J &S*fiHb$k 'J K 'J 

TKII-fb^ 'J 7 A, TKII-fb^- K 'J 0 AftE(D7 )Uti 'J &JSzKi&fb$Zk K 'J xf 

>$Ms t°'jv>s y t°'j Vyftto 

mmm s /c & M^S £ # t £ tf u y s ̂  £ c £ # •t? $ £ „ 
[0265] li§It L < te&itizmw zttf-ct*. 

&£<D7$ KII, 7-tz K— K 'J = h 'J Jl/^L *>*p< K 

KIIS i/xfJbx-rJk f h7b KP77>^^©X-

7^HI\ Mtx^Jk I% 

hJUxy&^^g^j^tTKSi^ **y-Jk x^;-jk 7°p^y-,iu 

, -f 7 7°P t°JU7JU=l-JUfti:(D7JU=l-MMs 7izh>s 

Vyft£(D>T h>II, ^7°^X lrOOy-&£mmBt%WZ\k7KH 
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Ms Ouu *JUAN o nn^yiiy, VO nn^yifyft 

lTiz K— K IA\> 

[0266] ®^0~200°C-etT9 20~40°C-e^^iPx, 60-80 

CI Ll\ 

[0267] (ix) umzn&iktrmz, (ixa) -en^ti^bi^ 

^ R4e-C(=0)X% R4e-C(=0)OC(=0)R4e% R4eC(=0)0R' [Xtt/\P>f>^J/: 

teOTs, 0Ms=f% R' &C]~C67J\SJCJ\S&%£LS R4e®£«&fu$,>: II l;]^--e 

zttf-ezzo 
[0268] [<fb24] 

[0269] [it^Y(£>£#&fu^£|W| [J] 

ISitLTIi, 7kMik± h 'J ^ A 

'J &S*fiHb$k mtt 'J K 'J 

s TKIt-fb^ 'J ^7 A, TKII-fb^- K 'J ^7 'J ^STKIt-fb^ K 'J x 

4-y,p<51>'U77$ y £°<J */yft 

z(Dmmm, £tctew.&&zGt2>¥i)v>Mzm^2>z.£tf-cz2>o 
[0270] tMt L< te&itizmw 

o 0!la.^ VK\ K77 

$ 7-tz K— K 'J )\yftt(D- K 'J JUlI, ^p< 

:> K&£:(£>7JklN^r:> KIIS i/ifJU-rik x- K^t; KP 7^ >&£'(£> 

'O-tzX ^:>b 

>N hJUxy&^^g^j^tTKSi^ **y-Jk x^;-jk 7°p^y 

-ibfti;©7J^-iH, ^-tzhx K>II, 

^7°^X ^PPP^X 
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OnnftiiA, o nn^yify, VO • p^>iz>&£,©/\p^>j^'fb7K^ 

U, 7K ft £'©;#£££ Iffill 3; d tif-^^^> 

if, K\ 7iz K-K 'J M x-^ju|IN VOuutOy 

% OUU^)\yAftE^^^>ZiiifUt. IA\> 

[0271] JSJfcfciU ®^-80~100°C-etT9 Ztif-Z^, 20~50°C0l5H-etT9 Ztif 

IA\> 

[0272] ±§BJ5J&5S (IX) (IXa) 

\ R4e-COOH[R4e-0^«tifu^,>:|W| J&TKISI^ 

[0273] WO $ K\ 1-X^JU-3- (3-

y 7°P tfJU) $ K±ml%ikftif(Dt>Jl'tfV-1 $ K^-fb 

£• ty} ft if £ m l N £ z ii if T? $ £ o 

[0274] ik&fefcT-ZKl&tkfiomSs Ik&tLT&s m%±) >) 0 A*?®i 

m.w)OAftE(Djmt^ v)^)\y7^yftE(Dmsm.7^y^ tf>j 
vy, J tf'j Vyftifomw.^ £fzizw&&%Gtztf,J 
V y'^m o 

[0275] Ztifftt L < ^ 0!J fJb/tWbA7$ K 

, ^^JU^-tz Fftif(D7$ 7iz K— K 'J )\yftif(D — K 'J JUlI 

% i/^ ^JUXJlsTfr^V K& if CO XJlsTfc^V KIIN i/xfjl/x--xJk 7^ K ^ 

L KP7^>&£:©x-^,/u|IN Mtx^Jk Mty^JU&^cDxx^julI 

% KJU^yftif(D%mmiMib7kmm, 7-tzhy, *3-
jL/xfjb^ Kyftif(D0~ K^zfoy, ̂ooyftifomB 

^^b7K^Is $/?PP**X 0 PP/1NJUAN ^pp^>-tz>, y^pp 

^ > -tz > ft if(D /\ P fym'fbTK^II^ 1 &2aiIJ^±fI<^-n t>t!:T 

y^ppy^X 0 P n ft )\s Aft if %m^Z>(Dif ft 3. 

IA\> 
[0276] ®^-80~100°C-etT9 20~50°C0|5H-etT9 

IA\> 
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[0277] ±§Eit (le) -Z^tlZ)itSty}te, M(Dit^ (IXb) ^iStl^itSty]^ 

tcttt(Dmzs R4e-C(=0)X% R4e-C(=0)0C(=0)R4e, R4e-C(=0)0R' [X&/\P>f 

yJWsTs R' &C1~C67Jl/*Jl/g£^U R4e®£«&fu$£|W] l;]^--ell3tl 

1fX'^& o 

[0278] [<fb25] 

NH (Kb) 

[0279] [sfct^ Ar, RU YO^IS&fu^|W| U] 

ISitLTIi, TKHlb^h'J^A 

ft£(D7)\stl 'J &S*fiHb$k 'J h 'J 

s TKIt-fb^ 'J OA, TKII-fb^- K 'J 0 AftE(D7 )\y~h 'J &JSzKi&fb$Zk h 'J x 

4-y,p<51>'U77$ y £°<J vy& 

E<Dmmm, £tctew.&&zGt2>¥i)v>Mzm^2>z.£tf-cz2>o 
[0280] li§It L < 

o 0!la.^ V ^^-)1^)IA7^. K\ K77 

$ KII, 7-tz K— K K >J )\,m. + 

:> K&£:(£>7JklN^r:> KII, i/ifJU-rik 7^ K^t; KP 7^ >&£'(£> 

X-^JU|IN Mtx^Jk 'O-tzX ^:>b 

>N \-)\sJiyft£(D%mWi0zib7kM%, *9J—)\,s x^y-jk 7°p^y 

^-tzhX ^f)bxf)^ h>II, 

^*y-y, ^zf$y, ^ooyftt(DmB^it7km^ vouutoy, 
Onu-foiiA, ^pp^o-tfx VO P w<y-£yt££(DJ\n>fywzib7kWi 

u, 7kKt(D]m%%nm%:£tcte2mMu±$&frSfoj£Tm^z>ztif-T:-xzz> 
if, Vy-^JlfcJlAT^ K\ 7iz h- K 'JJk x-^;u|I% VOuutOy 

[0281] ®^-80~100°C-etT9 Ztlf-Z^, 20~50°C0|5H-etT9 
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IA\> 

[0282] ±§EJ5J^it (le) (IXb) l&it&Mlt 

tctetOllkts R4e-C00H[R4e®£«&fu$£|lD 

[0283] WO $ K\ 1-X^JU-3- (3-

y 7°P tfJU) $ K±ml%ikft£:(Dt>Jl'tfV-1 $ K^-fb 

£• % ft £ £ m I'' £ z t ifT? $ £ o 

[0284] ik&fefcT-ZKl&tkfiomSs Ik&tLT&s 

m.w)OAftE(Djmt^ v)^)\y7^yftE(Dmsm.7^y^ tf>j 
vy, J bf'j vyfttomm^ £fzizw&&%Gtze,J 
V y'^m o 

[0285] Ztifftt L < ^ 0!J fJb/tWbA7$ K 

, ^^JU^-tz \^ftt(D7^ \*m> 71z h- h 'JMif<D- K lUHI 

% K&£f©TJU^N^'V K*IN i/XfJl/X--xJk 7^ K ^ 

t KP7^>^^©x-^;HI% Mtx^Jk 

% ^y-tfx hJUJ:yft£:(D%mjfclMik7kmm, 7-tzhX *?-
jL/xfjb^ Kyft£(D0~ K^zfoy, ̂ooyfttomB 
^^b7K^Is ^^PP^X ^PP/tWbA, ^pp^o-tfx vo PP 

^ > -tz > ft E(D J\ P fym\\L 1 /c ti2aiIJ^±II^-n tittT 

^Z>Ztif7i-xZZ>if, VOuutOy, 0 P Ufr)\sAft£%:^Z)(DifU3L 

IA\> 

[0286] ®^-80~100°C-etT9 20~50°C0l5H-etT9 Ztif 

IA\> 

[0287] ±§E (IXb) umzn&iksmz, tu^© (IXa) -zmztl&ikswats ArC 

H(R1 )X[Ar% RK X0£«&fu$,>: m U]^^ t £, 

tc &##ftT T?J5Jfc 3 tt £ d £ T?f# £ Z t if T? $ £ o 

[0288] ^g#£T-ej^£*T9iIl^ ISitLTIi, TKHlb^h'J^A 
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, TKIt-fb^ 'J OA, TKI %iki~ K 'J 0 Ate ¥0)7)1, Jo 'J &JSzKi&fb$Zk K 'J x 

£°<JV>S 4-*/*? JUTS J t°'J *jyt& 

[0289] li§It L < te&lfcizmw Z £tf-C$Z 

o $1*.^ V ^^-)l^)lA7S K\ K77 

$ 7-tz h- K K >J )\,m. + 

:> K&£:(£>7JklN^r:> KIIS i/ifJU-rik 7^ K^t; KP 7^ >&£'(£> 

X-^JU|IN Mtx^Jk 'O-tzX ^:>b 

>N h)\s±ytet(Dji5mWi0zik7kM%, *9J—)\,s x^y-jk 7°p^y 

-Jbfti;©7Jl/P-iH, ^-tzhX ^f^xf;^ h >11, 

^*y-y, ^7°^x ytet(DmB^it7km^ vouu^oy, 
^pp/twbA, ^pp^>-tz>, VO P w<y-£yt££(DJ\n>fywz\k7kWi 

7K ft £'©;#£££ Iffill 3; fc&2ffl|IJ^±£I<^;b-&Tffl^£ d tifTi^S 

if, K\ 7-tz h- K 'JM Ji-^MMs VOuu^Oy 

% OUU^)\yAteE^^^>ZtifUt. IA\> 

[0290] ®^-80~100°C-etT9 Ztif-Z^, 20~50°C 0150-^9 d £:if 

IA\> 

[0291] lb^it(IXa)T^3tl£lbl=r^fr(IX) (le) £l§rJ$t £*Il=r 

, fe£l^b^it(IXa)T^3tl£lbl^fr^ (IXb) (le) ££-

(ix) fe^wiaxb^ixua^-r; 
3\ £tc(IXa)fr£> (le) 

^1»J 
[0292] 

tcf y PJ1 £ tl £ t © T? & ft 

[0293] #MI1 : 2-^PP-5-[N-(2-y^JU^Thx^JU)]7$y y^JUb°Uy> (\Y, 

^23) 

2- p< -x^JUT7 $ >3. 0g(33mmoL) ^kl^l/AT7 $ K25 
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mUCjgfrU 2-0 • • -5-0 • • * tf 'J V >5. 3g(33mmo L)% 

K 'J ^A(60%)1.6g(IEP*950mg,40mmol)0jlitCjP;u 70°C?'90ft Lfc0 R 

jfcfc%0°ctc;^i;pu Jk^miZ'PwTiljnzrKifcZ^j u vonny-o 

>^50mL-e2Hiaai Ltc0 VOUU^O A-e$£'Jt^ 

jflsU 5/ 'J AyW7A^ PV h^77 -r - (^^V : Mlx^Jkl :1 
—;u=i: 19—*• J 

-JU= 1 : 10) -elti^L/co JRM4.6g(JR$64X) 

[0294] ^11 : 2-0 UU- 5 -[N-VTy J 

7" P "E */ 7 y 123mg (1. 16mmo L) IZ $t 7.K V X )U X - f-)U4m L £ Jp A s 0°C IZ )% 

iPL/co ZtllZs I^i/Xfjl/X-7^U3mUC;#$? Ltc2~0 P P-5-[N-(2-p< 

^JU^X^jU)]:/7^ y y>(#^lj 1 ) (250mg; 1. 16mmo L)% Ml 

-f K 'J 0 A95mg(1.16mmo L) CDjIitCjP;^ 1ST-W$k ft Ltca Jx£t\/S^1%7.|<. 

Mit± h 'J £A^§$^10mL£JpAT10$FaiS#U yx^JUx-^JUMml 

^iP^T^L/co ^xfJbx-fJH^: 7K^10mLN 1%±^I|. ^ 10m L <75jHM-e>$t 

»Wv^t^>^7A-e|g'J:#L, MJ±)IlsL/co JRM209mg(JR$75X). 

[0295] l5-J5^l|2 : 2-^ PP-5-[N-/-t-NjU$JU-N-(2-y ^JU^7hx^JU)]7$ 7 

y^ub°uy> (Jh^»l2 9) 

2-<? P P-5-[N-(2-p< 3-)\s?-^) x^JU] 7 $ y P< tf 'J V > (##®J 1)13 

2mg(0. 61mmoL) tCN ^rllx^JHOmL^JP;^ 30#P^ll/jit L/c0 JxJ^^^rlll/mUc: 

IL/c©^ U VJ t)?Jl>t)^ A^P?h^77< -

:M|xf^=7:3^1:1) LT @JRMl59mg(JR$81 

%)o 

[0296] Sf&m3 : 2-^7PP-5-[N- K U 7>>U;fr P Thills-N-X51;U]7$ y ^ 

^Ubf'jy'y (Jb^#i2 1) 

te7X h ij 7P^PMI(140mg;0. 67mmoL)^5mL®te7X5;/7ppp<^>^;#^ 

US2009306041 tC§Ei6<OT;£"e"£-J5£ L/cifJl/-(2- ̂ PP-5-

tf'J ^^U) 7$ >(120mg;070mmoL) £: K 'J X-^JUT7^ > (101 mg; 1 mmoL 
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) ^5mL©te7_K^/7 P P ^ ̂  L/c;§}t^s ^iTL/c0 }g 

Ltc<£, K 'J OAykim, 

TKS 1 %±M@ts -3-3VT7K0IHI !$"£;£;£ Lv7'^v^A"Clfc'JiL/cQ 

JRM107mg (J»78%)0 

[0297] £-MI4 : 2-7 • • -5-(N--> T J - N- 2 - -f V 7°P kfJl/) T $ 7 ̂  ̂ Jly 

tf'JVy 5) 

2 — 7 P P — 5 — T7 $ 7 x-^JU tf 'J y >50mg(0. 26mmoL) tC/'iz K >2mL% p< 

0 J — K 'J 7 A43mg(0. 52mmoL) ^ 

MWLtco $^T7.K^'fb*7^:>- h 'J 7 A30mg(0.78mmoL)^JPxN 1 

^ixsTLcyu-K-eit^L 
% 2-7PP-5-[N- ( 2 — V 7°P tfJUT7 $7^ ̂ ~)\y) ] kf'J 

o J|XMl7mg(JM36%) 

t#^tl/c2-^PP-5-[N- ( 2 — V 7°P tfJUT7 $7^ ̂ ~)\y) ]t°'jV> 

57mg£ffil\Ts 'nJ$$]'ltZ53M(£>Jj}£~£'Bffl!l%]fi<1§lbtlfc0 J|Xil54nig (J|X^4 

7%) o 

[0298] -£-J5£^I|5 : 2 - 7 P P -5-fN-j/T J-N-(2-7°PAJU^'>)U)]7$ J * 1-

jub°uy> UK^142) 

2 -7 pp-5-7$ 7 x^JUtf'J ̂ >1.50g(10. 6mmoI) 

JUA;7^ K10mLtC;#75)N LN 7kMiti~ K 'J 7 A(60%)486mg(IEP^292mg, 12. 7mmoL 

), 7°P/^Udr>'U7"P $ K1.25g(10.6mmoL)®Jli^JPxN 70°Ce 3 L 

tco 7X;&^ < UiP^_-rU. M£x^ju-e 

ffldiL/co £^7K^Jt^7"^ v 7 AL, v 'J ±J^ 

J^7A^P7h^77^ - >: ̂ 11x^^=1:1) "CiltiSl LT2-•? 

P P-5-[N-(2-7°P/^U^r>'U)]77$ 7 ^^v/Ubf'J i|XM892mg( 

J]X^47%) 

t#^tl/c2-7 PP—5—[N—(2—7°P/^Udr>'U)]77$ J j^JUtf'J ̂ >60mg 

ttm^Ts smn^zim^^^m^ifmbtitco j]XM20mg (JIX»% 
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) o 

[0299] £-j5£fil|6 : 2-0 • P-5-[N-:> 7 J -N-(Q-Q • p-3-bf U V)\s* 51;U)]7$ J * 

=S-)\,\ZVVy 7) 

Q~0 • n-3-0 • P^Jl/fcf'J y>(648mg,4mmoL),50%77>;E — 0Ai/7 — 

K7K/#/S(100mg), 'J 0 A(590mg, 5mmoL)^:77iz K — K 'J JU(20ml) 

U 400|^Jp^M)tL/co f!&0t;Jl}§U 

-Z'fcitc o J-Jlsfr £b$$m{btZ>ZtlZ£Vs @ 

o i]XM28mg 

1H—NMR(CDC 13, 8, ppm) : 4.17(4H,s),7.40(2H, d), 7. 68(2H, dd), 8. 31(2H, d) 

IR : 2207(CN) 

MS : m/z=293(M+H) 

[0300] 13-MI 7 : 4-0 • P-fN-S/ 7 J -H-(4-Q • •^<>y>)U)]7$ J * ̂ J^yii 

5) 

£•$0116 4-0 • U^y^JUO • 'J K1. 61 gcfc 

Zmfco i]XM450mg (JR$15%) 0 

1 H-NMR(CDC 13, 8, ppm) : 4.10(2H, s), 7. 23(2H, d), 7. 36(2H, d) 

MS : m/z=291(M+H) 

[0301] S&M8 : N-f1-(6-^ • •-3-b°U V )\s) 7 J JL^)\y7 $ Xfr.ft 

^1 8) 

6-0 UU-3-7-tz3LJls£°'J Vy(L03g,0.3mmot)t30%Ji^Jly7<y^O J 

—O.0ml)%:8ml(DO nn7$s)\sAlZM-\f, JI^L/CO 80|^^tC30%x 

^jis7<y*oJ-ji/^^imLiijpu 3e>ici20^ii^j£^i£#£aittfc 
o 01*6 £10m L ^ 7U 7K>PL/C0 lYM 

itfcOMl- K 'J OAdg)&'J>L^?l]Qz.s — BftMftLfco * 0 J 

U B)gZ7-tz K— K ft L/Co aai^^MEIIsL/co 7-tz K- K 

'J Jl/ttails£3 £ lZ2®my iLfdl gg*6£ ? p pL 

% 1% NaOHaq-e^&U 0 • • /lNJUA*@£|IH*KOH--e$£:)t Lfc0 0 PPJfcJl/ 

A£MJ±ra£ Us N-[1-(6-£ • • -3- tf 'J iyJU)Ji^JU]-N-Ji^JU7< >®#1 
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£/£$) (fefcj£££80%) t><790mgt# btltc0 

?#£*lfcN-[1-(6-? p p-3- tf 'J >®#I£j$^100 

mg£ffil\Ts J|Xil55nig (i|X^60 

%) 

1H—NMR(CDC 13, 8, ppm) : 1. 25(3H, t), 1. 66(3H,d),2. 91 (2H,m),4.14(1 H,q),7. 3 

7(1 H, d), 7. 73(1 H, dd), 8. 30(1 H, d) 

IR : 2211(CN) : 2206(CN) 

[0302] £-j5Efll|9 : 2-rN-(6-^aa-3-b0|jy>'U^51;U)->7±$ Klx^Jl/ * 51 

K u ^Thx— h {{tstyn 6) 
(Journal of Medicinal Chemistry 1999, 42(12), 2227) tcBB 

i6©^;i"e^J55cL/c(6-^PP-3-t°lJ^>'UP<5l>'U)-2-^$y-1,3-5l77x/lJ 

V y (228mg, 1mmo L) ^ 15m LCDx- K P 7 ̂  'J ^ A 

t-7>b-K(112mg,1mmoL)^JPx, 30#F^£-C£# =^bj^H(2 

28mg,3mmoL)^^L"f^iP^Ttf 1 BtP^Ji^^tt/co a^b^JU 

(142mg,1mmol)£;lSTU 20|^^L/co -tz^h£®LT;lI 

£U TillsL/Co (1:1, 

#Mtb) 'J P7 h 7 -f — tCofc yN 

@ £3M8£ L fco JRM1 30rng(41 %) 

1 H-NMR(CDC13, 5, ppm) : 2. 76(3H, s),3. 31(2H, t),3. 63(2H, t),4. 28(2H, s),7. 3 

8(1 H, d), 7. 73(1 H, dd), 8. 35(1 H, d) 

IR : 2211(CN) 

[0303] £-j5£fil|1 0 : 2 — 0 P P —5— fN— h U ~?)\/$ P TJUfrxjU-N-(2-7°P b° 

-)\s)A7SJ*3-)\s¥\)Vy (Jb£-#11 52) 

£•$0115 lC§E<6©£&"C?#£*lfc2-£ PP-5-[N-(2-:/P fcfxjl/)] j7 

$ J ^ 'v>104mg (0. 58mmoL) P P ̂  0 >10mUC>§$? Ls 

« K 'J 7;U^PX;U/1N>I|191 JU,L (1.16mmoL,326mg) £2H]a.T^"e 2 0$ 

mmWLtco fci&mzis<7nn*t>y%:1]\]7LTM£>s 1 %TKI£ 

{b^ h U 7A7K;§}ts 1 % ±M@t 7K;§}t © Jill T5 s A 
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I|x^;u=2 : 8) J]XM55mg (1R$3«) 

[0304] £-j5£fil|1 1 : 2-Q ••-5-[N-f>7 J-N-(W • 7°D 51;U)]7 $ 

y*^)\s\^)Vy (\ts% 1 1) 

tb$$$y<OT;£T^J5£L/cN-[ (6 -0 • • tf'J Vy- 3 -JJU) 

K30mg (0.18mmoL) £:M7.K D M F 3mUC>§$? L. JkMiki* K 'J 7 A (60 

%) 10mg (ZEP^6mg, 0. 26mmoL) %JPx.T^/mT 2 0L/c0 (^P 

Pp^JU) P7°P^>52Mg (0. 57mmo L) N 3 Ofcjj 'J 7 A5mg0jlitCjp 

XX, iSt2 O0|^Ji^L/co J5J»7^ 

j^$±u 1 ro^ii^Mix^^-e^u/co #&ji£ 1 %mtx)%mik 
, MJBIISU ^ETLC^-S (o. 
5mm7°b-K1^ : M£x^JU = 1 : 1 til) T?*I^LTg 

m^mtco i]XMl8mg (W45%) 

[0305] i^MII 2 : 2 - [N-(6-0 P P-3- b° U V)\s* ^JU) -> 7&$ K]x^JU 0 

— x— K ('fb'n^ 8 6) 

1N 2-t'T, ( X^>8.86g (24.0mmol) £$t7.K D M F 100m 

UZfeMLs 7K;^T-ej;b$^ij0^;i-e^L/cN-[ (6-<$7PPkf'jy>-3 
— -Y JU) ^ 51>'U]i>7'^"$ K2. 00g (12. 0mmoL) N NaH (6 0%) 500mg (IEP^3 

00mg, 13. 2mmoL) N K I 44mg0jli^ Jp^T, iSt' 8 0 L tcQ 

1£s 0°CT* 0 J -)\s%'PLt'3~h\\7L, ^l^K^APxTJSJ^^L/co d 

s MJ±)Ils U *> lJ tl?)\stl^AO P V K <? 

77^" (^^rHt> : M|X51>'U= 2 : 8^6 : 4) "e^L/co 

#fr7^7:> a y%M&>T)m$fcLtct Z 5s DMF^lotl^c/c^ '>M 

©MIx^JU^iPxTs 1 %±^I|-e2[g]}$t}#^N M7KWv^t^>7A"e|g!):# 

s MJBl!lit-£££KJ:c>TDMF£|&$N 2 — [N — (6 — 7 P P-3-tf 'J i/)\s 

^^)\y)^y±S K]X^>»U 4-^JU^V-tzyTJU**-h ('fb'n ̂  8 4 

) £?#fco JRMl.43g (W33%) 0 



WO 2012/029672 73 PCT/JP2011/069352 

[0306] 'J r>A45mg (0.28mmoL) iZM^KTiz K - K 'J JU3ml 

£AP^ tu^©^;i"e^J55cL/c2 -[N-(6-^ PP-3-t0|J 7 

K^x-^JU 4 — yXJUTfc^— K50mg (0. MmmoL) %7-iz K 

" K lj;U2mL^;mL/c:fc0^iPx, 5 0 °Ct 5 0 fimW Ltc0 J5J»7^ 

g^x^ji/£ 1 %±^II^iPxT^L/c0 

7KWv^t^>^7A-e|g'J:#^MJ±}IlsL, ^IXfflTLC7°b-K (0. 5m 

m7°b- K 1 ^ : 0^1^=2 : 3tM) "elti^LTg^^ 

Zmtzo i]XM23mg (W18%) 0 

[0307] ^jsEfllll 3 : 2-rN-(6-^gg-3-eiJ^MfJb)->7t$ kx^U ^ 

>S>'JU (x^JU) S(^h^8 5) 

^yi/Ji/JL^Ji/TS >55mg (0.41mmoL) ^MTKT H F 5mLLN JD 'J 0 

At-7>b-K46mg (0.41mmoL) £2JP*.T^"C 2 ^l^T~ 

0lE^b^^49ju,g (62mg, 0.41mmoL) % SJ$0!J 1 2 J^c L/c 2 — [N — (6 

-^••-3-t°lJ^>'UP<51>'U)^77^-$ K]x^>»U 4-^JU^O-tzyTJU* 

*-h ('fb'n ̂  8 4 ) 50mg (0. MmmoL) ^MTKT H F3mLtC;#fr LfciO), 3 

^b£ 'J ^A5mg©jliJCiJPAs 40°CeimmmW Ltc0 J5J»7^ '>M©TK 

;&iP^.TSJ^A;&'f¥-ih Ls iz^^T K 5ii Ls 

o *> 'J JjfJlsJj? A^7 PV h^77-f - : M|x^1>'U= 7:3) 

-elti^LT@m^t#/co JJXM41mg (W72%) 0 

[0308] 1 ~ 1 3 

KJUT1 — 0 6 7iN 9 
[0309] &fc\ ^^0^;i^J^T0J;9^IEL/co 

A : n"J5$c$lJ 1 ~ 5 N 1 Otmmvufe 

B-.Sf&mQs i tmmvrtfe 
c : &i&m8£mm<Di5fe 
D : ^£0IJ9£HJi©;&£ 

E : -gr^yi 1 tmmvrtfe 
F : £•$#!! 1 2N 1 3tmm<Dl5%; 
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[0310] [H6] 

w H-NMR (CDCI3. tf, ppm) IH (KBr, v, cm or MS 

1 A 2.40 (3H. si 2.89 (2H. si. 3.35 (2H. si. 4.27 (2H. si 7.40 (1H. dl 7.75 (1H. dd). 2211 (CN) 

2 A 
1.32 (3H. t>, 2.68 (2H, q), 2.87 (2H, t), 3.34 (2H, t), 4.27 (2H, s>, 7.41 (IH, d), 7.74 
(1H. ddl 8.37 CIH. d) 

2211 (CN) 

3 A 
0.99 (3H. t), 1-69 (2H, m), 2 65 (2H, t), 2.B6 (2H, t), 3.34 (2H, t), 4.27 (2H. s). 7.40 
(IH. di. 7.74 (1H. ddl B.36 (IH. d) 

2211 (CN) 

4 A 0.97 (3H. t). 1 69 (2H. m). 2.92 (2H, t). 4.19 (2H. s). 7.39 (1H. d>. 7.71 (1H. ddl 2209 (CN) 

5 A 
1.96 <2H. m). 2.11 (3H, s). 2.58 (2H, t), 3.11 (2H, t), 4.21 (2H, s), 7 39 (IH, d), 7,71 
(IH. dd). B.35 (IH. d) 

2210 (CN) 

6 E 2.76 (3H. si 3.31 (2H. tj. 3.63 (2H. tl 4.28 (2H. s), 7.38 (1H. dl 7.73 (1H. dd). 8.35 2211 (CN), m/z "318 !M+H) 

7 E 1.36 (3H. t). 3 30 (2H, t). 3.38 (2H, q), 3.61 (2H, t), 4.27 (2H, s). 7.39 (IK d), 7,73 
(1H. dd). 3.36 (1H. d) 

m/z = 332 (M+H) 

a E 
1.02 (3H, t). 173 (2H, m), 3.30 (2H, t), 3.34 (2H. t), 3.61 (2H, t). 4.27 (2H, s). 7.3B 
(IH. si 7.73 (IH. ddl 3.36 (1H. d) 

m/z = 346 (M+H) 

9 E 1.37 (3H. t). 2.33 (2H. tl 3.38 (2H. ol 4.42 (2H. s), 7.51 (1H. s) 2213 (CN). m/z; = 338 (M+H) 
10 E 1.03 (3H. t). 1.75 (2H. •). 3.32 (2H. tl 3.36 (2H. t). 3 62 (2H. tl 4.42 (2H. s). 7.51 2214 CCNl m/? = 352 (M+H) 
11 A 3.19 (2H. t). 3.38 (3K B! 3 61 (2H. t). 4 30 <2H. si 7.38 CIH. d). 7.72 (IH. ddl 8.35 2212 (CN) 

12 A 
0.03 (3H, t), 1.39 (2H, m), 1.65 (2H, m), 2.96 <2H. t). 4.19 (2H, s). 7.38 (IK dl 7.71 
(IH. ddl a.33 (IH. d) 2210 (CN) 

13 A 2.B3 (3H. s). 4.17 (2H, s). 7.41 (1H. d). 7.71 (1H. ddl 8.34 (IH, d) 2208 (CN) 
14 A 1.30 C3H. tl 3.03 (2H. al 4.20 (2H. si 7.39 (IH. d). 7 71 (IH. dd). 8,34 (IH. d) 2210 (CN) 
15 A 1.29 (6H. d). 3.15 (IH, seotl 4.20 (2H. si 7.39 (IH. dl 7.70 (1H. dd). 8.34 (IH. d) 2210 (CN) 
16 A 2.23 I6H. s). 2.54 (2H. tl 3.06 (2H. tl 4.26 (2H. s). 7.37 (IH. d). 7.73 (IH. dd). 8.34 2211 (CN) 

17 B 
1.66 CIH. m), 1.82 (2H, m), 2.20 (1H, n), 3.03 (1H, m), 3.17 <1H, m), 413 (1H, t)„ 
7.22 (IH. ml 7.68 (IH. dl 8.45 (IH. dl 8 57 flH s) 

2207 (CN) 

IB C 1.24 C3H. t). 1.65 (3H. d). 2.91 (2H. ml 4.13 (1H. a). 7.36 (1H. dl 7.72 (IH. dd). 2206 (CN) 
19 A 1.28 (3H. t). 3.03 (2H, a). 4.32 (2H. si 7.47 (IH. s) 2213 (CN) 

20 A 1.12. 1.17 (3H, t), 2.12. 2.17 >3H, s), 329, 3.41 (2H, q), 4.53. 4.55 (2H, s). 7.29. 
7.35 (1H. d). 7.41. 7.63 (2H. dd). 8 27 (IH. d) 

1635 (C=0) 

21 A 1.13. 1.26 (3H, t), 3.36, 3.44 (2H, q), 4.60, 4.61 (2H, s), 7.31. 7.38 (1H, d), 7.54, 
7.61 (1H. ddl 8.2B. 8,30 (IH. d) 

1691 (C=0) 

22 A 1.10 (3H. m), 3.25 (2H. ml 3.74 (3H, m), 4.44 (2H, m). 7.29 (IH, m), 7.58 (IH, m), 
B.28 (1H. m) 

1702 (C=D) 

24 A 2.12, 2,13 (3H, s>. 2.14, 2.21 <3H, s). 2.B2, 2.67 (2H. t), 3.4fl, 3.54 (ZH. t), 4.60, 4.63 
(2H. s) 7.30 7.36 (1H. d). 7.51. 7.63 (IH ddl 9.27 ClH, d) 

m/z = 259 (M+H) 

25 A 2.12, 2.13 (3H, s), 2.72 (3H, 0, 3.57. 3.58 (3H, t>, 4.58, 4.69 (2H, s), 7.07-7.43 (6H, 
m) 7 SB (1H dd). 8.37 (IH. 6) 

m,'z = 337 (M+H) 

26 A 
1.98 OH, s). 2.44 (2H, tl 3.29 (2H. t). 4.37 (2H. s), 7.33 (1H, d), 7.56 (2H, dd), 7.63 
(IH, td). 7.74 (1H, dd). 7.84 C2H, dd). 8.23 (1H. dl 

m/z = 357 (M+H) 

27 A 2.10 (3H, s), 2.63 (2H. ml 3.43 (2H, m), 3.76 (3H, m>, 4.52 (2H, s). 7.3D (1H, m), 
7.60 (1H. mi. 8,30 (IH. m) 

rn/z = 275 (M+H) 

28 A 
2.07 (3H, s), 2.58 (2H. tl 3.01 (3H, s), 3.38 (2H, t), 4.42 (2H, si. 7 36 (IH, d), 7 80 
(IH. ddl 8.34 (1H. d) 

m/z = 295 (M+H) 

29 A 
2,09, 2.10 (3H, s), 2.57. 2.61 (2H, t). 3.37, 3.42 (2H. tl 4.52. 4.55 (2H, s), 7.32, 7.37 
(IH, dl 7.56. 7.64 (1H. ddl 8.31. 8.32 (1 H, d) 

m/z = 245 (M+H) 

30 A 
1.80 (3H, m), 2.60 (2H, m). 3.50 (2H, m). 4.74 (2H, m), 7.32 (IH. d). 7.42 (5H. m), 
7.53. 7.68 (1H ddl 8.1B (IH. d) 

m/z = 321 (M+H) 

31 A 
2.11, 2.13 (3H, s), 2,87 {2H, t), 3.50, 3.56 (2K t). 4.67, 4.74 <2H, s). 7.34, 7.38 (IH, 
d). 7.55. 7.62 (IH. ddl. 8.30. 8.32 (1H. d) 

m/z = 313 (M+H) 

33 A 
1.33 (6H, t), 2.06 (3H. s), 2.55 (2H, t), 3.09 (2H. m). 4.0B (4H, m), 4.23 (2H. m), 
7.32 (IH. d). 7.72 (1H. ddl 8.33 (IH. d) 

m/z = 353 (M+H) 

34 A 2.13 (3H. si. 2.90 (2H, t), 3.14 (2H. t). 4.19 C2H. s). 7.44- (IH. d). 8.17 ('IK ddl 8.47 m/z = 361 (M+H) 
35 A 1.26 (3H. tl 2.93 (2H. ol 4.19 (2H. si 7.35 (5H. m) m/z = 161 (M+H) 

36 A 
1.29 (3H, t). 3.02 (2H q), 4.22 (2H, s), 7.35 (1H. dd), 7.73(1H. ddl B.56 (IH. dl 
8.62 (IH. dd) 

m/z = 162 (M+H) 

37 A 1.27 (3H. tl 3.00 (ZH al 4.15 (2H. s). 7.27 (2H. d). 7.35 (2H. d) m/z = 195 (M+H) 
39 A 1.12 f3H. t * 2). 2.11. 2.18 (3H. s). 3.2B. 3.43 <2H. i). 4.51. 4.59 (2H. si 7.29 (5H. 
40 A 1.D7 (3H. m). 3.25 (2H. ml 3.74 (3H. si 4.47 {2H. s). 7.28 (5H. m) 
41 A 1.25 C3H tl 2.S9 (2H, al 4.20 (2H. si 7.11 (IH. m). 7 25 flH. ml 7.36 (1H. m) m/z = 167 (M+H) 
42 A 2,54 (IH t>. 3.81 (2H. dl 4.30 (2H, si 7.40 (IH. dl 7.73 (1H. dd). 8.39 (1H. d) m/z - 206 (M+H) 

43 A 
3.62 (2H dd), 4.19 (2H, s), 5.37(2H. ddx2), 5.85 (1H, tddX 7.39 (1 HI dl 7.71 (1H, 
dd). 8.33 (IK d) 

m/z - 208 (M+H) 

44 A 4.10 (2K s). 4.17 (2K s). 7.33 (6H. ml 7.65 (1H. dd), 8.23 (1H. d) m/z = 258 (M+H) 
45 A 1.32 (3R t). 3.03 (2H. al 4.23 (2H. s). 7.53 (IH. m). 7.64 (3H. m) m/z =186 (M+H) 
46 A 1.32 (3H. t). 3.06 (ZH. a). 4.31 (2H. s). 7.75 (1H. d), 7.93 (1H. dd). 8.68 (IH. di m/z = 230 (M+H) 
47 A 2.14 (3H. si 2.7B (2H. i) 3.25 (2H. tl 4.3B (2K si 7.76 (1H. d). 7.97 (1H. dd) 8.72 m/z = 276 (M+H) 

[0311] 



WO 2012/029672 75 PCT/JP2011/069352 

IW1 

4€ A 1 26 (3H, t), 2.56 (2H, m), 2.81 (2H, q). 3.24 (2H. t). 4.38 (2H, s). 7 75 (IH, d), 7.96 
(1H. d). 8.71 (1H. s) m/z - 290 (M+H) 

49 A 2 75 (2H, t), 3.05 (2H, t), 3.73 (2H, s>. 4.20 C2H, s), 6 18 (IH. d), 6.31 (IH, dd), 7.35 
<1H. dl 7.33 (IH. dl 7.71 (1H rid) 831 (1H. d> m/z = 303 (M+H) 

50 A 2.65 (2H. tl 2.99 (2H. t). 3.72 (2H. s). 4.11 (2H. si 7.30 (6H. ml 7.64 (1H. dd). m/z = 318 (M+H) 

51 A 3.44 (2H. ml 3.4B <2H, TI), 4.23 (2H, s), 7.37 (1H, dX 7.61 (2H. ml 7.70 (2H, m), 
7.91 [2H. ml £.33 (IH. di m/z = 336 (M+H) 

52 A 3.12 (2H. td). 3.17 (2H. Id), 4.18 (2H. si 7.31 (SH. ml 7.68 (IH. ddl a.25 (IH, m) m/z = 304 (M+H) 

53 A 3.43 (2H, t), 4.19 (2H. t). 4.35 (2h, s), 6.88 (2H, d), 7.02 (IH, m), 7.31 (3H, m), 7.72 
f1H ddl 8.30 (1H. d) m/z = 288 (M+H) 

54 A 2.01 (3H, si 3.17 (2H, tX 3.50 (2H, ql 4.24 (2H s>. 5.02 (1H, br s), 7.39 (IH, d), 
7.69 (IH. dd). 8.36 (lH. d) m/z = 253 (M+H) 

55 H 4.08 (4H. s). 7.23 (4H. al 7.36 (4H. d) m/z = 291 (M+H) 

57 E 2.96 (2H. tl 3.20 (2H, tl 4.07 (2H. si 7.17 (2H. ml 7.29 (4H. ml 7.48 (IH. dd), 
8.18 (IH. d) m/z = 272 (M+H) 

53 E 3.43 (2H, tX 4.98 (2H, s), 4.53 (2H, t), 7.33 (IH, d). 7.47 (IH, mX 7.60 (IN. m), 7 71 
(IH. ddl 8.03 (2H. ml E.35 (1H. dl m/z = 316 (M+H) 

59 E 3.96 <2H. s). 4.36 (2H. s), 7.45 (1H. dl 7.74 (1H. dd>. 8.42 (IH. d) m/z = 207 (M-H) 
61 E 2.11 (3H. si 3.28 (2H. t). 4.27 (4H. m). 7.40 (IH. dl 7.71 (IH. ddl 8.30 (IH d) m/z = 254 (M+H) 
62 E 2.25 (3H. s). 4.17 (2H. si 4.33 (2H. si 7.39 (1H. d). 7.72 (IH. dd). 8.37 (IH. d) m/z = 228 (M+H) 

68 E 2.21 (1H, ddl 2.5R CIH, dd), 3.08 (2H, ml 3.32 <1H, dd), 4.31 (2H, dd), 7.39 (1H. d), 
7.72 <1H. dd). 8.36 (IH. d) 

69 E 2.60 <1H, dd), 2.88 (2H, m), 3.21 (IH, ml 3,49 (IH, ddl 4.31 (2H, s) 7.38 (1H, dl 
7.74 (lH. dd). B.39 (1H. d) 

70 E 2.70 (2H. ti. 3.30 (2H. t). 3.73 (3H, s). 4.25 (2H. si 7.38 OH. dl 7.72 (IH. dd). 8.35 

71 E 0.27 (2H, m), 0/66 (2H. m). 1.06 (IH, ml 2 88 (2H, dl, 42S (2H, s), 7.40 (1H dl 
7.75 (IH. ddl 8.34 (1H. d) m/z = 222 (M+H) 

72 A 2.14 (3H. s). 2.77 (2H. ti. 3 23 (2H. tl 4.28 (2H. si 7.B7 (1H. d), 8.28 (IH. dl m/z = 276 (M+Hl 

73 C 1.69 (3H, d), 2,90 (3H s), 2.77 (2H, m). 3.08 (2H, ml 4.23 (IH. q), 7.38 (IH, d), 
7 7fi (IH. ddl 8.33 (IH. di m/z = £56 (M+H) 

74 A 2.15 (3H. E). 2.75 (2H. tl 3 2S (2H. t). 4.24 (2H, si 7.51 C1H. s) m/z = 248 (M+H) 
75 A 1.27 (3H. tl 2.5S (2H. al 2 76 (2H. tl 3.21 (2H. t). 4.42 (2H. SJ. 7.51 (IH. s) m/z = 262 (M+H) 

76 A 2.22 (2H, ml 2.92 (4H, m), 3 63 (1H, m), 4.26 (2H, s), 7.39 (1H, dl 7.73 (1H. dd), 
8.36 (IH. dl m/z = 254 (M+H) 

77 A 1.36 (3H, d). 2.11 (3H, d), 2.62 (1H, dd), 2.79 (IH, dd), 3.15 (1H, m). 4.29 (1H, d). 
4.32 (IH. dl 7.38 CIH. d). 7.76 (IH. ddl 8.37 (IH. d> m/z = 256 (M+H) 

78 A 2.11 (3H. sX 2.75 (2H. tl 3.21 (2H. t). 4.27 (2H. s). 7.00 (IH. dd). 7.89 (IH td). Ti/z = 226 (M+H) 
79 A 2.14 (3H. s). 2 7B (2H. tl 3.23 (2H. t). 4.30 (2H. si 7 59 (IH. ddl £.21 (IH, s) •n/? = 260 (M+H) 
30 A 1.30 (3H. tl 3.01 (2H. al 4.21 (2H. si 7.54 (IH. d). 8.19 (IH. s) mil = 214 (M+H) 

81 A 3.60. 3.68, 3.70 (2H, dt*2>, 4.60, 4.69 (2H. t*2X 4.77, 4.78 (2H, s*2>, 7.33, 7.39 
(IH. d x2l 7.55. 7.63 (1H ddx2). 8.30. 8.33 (IH d X 2) 

m/z = 285 (M+H) 

82 A 3.30 (2H. dt). 4.31 (2H, s). 4.31-4.73 (2H. ml 7.39 (1H. dl 7.73 (IH. dd). 8.36 (IH. m/z - 214 (M+H) 
S3 E 4.18 (2H. s). 4.32 (2H. si 7.40 (IH. dl 7.48 (IH. s) 7.B9 (1H. dd). 8.33 (IH. d) m/z = 299 (M+H) 

84 E 2.47 (3H, s), 3.31 (2H, t), 4.21 (2H. -). 4.23 (2H, s). 7.37 (3H. m), 7.68 (IH, dd), 
7.79 (2H. d>. 8.30 (IH. d) 

m/z = 366 (M+H) 

85 F 1.22 (SH, t X 2), 3.36 (2H, tx2), 3.60 (2H. tx2), 3.71 (2H, ql 4.02 (2H. q), 4.28, 
4.32 (2H. s x 21 4.94. 5.31 (2H sX?l 7 32 (fiH m) 7.74 (IH m) 8 38 (IH. mi 

m/z = 405 (M+H) 

86 F 1.42 OH. tl 3.31 (2H, T). 3.38 (2H, tl 4.28 (2H, si 4.63 (2H, q), 7.38 !1H. dX 7.72 
(1H. dd). 8.37 (1H. d) 

m/z = 316 (M+H) 

88 F 3.25. 3.47 (3H, sX2), 3.36 (2H. tx2) 3 60 (2H, tX2), 4.29, 4.32 (2H, s * 2), 4.98, 
5.33 (2H. s x 21 7.18-7.37 (6H. ml 7.73 (2H. m). 8.41 (1H m) 

m/z = 391 (M+H) 

89 C 1.74 [3H, ml 3.19 (IH, ml 3.37-3.82 (1H, m), 4.31-4.66 (2H. m>. 5.33 (1H m), 
7.37 (IH. d x 21 7 57. 7.70 (IH. ddx21 8.35. B.38 (IH. dxz) 

m/z = 299 (M+H) 

90 F 1.39 (6H. d). 3.30-3.40 (4H. ml. 5.73 (1H. m). 7.33 <1H. d). 7.73 (1H. dd>. 8.37 (1H. m/z = 330 (M+H) 

91 F 0.92 (3H, t), 1.37 (4H ml. 1.79 (2H, m), 3.31 (2H. tl 3.38 (2H, t), 4 29 (2H, s), 4.57 
(2H. t). 7.38 (IH. d). 7.73 (IH. ddl 8 37 (1H. d) m/z - 358 (M+H) 

92 C 1.70 (3H, d). 3.22 (2H, m), 4.29 (IH, o), 4.64 (2H. m), 7.39 (1H, d). 7.74 (IH. dd), 
8.33 (IH. d) 

m/z = 223 (M+H) 

93 F 1 DO (3H, tX 1.38 (2hi. m), 3.31 (2H, t), 3.3B (2H, t), 4.29 (2H, s). 4.53 (2H, tl 7.38 
(IH. dl 7.73 (1H. ddl 8.37 CIH d) 

m/z - 330 (M+H) 

94 F 0.96 (3K t), 141 (2H. ml 1.80 (2H, m), 3.31 (2H, t), 3.38 (2H, t), 4.28 (2H, sX 4.58 
(2H. tl 7.39 (1H. d). 7.73 (1H. ddl 6.36 (IH. d) 

m/z = 344 (M+H) 

95 A 3.68. 3.76 (2H. td X 21 4 78. 4 88 (2H. s X 2). 5.85-6.15 (IH. ml 7.52. 7.56 (1H. s* m/z - 309 (M+H) 

96 C 1.73 (3H, di, 3.16, 3.49 (2H, m*2), 5.27. 5.37 (1H, qX2), 7.33, 7.40 OH. dK2), 
1 515 7.70 OH. dx?l 8.36 (IH. d) 

m/s = 317 (M+H) 

97 A S.fiO, 3.71 (2H, td x 2}, 4.79 (2H. s), 5.85-6.18 (IH, m), 7.35, 7.40 (1H, d x 2), 7.53, 
7 60 (1H. dd X 2). 8.30. 8.36 (IH. d X 2) m/z ~ 303 (M+H) 
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3.59. 3.87 (2H, td x 2), 4,76, 435 (2H, s * 2), 5.86-6.17 {IH. m). 7.37. 7.41 (IH, d x 
2). 7.55. 7.62 (IH. d x 2). 8.31. 8.32 (IH. s X 2) 

m/z = 319 (M+H) 

99 3.59 I2H. mX 5.11 (2H. ml 6.10 (1H, ml 7.37 (IH. dl 7.60 (1H. dX 8.32 (1H. s) m/z = 351 (M+H) 

100 
2 03 (2H, m). 2.47 (3H, sX 3.09 (2H, t), 4.12 (2H, tX 4.18 (2H, sX 5.38 (3H, m), 7 70 
(1H. ddX 7.78 :1H. dX 0.33 (IH. d) 

m/z - 380 (M+H) 

101 
1.43 (3Hr tX 2.10 (2H, m), 3.10 (2H. tX 3.2D (2H, t), 4.21 (2H, s>, 4.66 (2H, p), 7.39 
(1 H. dX 7.71 (1H. ddX 8 34 (IH. d) 

m/z = 330 (M+H) 

102 
1.00 (2H, tX 1.83 (2H, q), 2.11 (2H. qX 3.09 (2H. t), 3.19 (2H, t>, 4.21 (2H, s). 4.55 
(2H. tX 7.38 (1H. dX 7.71 (IH. ddX 8.34 (1H. dl 

m/z = 344 (M+H) 

103 1.25 (3H, m), 2.12 (2H, mX 3.05, 3.12 (2H, tx 2) 3.36, 3.40 (2H, tx2). 3.71, 4.05 
(2H. a X 2), 419. 4.23 (2H. s X 2X 4.94. 5.33 (2H. s X 2X 7 33 (7H. mX 7.72 (1 H mX 

m/z = 419 (M+H) 

104 A 3.58 (2K ml 4.63 (2H. m). 5.77-6.07 (1 H. mX 7.41 (1H. d). 7.72 (1H. dd). 8.37 (IH. 

105 C 1,01, 1.17 (3H, tx2X 1.72 (3H, dx2X 3.02-3.54 (ZH, mX 5.28. 5.38 (IH. q X Z). 
7.34. 7.38 (1H. d x 2). 7.57. 7.66 (1H. dd x 2X 3.37 (IH. m) 

m/z = 281 (M+H) 

107 C 1.02 (3H. tX 1.72 (3H. dX 3.23 (2H. mX 5.26 (IH. oX 7.37 (1H. d>. 7.77 (1H. dX 8.44 m/z = 317 (M+H) 

108 c 1.70, 1 75 (3H, dx2), 3.16-3.56 (2H, mX 5.30 <1H. ql 5.61-5.9B (IH, m). 7.38, 7.41 
(IH. dx2). 7.73 (IH. ddl 8.41. 8.44 (IH. dX2l 

m/z - 353 (M+H) 

109 c 1.01 (3H, ml 2.03, 2 24 (2H, m X2). 3.32, 3.72 (2H, m X 2), 5.03 (IH, q), 5.60-6.20 
(1 H. m>. 7.37. 7.41 (1H. d*2), 7.60. 7.76 (1H. ddx21 8.39 (1H. d) 

m/z = 331 (M+H) 

HO c 0.97(3H, tl 2.04-2.32 (2H, m), 3.30-3.60 (2H, m), 5.72-6 00 (1H, m), 7.41 (1H, ci). 
7.72 (IH. mX 8.44 (1H. s) 

m/z = 367 (M+H) 

111 c 1.02 (3H. m), 2.00-2.30 (2K ml 3.14-3.38 (2H, m), 4.94-5.12 (1H, mX 7 26-7 34 
(1 H. mX 7.60-7.76 (1H. rnX 8.38 (1H. m) 

m/z = 295 (M+H) 

112 c 0.98. 1.05 (3H, tl 2.06, 2.24 (2H, m X2), 3L32 (2H. m>, 4.90 (1H, qX 7.38 (IH, d). 
7.75 (IH. mX 8.45 (1H. s) 

m/z = 331 (M+H) 

114 c 1.03 (3H. tX 1.78 (3H. dl 3.20-3.45 (2H. m). 5.32 (1H, ql 7.73 (IH, dl 7.98 (IH, 
dX 8.32 (IH. s) 

m/z = 351 (M+H) 

115 c 1.03. 1.23 OH. tx2X 1-78 (3H, dx2X 3.00-3.60 (2H, rrX 5.34 (1H, o). 7.69. 7.73 
(1 H. d X2). 7.80. 7.68 (1H. d x2X 8.70. &7I (IH. d x 2) 

m/z = 315 (M+H) 

119 E 3.63 (2H. dl 4.33 (2H. si 5.3B (2H. ml 5.B3 (1H. ml 7.47 (1H. s) m/z = 214 (M+H) 
120 E 2.55 (1H. t). 3.83 (2H, dl 4.43 (2H. sX 7.55 (IH. s) m/z = 212 (M+H) 
121 E 2.86 (3HL si 4.31 (2H. si 7.50 (IH. s) m/z = 188 (M+H) 
122 E 0.08 (3H. t). 1.69 (2H, m), 2.95 (2H. tl 4.33 (2H. sX 7.49 (1H. s) m/z = 216 (M+H) 

124 C 
0.95 (3K m). 1.73 (3H, d), 3.47 (2H, m), 5.22 (1H, m>. 7.25 (2H, mX 7.71 (IH, td). 
8 58 (1H. d) 

m/z = 283 (M+H) 

128 A 2.50 (IK t). 4.23 (2H. m>. 4.71 (2H. mX 7.41 (IH. dl 7.75 (1H. ddX 8.41 C1H. d) m/z = 313 (M+H) 
129 A 3 96 (2K m). 4.55 (2H. mX 7.44 (1H d). 7.74 (1H. dd). 8.44 (1H, d) m/z = 314 (M+H) 

130 A 1.23 (3HL tx 2). 3.49 (2H, q*2), 4.36 (2H, sx2), 7.56 (1H, dx2), 8.58 (IH, s x 2), 
8.74 (1H. dX2) 

m/z = 301 (M+H) 

131 A 1.20 (3K tX 3.42 (2H. m). 4.64 (2H. mX 7.74 (IH. dX 7.96 (1H. dd). 8.70 C1H. d) m/z = 337 (M+H) 

132 C 
1 04. 116, 1.31 (3H, tx 31 1.70 (3H dX2), 2.00-3.58 (2H, mX 5.25, 5.40 (IH. qX 
21 7.22. 7.34 (2H. d x 2). 8.50, 8.65 (2H. d x 2) 

m/z = 247 (M+H) 

133 C 
0.97. 1.10 (3H. tx2X 1.73 (3H, d). 3.07-3.52 (2H, m), 5.32. 5.52 (IH. qx2). 7.34 
(1H. mX 7.62. 7.70 (1 H. d X 2). 8.56. 3.60 (1H. d X 2) 

m/z = 247 (M+H) 

134 c 0.92. 1.08 (3H, t x2). 1.71 (3H. dX 3.1B-3.58 (2H. mX 5.28. 5.53 (1H. qx2X 7.20-
7.36 (2H. ml 7.69 (1H. mX B.57. 8.62 (1H. dx2) 

m/z = 247 (M+H) 

(35 A 2.94 (3H. el 4.52 (2H. mX 7.39 (1H. dl 7.71 (1H. dd). B.34 (IH. d) m/z = 289 (M+H) 
136 E 2.47 (3H. s). 3 33 ( 2H. tX 4.22 (2H. t). 4.39 (2H. si 7 38 (2H. dl 7 48 (IH. si 7 81 m/z = 372 (M+H) 
137 F 1.43 (3H. tX 3.37 (4H. m). 4.43 (2H. sX 4.67 (2H. o). 7.51 (1H. s) m/z = 322 (M+H) 

138 F 
1.26 (3H, tX 3.40 (2H tx 2), 3 BO (2H, t X 2), 3.74. 4.06 (2H, q x 2), 4.43, 4.48 (2H, 
s x2l 4.95. 5.30 (2H. * x 21 7 20-7.40 (5H. ml 7.53. 7.5S (IH. sx2) 

m/z = 411.0286 (M+H) 

139 A 
2.70 (3H, s), 2 97 (!H, m), 3.10 (1H, m), 3.51 (2H. mX 4.31 (2H, dd), 7,40 (IH, dl 
7.76 (1H. ddl B.40 (1H, d) 

m/z = 253 (M+H) 

140 A 1.53 (6H. dX 4.24 (1H. ml 4.54 (2H. ml 7.35 (1H. dX 7.81 (1H. dd). 8.37 (IH. d> m/z = 317 (M+H) 

141 A 
0.83 (3H, t), 1.22 (2H. m), 1.55 (2H, m), 3.28 (2H, m), 4.61 (2H, m), 7.40 (1H. dl 
7.74 (1H. ddl 8.34 (1H. d! 

m/z - 331 (M+H) 

142 A 3.23 (2H. IT). 3.70 (2H. mX 4.60 (2H. mX 7.24 (2H, m). 7.24-7.83 (7H. mX 8.32 (IH. m/z = 443 (M+H) 

143 A 
3.70 (2H, ml 4.11 (2H, mX 4.74 (2H, m), 6.81 (2H, m), 7.26 (1H, d), 7.34 OH, ml 
7.75 (1H. d). 8.41 (1H. s) 

m/z = 395 (M+H) 

144 A 1.16 (3H. tX 3.39 (2H. m). 4.74 (2H. mX 7.39 (1H. d). 7.75 (IH. ddl E.35 (1H. d) m/z = 303 (M+H) 

145 A 
0.84 (3H, tX 1,53 (2H. m), 3 25 (2H, tl 4.55 (2H, m), 7.37 (1H, d), 7.7S (1H, dd), 
8.32 (1H. d) 

m/z = 317 (M+H) 

146 A 
3.99 (2H, ml 4.72 (2H, mX 5.22 (IH. dd), 5.36 (1H, dd), 5.71 (1H. mX 7.39 (IH. d). 
7.72 (1H. dd). 8.29 (1H d) 

m/z = 315 (M+H) 

147 A 4.44 (4H. ml 7.18 (2H. mX 7.25 (IH. dl 7.33 (2H. m>. 7.53 (IH. dd). 8.03 (IH. d) m/z = 365 (M+H) 
148 A 1.30 (3H. tX 3.05 (2H. aX 4.21 (2H, sX 7.00 (1H. dd). 7.86 (IH, td), 8,18 (IH. d) m/z = 180 (M+H) 
149 A 1.29 (3H t). 3.02 (2H. aX 4.13 (2H. sX 7.53 (IH. d). 7.61 (IH. dd). 8.32 (1H. d) m/z = 240 (M+H) 

[0313] 
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[^9] 

150 A 2.15 (6H. si 3.36 (2H. t). 4.60 (4H. ml 7.38 OH. d). 7 76 tlH. dd). 8.36 HH. d) m/z = 346 (M+H) 
151 A 1.04 OH. t). 3.37 (2H. a). 4.52 (2H. si 7.37 (1H. dl 7.80 (1H. dd). 8 32 flH. d) m/z = 401 (M+H) 

152 A 2.07 (IH, tl 2.43 (2H. m), 3.48 (2H, t).. 4.69 (2H, m). 7.40 (1H, d), 7.76 (IH. dd), 
8.36 (IH. d) m/z = 327 (M+H) 

153 A 1-32 (3H. tl 3.06 (2H. al 4.21 <2H. si 7.23 (1H. ddl 7 31 (IH. d). 8.42 (IH. d) m/z = 196 (M+H) 
154 A 1.30 (3H. 6, 3.14 (2H. al 4.31 (2H. si 7.30 (IH. dl 7.3B (IH. d). 7.72 (1H. dd) m/z = 196 (M+H) 
155 A 3.29 (3H. s). 3.45 (4H. ml 4.60 (2H, m). 7.36 CIH d). 7.74 (IH, dd). 8.37 (IH. d) m/z = 333 (M+H) 
157 A 1.17. 1.31 OH. t*21 3.48. 3.63 (2H. a*2l 7.52 (IH. d). 7.60 (IH. d) m/z = 268 (M+H) 
158 A 1.30 (3H. tl 3.01 (2H a). 413 (2H, s). 7.23 (2H. s). 7.35 (1H. s) m/z = 229 (M+H) 
159 A 2.5 B (2H. ml 3-61 (2H, t). 4.52 (2H. ml 7.43 (IH. dl 7.78 (IH. ddl 8,41 (1H. d) m/z = 328 (M+H) 
ISO A 3.75 (3H. si 3.94 (2H. ml 4.71 (2H m). 7.39 (1H. d). 7.72 (IH. ddl 8.29 (IH. d) m/z = 347 (M+H) 
161 A 4.03 (2H. ml 4.74 (2H. ml 7.40 (IH. d). 7.73 (1H. dd). 8.31 (IH. d) m/z = 333 (M+H) 
133 A 4.26 (2H. ml 4.B2 (2H. ml 7.63 (1H. s) m/z = 320 (M-H) 
165 A 4.02 (2H. ml 4.84 (2H. ml 7.79 C1H. d). 8.00 (1H. ddl 8.7B (IH. d) m/2 = 348 (M+H) 
107 A 4.20 (2H. ml 4.64 (2H. rn). 7.58 (1H. dd). 8 27 (IH. d) m/z = 332 (M+H) 
170 C 1.90 (3H. dl 383 (1H. dl 4.27 (1H. dl 5.42 (1H. al 7.43 (1H. d). 7.76 (1H. ddl m/z = 328 (M+H) 

171 C 1.86 <3H, d), 2.28 (1H. t), 3.78 (1H, d), 4.17 (1H, d), 5.34 (1H, q), 7.37 (IH, d). 7,78 
(IH. dl 8 47 (IH. d) ir/z = 327 (M+H) 

172 A 2.51 (IH. t). 4,25 (2H. ml 4.81 (2H. ml 7 50 (1H. s) m/z = 319 (M+H) 
176 A 1.62 (3H. t). 3.40 (2K ml 4.03 (2H. ml 7.24 (2H. dl 7.36 (1H. dl m/z = 335 (M) 
177 A 1.12 (3H. tl 3.36 (2H. ml 4.57 (2H. ml 7.33 (5H. in) 

178 A 1.10 (3H, m). 3.31 (2H. m), 3.81 (2H, m), 4.43 <2H, s), 7.3E (1H. dl 7.78 (IH, dd). 
8.33 fi H tfl m/z = 317 (M+H) 

179 A 2.51 (IH. t). 3.97 (4H. ml 4.5? (2H. s1 7.37 (1H. dl 7.75 (1H. ddl 8 37 (IH. d) m/z = 327 (M+H) 
180 A 1.14 (3H, t). 3.39 (2H. ml 4.50 (2H. ml 7.26 (2H. m). 7.34 (3H. m) mil = 301 (M) 
181 A 1.12 (3H. t). 3.36 (2H. ml. 4.60 (2H. ml 7.30 (2H. dl 7.36 (2H. d) m/z = 301 (M) 
132 A 1.15 (3H. t), 3 39 (2K ml 4.50 (2H. ml 7.54 (1H. ml 7.67 (3H. m) m/z = 292 (M) 
183 A 1.16 (2H. t). 3.42 (2H. ml 4.50 (2H. ml 7.54 C2H. d). 8 27 (2H. d) •n/z = 312 (M) 
184 A 2.50 (IH. t). 4.00 (2K ml 4.65 (2H. ml 7.27 (2H. ml 7 38 (1H. m) m/z = 345 (M) 
185 A 1-11 OH. t). 2.36 (3H. t). 3.34 (2H. ml 4 49 (2H. m) 7.20 (2H. d). 7.24 (2H d) m/z = 281 (M) 
ise A 1.14 OH. tl 3.39 (2H. ml 4.62 <2H. m). 7.48 (2H. d). 7.69 (2H. d) m/z = 292 (M) 
187 A 1-11 OH-t). 3.34 (2H. ml 3.82 (3H. si 4.40 (2H. m), 6 88 (2H. dl 7.26 (ZH. d) m/z = 297 (M) 
188 A 1.12 OH. tl 3.36 (2H. ml 4.51 (2H. ml 7.07 (2H. ml 7 33 (2H. m) m/z = 285 (M) 
f 89 A 1.16 OH. tl 3.40 (2H. ml 4.50 (2H. m) 7.43 (2H. d) 7.88 (IH. d) 
190 A 1.12 OH. tl. 3.36 (2H. ml 4.56 (2H. m) 7.24 (2H. d). 7.52 (2H. d) m/z = 345 (M) 
191 A 1.12 OH. tl 2.32 (6H. si 3.35 (2H. m). 4.51 (2H. ml. 6.94 CZH. s). 6.97 (1H. s) m/z = 295 (M) 
192 A 1.17 OH. tl 342 (2H, ml 4.63 (2H. m). 7.02 (IH. ml 7.75 (IH. d). 8.20 (IH. si m/z = 312 (M) 
193 A 1.17 OH. tl 3.43 (2H. ml 4.62 (2H. m). 7.37 (IH. d). 7.52 (IH. dd). 7.74 <1H. d) m/z = 423 (M) 
194 A 1.92 OH. tl 3.45 (2H. m). 4.6D (2H, m). 7.87 (IH. s). 8.14 (IH. s). 8.38 (1H. s) m/z = 390 (M) 
195 A 119 OH. tl 3.43 (2H. m). 4.68 (2H, m). 7.31 (2H. si 7.89 (IH. s) m/z = 403 (M) 

196 E 
3,32 (2H, tl 3.63 (ZH. tl 3.76 (3H, s), 4.19 (2H. s), 4.27 (2H, s), 7.36 (IH, d). 7.73 
(tH. ddl 8.35 (IH. d) I740(C=0), 2212 (CN) 

198 E 3.32 (2H, tl 3.40 (3H. s), 3.63 (2H, t), 4.28 OH, s) 5.46 (2H, s). 7.39 (1H. d). 7 73 
(1H. ddl 8.36 (1H. d) 2212 (CN) 

199 E 2.22 OH, s), 3.31 (2H, t), 163 (2H. t), 4.27 (2H, s), 4,46 (2H, si 7.39 (1H. d). 7.73 
(1H. ddl 8.36 (IH. d) 2212 (CN) 

200 E 2.44 (3H, 5), 3.31 (2H, tl 3.62 (2H, tl 4.26 (2H, s), 4.BS (2H, s), 7,30 (2H, d), 7.39 
(1H. dl 7.72 (1 H. dd). 7.90 (2H. d). 8.34 (IH. d) 1684CC-0), 2211 (CN) 

201 A 
1,29 (3H. t>, 1.63 (1H. m). 2.13 (IH, m), 2,63 'IH, ml 2.99 (2H, ml 3.0B (2H ml 
3 57 (IH. ml 3.76 (1H. al 3.87 (2H. m) 

2209(CN) 

202 A 
1.64 (IH. ml 2.15 (4H. m). 2.75 (2H. t), 3.04 C2H, m), 3.24 (2H. tl 3.69 (1H, dd), 
3.76 (1K al 3 86 (2H. m) 

2207 (CN) 

203 A 1.12 (3K m). 3.25 (2H. ml 4.53 (2H. m). 7.32 (IH. d>. 7.75 (1H. ml 8.37 (IH. m) 1632. 1458. 1338 

204 A 
1.16, 1 24 (3H. tx2), 3.31, 3.45 (2H, qx2). 4.58, 4.66 (2H, s*2), 6.16 (2H. td). 
7.31. 7.36 OH. d*2l 7.56. 7.61 (1H. dd X 2). &30 (IH d) 

205 A 1.14 (3H. t). 3.23 <2H, q), 4.48 (2H, s), 5.08 (2Hm br si 7.29 (1H, dl 7.62 (IH, dd), 
8.27 OH. s) 

206 A 
1.13 (3H. t), 2.83 (3H, s) 3,20 (2H, q). 4.44 (1H, br si 4.49 (2H, s), 7.27 (IH, d), 
7.64 OH. dd). 3.27 (1H. s> 

207 A 1.14 (3H. tl 2.B4 (6H. si 3.14 (2H. ml 4 29 (2H. s). 7.25 (IH. dl 7.63 (IH. d). 8.30 
208 A 1.19 (3H. Tl 3.85 (2H. a). 5.06 (2H. si 7.35 (1H. dl 7.73 CIH. dd). E.27 (IK d) m/z = 216 (M;H) 
211 C 1.70 (3H. dl 2.81 (3H. si 5.33 (IH. a). 7.38 (IH. dl 7.71 (IH. dd). 8.41 (IH. d) 1463, 1380, 1237 

[0314] Mil 4 : N- M- ( ( 6 - 0 • • b:° U V > - 3 - -f JU) *1-)\s) kf'J 

Vy-2 ( 1 H) ->f U ^'>1 - 2. 2. 2 - K'J 7)1^ • TizQ $ K (it 

^2 1 2) 

(1) 2 — y kf'J y>25g (270mmoL) p p 0 >200mUC;# 
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h 'J >41mL (30g, 300mmoL) £ Jp^.T0°CtC>pip Lfc0 dd 

h 'J 7;U^PM|38mL (57g,270mmoL) £15#^frttT}irF U SSt 

2mmmwLtc0 Ki&mj&s j5^^^i00mL07K7K^>i^^ 1 <n^mm 
WLtc0 #$P-W^]l^150mL®7K"e2[5]N 150ml0 
UHCL7K;m-e2[g]}$t}m MJ±)IISLT2, 
2,2- K 'J 7 P — N — (bf'J i/> — 2 (1 H) 'J^'>) 
K36g (JM7U) Zmfco 

1H—NMR(CDCL3, 8, ppm) : 7. 20(1 H,ddd),7. 83(1 H, td),8. 20(1 H,d),8. 35(1 H,d), 

10. 07(1H,brs) 

13C—NMR (CDC L3, 8, ppm) : 115. 3,115. 5(q), 121.6,139.1,147.9,149. 5,155. 3(q 

) 

MS:m/z=191(M+H) 

(2) 2 -0 P P— 5 -0 P PP< y>20g (126mmol) ^MTtCP-tz 

h — h'J JU200mL% *o tlfc 2 , 2, 2 - h 'J 7Jb7t"P 

-N- (L0|jy>—2 (1 H) — •< 'J T1 >) 77"tz^$K24g (126mmoL) N w. 

Il^lJ^A21g (151mmoL) 6 L/c0*>, Smt 1 0 

0#PP1I1^L/CO LN L/CO dtUC 

T)\s£*-e&<%t&Ltz0 mbntc^m^QQ°cxmmmj±m^[,s 
mtco i]XM26g (J]x^66%) 0 

1 H-NMR(CDC L3, 8, ppm) : 5.57(2H,s),6.92(1H,td),7.31(1H,d),7.80(1H,td),7 

.87(1H,dd),7.99(1H,dd),8.48(2H, m) 

13C—NMR (CDC L3, 8, ppm) : 53.8,115. 5,117. 2(q), 122.1,124.7,130.0,139.2,14 

0.0,142.5,149.7,151.8,158.9,163. 5(q) 

MS:m/z=316(M+H) 

(3) 

ja~F©£#-c>D^Ltc0 

mw& : R I NT-2 2 0 0 
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X $7^ : C u — K a (4 0 k VN 2 0mA) 

^SI5H:4~40° : 0. 02° : 1 

° /ft 

fam&s JsTFoiiyefca (m) „ 
0^ (20) 8.7° N 14.2° N 17.5° N 18.3° N 19.8° N 22.4° N 30.9° N 3 

5.3° 

(4) (DSC) 

*<miE&$kwfttiTlZ£^T&s UT(D0kttTi-mfe Ltc0 

: D S C- 6 0 

li^-tzJU : 7)\y^~OA 

^JtlaSI : 5 0°C~ 2 5 0°C (f^ : 1 0°C/ft) 

IH2tc^L/co 

[0315] (5) ttcs UT(D (i) (iv) tC§Ei6©^;£ (Il~I0lS) T?if 

Cti^pHtCftU ±§E £!!*§(£> 

J; o tco 

[0316] (i)fs-©m 

lb£^2 1 2 (700mg) tC^Ht>^25mL }f 

)§-e65°C^Jp^LT^^;m^-&/c0 LT-Mt 

IL/Co ^/fHH 'Pw<D^*-*ty : M|X^>IU = 95 : 50;#^ 

T?$M! Ltc0 izAftT20tP^MJ±T"e$£'Jt 3 tt, 

fi #Jp H 349mg £ ?# tc 0 

[0317] miUt'fcS (13) „ 

IH#T£ (20) 8.5° N 14.0° N 17.3° N 18.1° N 19.6° N 22.2° N 30.8° N 3 

5.2° 

H|4tC^:L/co 

[0318] (ii)lE©l;i 

<b^$)2i 2 (1.0g) iz2-y0uy<y-ju28mi^j]QXs 

Lt^CM^it/co cn^^^<^;Si:ILt-WiL/co ftrtJH L 
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T*sJT — $ — \ZAtiT2 

0tP«J±TT-$£'Jt3-&T, fife*£H695mg£?#fc„ 

[0319] IH 5 L/c0 

[0320] (iii )Mm(Dm}£ 

jb^2 1 2 (700mg) IZ hJUx >^30ml£ jbp*N }I;§-e65°C^Jp^ LT^ 

cn^^^<^;Si:lLt-WiL/co flraiLfc^l! 

£3^U '>*(£> hJUxy-e^)#^ ^'y^r-^-^AtiT 2 0#r^MJ±T"e 

afe$M!440mg£?#fco 

[0321] miUt'fcS (06) „ 
0^ (20) 8.6° N 14.2° N 17.5° N 18.3° N 19.7° N 22.3° N 30.9° N 3 

5.3° 

HI 7 IZTjk LTco 

[0322] (iv)IIOlS 

jb^2 1 2 (50mg) lZ**J-)l,1fa2m U TK^ml^JPPU }f;£-e650CtC 

MLTfeM-Z-tttco i:ti^g;a(:lLT-iML/co ^/fHH 5 

£LTafe$MH6mg£?#fc0 

[0323] IH 8 L/c0 

[0324] 14 IS ( 1 ) CDi!i|?fe 

2-T7^ y tf'J ^>1. 0 g (10. 6mmoL) LN K <J xf 

>1.78mL(1.2eq)^JPxT, 7jO%ls » h <J DM PM|1. 62mL(1.1 

eq)£^JPL/co M£x^jU10ml,>:7.Kl0ml£JP;L 

TimiL/c„ M|x^;uii^^^^7Ki0mL-e-0}$t}m »Mv 

7AX'm^Ls MJ±)IlsLT, 2,2,2- S'j7;i/^P-N-(kf'jy>-

2(1H) —r K 1. 56 g (77. 2%) *k%tc0 

[0325] ^j&fiUI 4 (1) <PBHft2 

2-7 $ J tf'J y>0.94g(10mmoL)^THF 20mUC;#^L/co ZtllZ h- 'J 7 )l> 

^PM|x^1>'UxX7z>'U2.84g(20mmoL) JkXlV ̂  ̂  )U7 < J kf'J ^>1.22g(1 

0mmol)£JP;L 220tP^M)t L/c0 (IHM 
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: ^ + 4/1) Ti-mmL, 2,2,2- K'J 7;U^P-N-(t°'J 

y>-2(1H)-^ 'J^'>):P-tz^$ K0.26g(Wl3.7%)^t#/co 

[0326] 4(0 BUa 

2.-OUU-^-OUU^^-)\y\^)Vy3Mg (18. 6mmoL) D M F 20 

mUC;^?U 2 — T7 $ y bf'J i/>1. 75g (18.6mmoL) £ JQ;LT 8 0 °Ct 8 0#^ 

, ^-e5 0|^^L/co J5J»7^ DMF£MJ±^£U ^-tzh-K'J 

3HU 71z h- K 'J JUT<£ < )%)$ 

&SS&LT1- C (6 - ̂  • L° 'J ^ > - 3 - -f JU) t0|J^>-2 

(1 H) — $ >±mlt±m2. 07g (®$4 4%) £?#fc„ 

1H-NMR(DMS0-d6, 8, ppm) : 5.65(2H,s),6.96(1H,t),7.23(1H, m), 7. 57(1H, d), 7 

. 80(1 H, m), 7. 91 (1H, m), 8. 28(1 H, m), 8.49(1 H, d), 9.13(2H,brs) 

1 - [ (6-^ppt0|j^>-3-^;u) H-)\A 

tf'J^>-2 (1 H) $ >J^I|J^50mg (0.20mmoL) 

>5mLtC;#^|? LN TK/rTT'DMAP^mg (1. 00mmoL) N ®7j< ^ IJ p|^||50m 

g (0. 24mmo L) CQjIitCjQ^Ts 1 0|^jf ¥£ Lfca 

VOuufpy-nmtb, 1 IzRiivV^A-e$£'JtL/c 

o ^PPp<^>£MJ±^£1~£d<>:"e@^£t#/co i]Xs:42mg (W67%) 

o i5(L/co 

[0327] i^MII 5 : 2. 2-y7P^-N- fi - ( ( 6 - 3 P P fcf U »>*>-3-

-f ;U) ^^;U) b°Uy'>-2 (1 H) — 3P ~tz ^ $ K 12 

4 1 ) 

£-j$$Ji 4 0sy;i^iEi6©^;i"et#^ti/c 1 - c (6-^PPL°'J^>-

3-^JU) ^JU] t°'J^>-2 (1 H) $ >J^I|J^200mg (0.78mmoL) 

N DMAP238mg (1.95mmol) N EDC-HCL224mg (1.17mmoL) ^WYVOUU^Oy 

10mLtC;#^ LN V7 U ^1^11101 ix L (202mg, 1.17mmoL) £0ft 

mWLtco &&&**/<? uu *t>y-Z'M6bs *-ClHk 1%HCLTK 

^•e2 0^^ ̂ 7K^Jt^^v7A 

tco i]XM50mg (J]X^15%) 
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1H—NMR (CDC L3, S,ppm) : 5. 56(2H, s), 5. 99(1 H, s), 6. 78(1 H, td), 7. 33(1 H, d), 7. 

69(1 H, td), 7. 76(1 H, dd), 7. 93(1 H, dd), 8. 39(1 H, d), 8. 50(1 H, d) 

13C—NMR (CDC L3, 8, ppm) : 44.6,53.1,113. 7,121. 9,124.8,130.1,138.2,139.7, 

141.2,149. 5,152. 0,159.4,172.2 

[0328] Sf&M 1 6 : N — [1- ( (6-^PP-5-7 M • b° U V > — 3 — -f )\s 

) b0|jy>-2 (1 H) -2. 2.2-KU yjutnT 

-tz^5 K (lb^2 2 7) 

2-^PP-3-7>»U^P-5-p<51>'UbflJ^>4.00g (27.6mmol) £0:1^ 

ltj^Sl80mUC;#fr U N - 7"P "EX 0 is W $ K7. 37g (41.4mmoL) N }§gHt 

;U20mg^JPxT-M^M)tL/co 

LTMJBflsU is 'J t) 7A^P7 h^77<- (^^Ht> : Mix 

^Jl/ = 19:1) -elti^LT5- (^Pf^f^) -2-^PP-3-7Jb 

^P t°'jy>3.06g (M51%) *mtzo 

1 H-NMR(CDCL3, 5, ppm) : 4.45(2H, s), 7. 54(1 H, dd), 8. 23(1 H, s) 

5 - (7*Pf^fJb) -2-^PP-3-7^P^'J 

y>50mg (0.22mmoL) K— h 'J JU5niU;i;#75)N Ls "n J5C$U 1 4® (1 

) K§B*6©;££^?#£*lfc2, 2, 2- K 'J 7;U^P-N- (L°'jy>-2 

(1 H) — -Y'JT1^) TizO< K42mg (0.22mmoL) N 'J 0 A36mg (0.2 

6mmoL) CQjIitCjP^T 7 Lfc0 L 

5^^MJ±)IlsL/Co ZtliZisJL^)\yJL-^)\y^j]WXtc 

t Z L/c®T\ 3^U :is>r — 0 

-^MJ±S£&LTgft$l£?#fco i|XM29mg (W40%) 0 

1H-NMR(CDC L3, 8, ppm) : 5.54(2H,s),6.89(1H,td), 7. 76(1H, dd), 7. 80(1H, td), 

7. 85(1 H, d), 8. 29(1 H, d), 8. 57(1 H, d) 

MS : m/z=334(M+H) 

[0329] £-j5Efll|1 7 : N- [1 - ( ( 6 - DM P b° U V > - 3 - -f )U) * 3-)D b° 

'J->'y-2 (IH) - 2, 2. 2 — h U 7 )\y^ P T7 iz ̂  $ K ( 

2 2 9) 
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2 — 7 )[/^ • — 5 — tf 'J isybQQmg (4. 50mmoL) IZ3±m.>fbJ^^50m L td 

)#$?U N -^U=E7s0^y^ < K1.20g (6.76mmoL) N iilt-fb^> WJU20 

mg£flPAT2.50$M$tiI3fcLfco 

MJ±ra£U is*)-hf)\s-h^>AO P?h^77< - (AJptV iftSllfJL' 

= 19: 1) -elti^LT 5 -yn=E*3-)\s- 2 -DMU t°'J ^>300mg (JR 

>£35%) £?#fc„ 

[0330] 5 -^'P^^U-2 -DMU L°'J ^>57mg (0. 30mmo 

D K-K ',UH0mUC;mU ^/£0IJ 1 4 (D (1) K§B*6©;&£-e 

ttJ&Ltc 2, 2, 2- K 'J 7;U^P-N- (L°'jy>-2 (1H) 

>) 77iZ'$7$ K57mg (0.30mmoL) N 'J 0 A69mg (0. 50mmo L) CDjIIItCiP 

it 6 mmmMfoLtco J5J»7^ LT^;M£)£ 5ii 

U ^^^MEIIsL/co :>'J PV h?'^7-f -

: M|x^;u= 1 : 1-»3 : 1) Xmm LT @M21mg (JR$2 

3%) o 

1H—NMR (CDC L3, S,ppm) : 5. 56(2H, s), 6. 89(1 H, td), 6. 94(1 H, d), 7. 79(1 H, td), 7 

. 87(1 H, d), 8. 03(1 H, m), 8. 31 (1H, s), 8. 54(1 H, d) 

MS : m/z=300(M+H) 

[0331] i^MII 8 : N- f1 - ( (6 — 7" P bf U i?y — 3 — JU) *+)\s) b°U 

'>'y-2 (IH) -^JT>] -2. 2. 2— S U DMU 7izt> $ K UK 

^2 3 1 ) 

2 -7*Pf - 5 ^>500mg (2.92mmoL) £Hi^bj^ll15mUC;# 

N — 7"P ^ i/ y y[ $ K623mg (3.50mmoL) N jill-fb^V WjH0mg 

^iP^T 1 9 0|^Jp^M)tL/co 

IsU :> 'J t) fJIst) 7A^P7 h^77<- (^^r+fV ; WW.^)U= 1 9 

: 1) "elti^LT 2 -yPf- 5-yP^^JUtf'J ̂ >143mg (W20%) 

1 H-NMR(CDCL3, 5, ppm) : 4.42(2H, s),7.47(1 H,d),7. 59(1 H,dd),8. 38(1 H,d) 

±§E(OT;£-et#/c 2 - 7"P "E - 5 - 7"P =E * tf >J V >70mg (0. 28mmo L 
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) h-K ',UH0mUC;#frU M140 (1) 

£>J&Ltc 2, 2, 2 — K 'J 7 )\s^ • — N — (bf'J*S>-2 (1H) 

>) 77iZ'$7$ K54mg (0. 28mmo L) N 'J 0 A46mg (0.34mmoL) CDjIIItCjQ 

it, 6 0|^Jp^MaL/co J5J»7^ 

}§U 5^^MJ±)IlsL/co 

^/faiLfc(DT\ ZMLs 

LTBKiyilZmfco JJXM81mg (W82%) „ 

1H—NMR (CDC L3, 8, ppm) : 5. 52(2H, s), 6. 88(1 H, t), 7.48(1 H, d), 7. 78(2H, m), 7. 8 

4(1 H, d), 8.44(1 H, d), 8. 53(1 H, d) 

MS : m/z=360(M+H) 

[0332] i^MII 9 : 2 - 3 • • - N - fi - ( ( 6 - 0 • • b° U V > - 3 - -f )l) 

*+)\s) b°Uy>-2 ( 1 H) j7 iz ̂  $ K (fr,^2 3 6) 

1 4©5jiJ&lC§E<6©£&"C?#£*lfc 1 - C (6 -0 • • tf'J vy-

3-^JU) t°'J^>-2 (1 H) ->r $ >±^II±^70mg (0.27mmoL) 

£&SzK$'£PP^£>4mUC?§$¥U DMAP82mg (0.67mmoL) N ^PPM£25mg 

(0.27mmoL) N EDC-HCL 62mg (0.32mmoL) ©JlitCjQpLT, L 

tco V0UU*5>y%:1)W7LXWt!b, Iks 1% HCLaqU 

^J±;ISBL T @£mtcQ nm^s (w 
5%) o 

1H-NMR(CDC L3, 8, ppm) : 4.17(2H,s),5.46(2H,s),6.64(1H,td),7.31(1H,d),7. 

60(1 H, td), 7. 64(1 H, dd), 7. 80(1 H, dd), 8. 32(1 H, d), 8.45(1 H, d) 

MS : m/z=296(M+H) 

[0333] ^ffi|2 0 : N- [1 - (1 - ( 6 - ̂7 p p b° U V > - 3 - -f )U) x^U) 

b°Uy'>-2 ( 1 H) ~2. 2. 2— h U 7)\sJUT1zQ $ K 

(^2 3 7) 

-n 1 4 GO (1) £§E<6©£&"C?#£*lfc2, 2, 2 - K'J7MP-

N- (t0|J^>-2 (1 H) -^'Jf'V) 77-tz^$K44mg (0.23mmoL) 

7j</'iz K — K'J >*U8mLtC;#^? LN Biosci. BiotechnoL. Biochem., 67(5), 
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980-988, 2003tC|Ei6©^;i-e^L/c 1 - (6-0 • • kf'J Vy-3 -

-f)[/) x-^JU 4 — ^JU^yiz K72mg (0.23mmoL) N 

'J ^A38mg^JPxT, 1 0 0 #jbP$tiI3fc L/c0 

MLT^;M£3i§LTlX1'.m3\ 5^^MJ±)Ils Ltca W 
^P?h ̂ 77-f- : M|X^1>'U= 3 : 1) LT @ 

?#fco i]XM24mg (J]X^32%) 0 

1H—NMR (CDC L3, 8, ppm) : 1. 89(3H, d), 6. 89(1 H, td), 7. 08(1 H, q), 7. 32(1 H, d), 7. 

66(1 H, dd), 7. 76(2H, m), 8.44(1 H, d), 8. 50(1 H, d) 

13C—NMR (CDC L3, 8, ppm) : 19.2,55.1,115.1,117.4(q), 122.0,124,8,133.7,135 

.2,138.4,141.4,148.6,151.9,159.1,163. 9(q) 

MS : m/z=330(M+H) 

[0334] 2 1 : N- fi — ( ( 6 - 3 • • fcf U »>*>-3* *JU) tf'J 

yy-2 ( 1 H) -JiJ^y) -2. 2—V7 J[/^ • J7 iz ̂  $ K (iV,^2 

3 8) 

2 — T7 $ y tf 'J ^ >400mg (4. 26mmoL) ^ 0 >10mLtC;#^ L 

, V 7 • 1^11322ix [ (490mg% 5.11mmoL) N EDC-HCL 982mg (5.10mmoL) 

% DMAP 622mg (5.11mmoL) *k1)WXX, 6 1 mmmW Ltc0 J 

s V yX'MSb, 7&X 1 Hk 1 %HC Laq. T? 2 ft* 

MJ±)IlsLT2, 2 —i/y )l/^~ • — N — (tf'J 

^>-2 (1 H) — •< 'J T1 >) 7iz$< K 102mg (JR$ 1 4%) £?#fc0 

1H-NMR(CDC13, 8, ppm) : 6. 03(1 H, t), 7.15(1H, m), 7. 78(1H, td), 8. 20(1H,d),8. 

34(1H,dd),8.72(1H,brs) 

±§E(OT;£-et#£>ti/c2, 2-VyMu-N- (tf'jsjy-2 (1H) 
'J^'y) TizO < K100mg (0.58mmoL) ^M^KTiz K-K 'J JH0mUC;#$? 

U 2 -0 • • - 5 -0 • PP< y>94mg (0. 58mmoL) ^MfcTiz K 

— K 'J ;U5mLtC;#^? LTiP;^ 'J 0 A84mg (0. 63mmoL) ^JPxT 

1 4 O^Jp^M^L/co 

XIX lJ T MJ±/§ls L /"Co £ ti tc x- ̂;u £ Jp ̂  £ £ m W #r tJH L tc (D X 
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s 3HU J: i|XM63mg (W37%) 0 

1H—NMR(CDC 13, 8, ppm) : 5. 52(2H, s), 5. 90(1H, t), 6. 79(1H, td),7.33(1H,d),7. 

71 (1H, m), 7. 77(1 H, dd), 7. 85(1 H, dd), 8.45(1 H, d), 8. 50(1 H, d) 

13C-NMR(DMS0-d6, 8, ppm) : 53. 0,111. 0(t), 115. 2,120.7,124.7,131.7,140.6, 

141.6,143.2,150.4,150.9,158.3,169.4(t) 

MS : m/z=298(M+H) 

[0335] -£f£M2 2:2-^PP-N- [1- ( (6 - 0 PPbfU Vy - 3 - 4 )\A 

**)\A ¥\)Vy-2 ( 1 H) ~2. 2-V~> MUTizO $ 

K (fe^l2 3 9) 

2 -:P$ J bf'J y>200mg (2.13mmoL) P P* * >5mU;:}§#¥ U EDC 

-HCL 491 mg (2. 55mmoL) N DMAP 311 mg (2. 55mmoL) N 0 • • VO Plfc 

11187^1 (2. 23mmoU 290mg) (D\mz1]\] XTLtc0 J5J& 

fa* V 0 • • 0 y T'M&s TKS 1 o/oMfcTfcft&s l7XiSt7 v7A 

2-0UU-2, 2-*/7JU#n-N- (bf'J^y-2 (1H) 

— •i 'J-?y) TizO < K105mg (W24%) £?#fc0 

1 H-NMR(CDC13, 8, ppm) : 7.19(1H,dd),7.82(1H,m),8.18(1H,d),8.36(1H,d),9. 

35(1H,brs) 

-hlECD^/i"T:"n J5c L/c2—^PP — 2, 2-*J~? MU-U- (bf'J^y 

-2 (1 H) — •< 'J y^y) TizO < K68mg (0.33mmoL) M&Tiz h- K 

<J ;U6m L L/c2-^PP-5-^PP^ ̂ -)\y tf 'J V >53mg (0. 33mmo L) 

*1}nXs 'J ^7A50mg (0.36mmoL) £ JQ^T 1 Lfc 

-TjuzijQXfctzzmfatftittiiLfiKD-e, 3HU $£&tzzfestoon 
zmfco i]XM49mg (J]X^45%) 0 

1 H-NMR(CDC 13, 8, ppm) : 5. 56(2H, s), 6. 92(1 H, t),7. 33(1 H,d),7. 82(1 H,m),7. 9 

1 (1H, dd), 8. 02(1 H, d), 8.45(1 H, d), 8.48(1 H, d) 

13C—NMR (CDC L3, 8, ppm) : 53.8,115.2,120.1 (t), 122.1,124.8,139.0,140.0,14 

2.3,150.0,151.9,159.1,159.1,165. 8(t) 
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MS : m/z=332(M+H) 

[0336] £-jsEfll| 23:2. 2. 2-KU^gg-N- [1- ( ( 6 - ? • • fcf U 

-3-^JV) H-)\A b0|jy>-2 ( 1 H) TizO K (ibS 

#12 3 5) 

£-j$0!li 4©sy&ic§B<6©£&"e?#£*ifc 1 - C (6 -o • • kf'J vy-

3-^JU) t°'J^>-2 (1 H) ->r $ >±^II±^70mg (0.27mmoL) 

K 'J $ >94^ L (0. 68mmoL 68m 

g) N h 'J 0 • • • 'J K33Aig (0. 27mmoL 49mg) CDjIitCjQxT^i 

^"C 1 TK^JPXTJ^^U VOuut^y 

**>£A-ef£4£N MJ±)IlsL/co 

lIHWftfdi L/c0T\ 5^ m^LX^m^mtco i|XM61mg (W62%) 0 

1H—NMR(CDCL3, 8, ppm) : 5. 59(2H, s), 6. 86(1 H, t), 7. 32(1H, d), 7. 78(1H,td),7. 

91 (2H, m), 8.43(1 H, d), 8. 50(1 H, d) 

MS : m/z=364(M+H) 

[0337] 2 4 : N-M - ( ( 6 - ̂7 • • b° U V y - 3 - -f JU) *+)\s) bf'JiS 

y — 2 (IH) --rU^'>]-2. 2. 3. 3. 3 7JU;fr • 7°m A± 

$ K (Jh^»l2 4 2) 

2 — :P$ J bf'J ^>300mg (3.19mmoL) * >15mUC}§#¥ L 

N EDC-HCL 919mg (4. 78mmoL) N DMAP 583mg (4. 78mmoL) N ^ 7JU7I" • 

7°P k?*y 11397^ 1 (628mg% 3.83mmoL) 0JitC Ltca 

Ki&mj&s <7 antfry-emtbs TKT-1 0, 1 %mtx2mat 

MEE/HisLT2, 2, 3, 3, 3-^ 
y$>7MU-N- Vy — 2 ( 1 H) ->r 7°P/^$ K85mg 

(11X^11%) £?#fco 

[0338] 2 , 2, 3, 3, 37 JU:* • - N - (L°'jy> 

-2 (1 H) — •< 'J T^y) 7°Us<j~< K77mg (0.32mmoL) te7XT7-tzh-

K 'J ;U8m L L/c2-^PP-5-^PP^ tf 'J $/ >52mg (0. 32mmo L 
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) s 'J 0 A49mg (0.35mmoL) PxN 1 1 Ltca JSJi&SI 

7fes V'Jti 

^7A^P7h^77^- : M|X^1>'U= 1 :3) L 

TBKiyilZmfco JRMl2mg (i»10%) 0 

1H—NMR (CDC L3, 8, ppm) : 5. 56(2H, s), 6. 90(1 H, td), 7. 32(1 H, d), 7. 79(2H, m), 7. 

84(1 H, d), 8.43(1H, d), 8. 56(1H, d) 

MS : m/z=366(M+H) 

[0339] ^ffl2 5:N-n- ( ( 2 - 0 • • b° U $ V y - 5 - -f JU) *^)\s) t°'J 

Vy-2 (IH) -^Jf>l-2, 2. 2- h U 7)\stn7izt>$ K (ibS 

#124 3) 

2-0UU-b-^^-)\y\^) $^>1.04g (8.13mmoL) £Hi^bj^ll30niUC 

N -^U=E7s0^y^ < K1.73g (9.75mmol) N iilt-fb^ > W JU20 

mg^JP^T^ 6 0|^Jp^M)tL/co LTMJ± 

jfisu p?h^77< - (^%-y-y : WW.^)U= 3 

: 1) -elfi^LT5-7"P;EP<5l>'U-2-^PPt0|J^>641mg (W38%) 

1H-NMR(CDCL3, 8, ppm) : 4.42(2H, s), 8. 66(2H, s) 

±IECD73/iTl#/c 5 ^)\y- 2 — 0 U U bf'J V >104mg (0. 50mmoL 

) %M7kT1z K-K ',UU6mUC;#|BU M140 (1) 

btltc2, 2, 2 — K 'J 7 )\s^ • — N — (bf'J^y-2 (1H) -^f'Jfy 

) TiiO< K96mg (0. 50mmoL) N 'J 0 A76mg (0. 55mmoL) Jtj] Pit 1 

Bl^iP^M^L/co J5J»7^ 

5^^MJ±)IlsL/co 

7WtJH L/c®T\ 3^U 

)mj±S£&LTgft#l£?#fc„ JRM92mg (J»58%) 0 

1 H-NMR(CDC L3, 8, ppm) : 5. 54(2H, s), 6. 98(1 H, m), 7. 87(1 H, m), 8.18(1H,m),8.4 

8(1 H, m), 8. 83(2H,m) 

13C-NMR(CDC L3, 8, ppm) : 60. 0,115. 6,117.1 (q), 122.1,127. 5,139. 2,142. 9,15 
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8.8,160.3(2C), 161.4,163. 8(q) 

MS : m/z=317(M+H) 

14-2 5 

1 Ofrb 1 1 iz^to 

[0340] [H10] 

m* 'H-NMR CCDCI3. 6. ppm) IR (KBr. v. cm ') or MS 

212 5 57 (2H, s), 6.82 (IH, td), 7.31 (1H, d), 7 80 (IH, td), 7.87 (1 H, dd;. 7.89 (IH, dd). 8.48 (2H. m) m/z = 316 (M+H) 

213 5.61 (2H, s). 5.93 (1H, dc), 7.68 <1H. s). 7.83 (1H, td). 7.97 (IH, tO. 0.53 OH. d> m/z = 322 (M+H) 

214 3,74 (3H, s), 5.40 (2H, s). 6,45 (1H. td). 7,29 (IH, d), 7.46 (2H, m), 7.73 (IH. dd), 8.12 (tH, dd), 8,40 
(1H. d) 

m/z = 278 (M+H) 

215 5,53 (2H, sX 7.34 (1H, d), 7.71 (IH, dd), 7.B7 (1H, dd), 7.94 (1 H, s), 8.49 (IH, dO, 6.55 (IH, s) m/z = 350 (M+H) 

216 5 54 (2H, s). 7.34 (1H, d), 7.70 (IH, mX 780 (IH, m). 7 88 (IH, dd) 8.48 (IH, d), 8,64 (IH. m) m/z = 334 (M+H) 

217 5,49 (2H, s), 5 85 (1H, dc), 7.35 (1 H, dC 7.76 (1H, dd), 7.85 (1 H, dd). E.44 (IH, d). 8.62 (1H. s) m/z = 350 (M+H) 

218 5 56 (2H. sX 7.68 (1H, sX 7,74 [IH. dd). 7.84 (IH. d). 8 5E (IH. d) m/z = 356 (M+H) 

219 5.60 (2H. sX 7.69 (1H, s). 7.72 (IH, td). 7 86 (1H, m), 8.67 (1 H, m) m/z = 340 (M+H) 

220 5 58 (2H, s), 3.90 (1H, d) 7.67 (IH, g), 7.90 (IH. dX 8.61 (1H, s} m/z = 356 (M+H) 

221 2.31 !3H. sX 5.50 (2H. sX 6,98 (1H. m), 7.34 (1H, d), 7.73 (IH, dd), 7.77 (2H, mX B.42 (1 H, d> m/z = 330 (M+H) 

222 2,40 (3H, S), 5.49 (2H, s), 6.70 (1H, dd), 7.32 (1H, dX 7.70 (1H, d), 7.86 (IH, dd), 8.37 (IH. sX 8.43 
(1H. d) m/z ^ 330 (M+H) 

223 
2,29 (3H. sX 5.52 (2H, sX 7,32 (IH. dX 7.62 (IH. sX 7.65 (1H, dd), 7.B8C1H, dd). 8.46 (1 H d). 8.50 
(1H. d) m/z = 330 (M+H) 

224 5,59 (2H, sX B.8I (IH, m), 7 37 (4H. mX 7.77 (2H, mX 8.50 (IH, d) m/z = 281 (M+H) 

225 5 52 (2H, s). 3.65 (IH. m), 7 30 (2H, dX 7.36 (2H, dX 7.75 (1 H. td), 7.84 (IH, d), 8.47 (IH, d) m/z = 315 (M+H; 

226 5,57 (2H, sX 6.86 (IH, m), 7.26-7,35 (2H. mX 7.78 (l H, td), 7.86 (1H, m), 8.63 (2H, m), 8,67 (IH, d) m/z = 202 (M+H) 

227 5 54 (2H. s), 3.89 (IH, td). 7.76 (IH. dd), 7.80 (IH, -td), 7.85 (IH, dX 8.29 (1 H, d). 8.57 (IH, d) m/z = 334 (M+H) 

228 5,62 (2K sX 6.90 (IH. tX 7.69 <1H, d), 7.81 ClH, tX 7.88 (l H, d). 8.06 (1H, d), 8.56 (1H, d). 8.78 
(1H, s) m/z = 350 (M+H; 

229 
5 56 (2H. s). 3.89 (IH, td). 6.94 (IH. d), 7 76 (IH, Td), 7 87 (IH. d), 8.03 (IH, mX 8.31 (1 H s). 8 54 
<1H, d) 

m/z = 300 (M+H) 

23D 5 49 (2K sX 3 89 (1H, tX 7.79-7,9D (2H, m). 8.04 (1H, d), 8 37 (IH, d), 8 56 (1H, m) m/z = 350 (M+H) 

231 5,52 (2H, s), 5.88 (IH, t), 7.48 (1H, d), 7.78 (2H. IT), 7.84 (IH, d), 8.44 (1H, d), 8.53 (IH, d) m/z = 360 (M+H) 

232 5.52 (2K sX 3.71 (IH, m), 7.35 (IH, dX 7.83 (1H dc), 7-94 (1H, m) 8.33 (SH, dd), 8.44 (IH, d) m/z = 334 (M+H) 

233 5,53 (2K s). 3.74 (1H, m), 7.33 (IH, dX 7.87 (1H. da), S.07 (1H, m) 8.29 (1H, dd), 8.45 (1H, d) m/z = 334 (M+H) 

234 5.54 (2K s). S.OZ (IH, s) 6 77 (IH, t), 7.32 (1 H, m), 7,69 (IH, m), 7.77 (IH. d), 7.89 (IH, m), 8.42 
(1H, m), 8 49 (IH, s) 

m/z = 330 (M+H) 

[0341] 
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[H11] 

8^ 'H-NMR (ODCI3, 5. ppm) IR (KBr, V, cm ') or MS 

235 5.59 (2H, s). 6.80 (1H, t>, 7 32 (1H, d), 7.73 (IH Id), 7.S1 C2H. m), 8.43 (IH, d), 3.50 (1H, d) m/z = 364 (M+H) 

235 
4.17 (2H, B), 5.40 (2H, s), 6.64 (1H, td). 7.31 (IH, c), 7.60 (1H. td). 7.64 (IH, dd), 7.8D(1H dd) 
8.32 (1H, d), 8.45 (1H, d) 

m/z = 296 (M+H) 

237 1.89 (3H, d). 6.89 (1H. td). 7.08 (1H, q), 7.32 (IH. d). 7.86 (IH, dd), 7.76 (2H, m), 8.44 (IH. d). 8 5D 
(1 H. d) m/z = 330 (M+H) 

238 
5 52 (2H. s). 5.90 (1H, t), 6.79 (IH, td), 7.33 (1H, d). 7.71 (IH. m). 7,77 (IH dd). 7.85 (1 H, dd). 8.45 
(1H, d), 8.50 (1H, d) m/z - 298 i.M+H) 

239 5.56 C2H. s). 6.92 (IH. tX 7.33 (1H, d). 7.82 (IH, m). 7.91 (1H. dd). 8,02 i 1H, d). 0.45 (IH d). 8.48 
(1H, d) m/z = 332 (M+H) 

240 5,53 (IH. d), 5.58 OH. d), 606 (1H. s). 6.76 (IH.td), 7,32 (IH, d>. 7.69 (1H. m), 7.70 CIH, m), 7 90 
(1H. dd), 8.4-0 (1 H d). 3.50 (IH, d) rrfi = 374 (M+H) 

241 5.5B (2H. s). 5.99 OH, s), 6.78 (IH, td), 7.33 (1H, d), 7.69 (1H. td), 7.78 (IH, dd), 7.93 (1H, dd). 
8.39 (IH, d), 8.50 «H, d) 

m/z = 41B (M+H) 

242 5.50 (2H, s), 6.90 (1H, -td) 7.32 (IH. d). 7.79 (2H. m) 7.34 (IH, c). £.43 (1H. d), 3.56 (1H, d) m/z = 366 (M+H) 

243 5.54 (2H, s), 6.98 (1H, m). 7.87 (1H. m), 8.18 (IH, m). B.4S (1 H, mi, 8.83 (2H, m) n/z — 317 (M+H) 

244 4.17 (2H, s), 5.46 ;2H. s). 6.63 (IH.td), 7,31 (1H. d), 7.S0 (IH.td), 7.65 <1H. dd), 7.80 (IH. dd), 
8.32 (l H. dO. 8.47 (1H, d) 

[0342] hhtfrfilll : N — r (6-0 • • bf'J yy-3-J)ls) y K 

2003-26661'fb'n# 1 ) ) 

7'p i/ y >220mg (2. 09mmoL) P P*ftJl'A10niUC/§$? L% 0°CtC 

;££PL/c0 £*UCN 2p p - 5-T7^ J ^>500mg (3.49mmoL 

) ^i^nP^UAIOmUC^^t^ct^^lSTU 0°CeiL/c 

7A-e$£'JtU MJ±)Hsb/c0 dtL^:$/|J*^l/*;7A^P^S^;7 7'r-

: M|X^U=1 : 1) -elti^LT^I^b^122mg (J»35%) £*§ 

tc o 

1H-NMR(CDCL3, 5, ppm) :4. 21 (2H, s), 5. 74(1 H, brs), 7. 36(1H, d), 7.71 (1H, dd), 8. 

30(1 H, d) 

13C-NMR(CDCL3, 8, ppm): 46. 5,116.1,124.8,131.5,138.9,148.9,151.4 

MS:m/z=166(M-H) 

[0343] hhtSfill 2 : N—fi - ( ( 6 - 0 P P b:° U i/ > - 3 - -f JU) 

-2 d H) — 4 'j ̂ ryiyyj- $. K (m^m6 {k^i2 0) 

[0344] 
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[<ft26] 

CI IN 

Q 
NCN 

[0345] 1 4 1 - [ ( 6 — 0 • • tf 'J V y — 3 — 

-fJU) t0|J^>-2 (1 H) -^$>128mg (0.58mmoL) ^MTKDMF 

5mLtC;#75)N LN NaH (;£^ 0%) 40mg dER£24mg, 1. 04mmoL) %:1)WA. 

T^;mT3 [yfco dtUC7"P-EiyyyQQmg (0.57mmoL) — 

TLC7°b-h (0. 5mm7°b — 

K 1 M|x^;H00%-eMM) -elti^LT@m^t#/co ®114mg (JR$1 

0%) o 

1N-NMR (CDCL3, 8, ppm) : 5. 28(2H, s), 6. 55(1 H, m), 7. 33(2H, m), 7. 56(2H, m), 7. 

75(1 H, dd), 8.40(1 H, d) 

[0346] fcfct$fil|3 :N-[1- ( ( 6 - 0 • • b° U V y - 3 - -f JU) t°'JVy 

-2 ( 2 H) -4 U^>]^-tz^$ K (^M4 2 ) 

[0347] [<fb27] 

[0348] 1 4©sy&ic:§B<6©£&"e?#£*ifc 1 - [(e-^ppkf'jyy-

3-^JU) ^JU] L°'J^>^2 (1 H) ->r $ >±^II±^118mg (0.46mmoL) 

IZMfri/O • n* 0 >20mL^JPx% K 'J $ >159 At L (1.16mmoL 116 

mg) N Tiz^JUO • 'J K33ML^JPXT, 1 5 KltfalZ 

zK£2jp*.TJ5j&;£te±U tnnfcjisAtfr-cftfcLfco 

yy-EZ^AisU ̂  £ JPi/c^5Sft«L 

fc0t\ 5^ &&U J: <S£&3t!:Tgft#]£?#fco i]Xs:21mg 0M17%) 

o 
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1N-NMR (CDC l3/ 8, ppm) : 2. 21 (3H, s), 5. 35(2H, s), 6.46(1 H, m), 7. 32(1 H, d), 7. 

48(2H, m), 7. 75(1 H, d), 8.10(1 H, dd), 8.45(1 H, dd) 

MS : m/z=262(M+H) 

[0349] J£ffcfil|4 : 3 — T 1 — ( ( 6 - 0 • • b° U > - 3 - <4 JU) * -f $ 

1. 1 - h u 7)\stn7°n;<y-2-ty (45 

M5 ^MI4) 
[0350] [<fb28] 

[0351] NaH (;£tt lJ|6 00/o) 1.30g (33.9mmoL 780mg) M F 15ml 

£Jp^ o°ctc;^ip L/CO zziz~\, 1, 1 - h 'J yMnyiz h>i.52mi 

(1. 90g% 17. 0mmoL) 0^1 Z.tHZ~mtm 

M7. 0mL (110mmoU 8. 35g) £JPTLT, 50°Ce 1 L/c0 J5J& 

B 1ml (34. 0mmo U 4.81g) PxN ^ 

X-WimWLtc0 KfcfeZfrmz&g&frs 
mWLtc o U #$Jf 

MJ±)IlsL/co v U 

P7h^77-f - (^^rHt> : M|X51>'U= 9 5 : 5) U 

IWftrdi L/c®T\ 311 U <f£'JtLT, 1, 1, 1-

hU7Jb^P-4, 4-ex (^JU^) 3 -y^y—2-^>460mg (JR 

^ 1 3 %) %:%tco 

1N-NMR (CDCl3, 5, ppm) : 2. 56(3H, s),2. 58(2H, s), 6. 25(1 H, s) 

tztzs 2-0 • •— 5-0 • PP< ^>2. 0g (12.4mmol) 

>y>$>20mL^Jp^T, J5J»7^ MJ±)I!s U Tiz K 

- K lj;U^iPxT^;M^5iiLTlXl'JP^l^/co £ Is LT N - ( 
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*^)\s) i*>-1, 2-y>$>2.45g 

(J» : 100%) zmrco 
[0352] 1 , 1, 1 - K 'J 7JUst P - 4 , 4-t'7 

^^) 3 2 -^>60mg (0.28mmol) b tltc N 

- ( (6-^ppt0|j^>-3-^;u) ^JU) i*>-i, 2-yy^yi 

7mg (0.42mmoL) £iS7.K K— K 'J JU8mU;:;#$? LTiP;^ 4 

)tL/co 

iPxT^L/co 7"^ v 0 A7:)9t)%WMJ±}m$5 U v U 

i^7A^P7h^77< - > : M|X^1>'U= 3 : 1) 

LX^m^mtc0 i]XM59mg (W69%) 0 

1N-NMR (CDCI3, 8 , ppm) : 3. 49(2H, t), 3. 78(2H, t), 4. 40(2H, s), 5. 13(1 H, s), 7. 

37(1 H, d), 7. 56(1 H, dd), 8. 31 (1H, d), 9. 34(1 H, brs) 

m/z=306(M+H) 

[0353] fcfct$fil|5 : 3-T3- ( ( 6 - 0 P P b° U V y - 3 - -f JU) *7Vl) 

vy-2->r uTyl- 1. 1. 1 - s u 7JU^P7°PA>-2 ~^y(m^ 
M5 gjfcftl|3) 

[0354] [<fb29] 

[0355] tfc&0!|4 lC§E<6©£&"C?#fc 1 , 1 , 1 - h 'J 7JU^P^4, 4-t'T, ( 

^-)\/^-^) 3 — 7 T~ y — 2 — TI~ y 100mg (0.46mmoL) X-^y—JH0m L td 

L/c 2 - J JiO y^-^— ;U36mg (0.46mmoL) £iP;iN 6 Bir^P^H 

^-ei 3 0|^Ji^L/co J5J»7^ x^y-ju£MJ±^£L 

s L T7KT-1 L /cQ v 7"^ v7A-elg'jfti: 

MJ±)IlsLT1, 1, 1 - K'J7;U^P-3- (f7V"'J^>-2-^ 'J ^ 

>) 7°P^>-2 —^>73mg (K$8 1°/0) £?#fc0 

1N-NMR (CDC l3, S , ppm) : 3. 35(2H, m), 4. 02(2H, m), 5. 61 (1H, s), 10. 40(1 H, brs) 
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1 , 1, 1 — h 'J DMU- 3 - Vy- 2 -

•4 'J T1->) 7°p^>-2-^>65mg (0.33mmoL) MTtCP-tz h- K 'J JU8ml 

Lfc 2 — 0 • P^5 — 0 • • tf 'J :y>80nig (0. 50mmoL) N j^I£ 

'J ^ A69mg (0. 50mmo L) £iP;iN 2 BtP^iPS&ll/jit Ltca 

>S£^^Cj§iLT, MJ±)IlsL/co V) ti 

f)\stl^A9 P7h^77^- :iilfj[/=1 : 1 -» 1 :3) 

-elti^LT@^^^t#/co i]XM53mg (W50%) 
1N-NMR (CDCL3, 8, ppm) : 3. 20(2H, t), 3. 73(2H, t), 4. 61 (2H, s), 5. 80(1 H, s), 7. 

36(1H, d), 7. 53(1 H, dd), 8. 31 (1H, d) 

MS : m/z=323(M+H) 

[0356] fcfctftfill 6 : 3 - [ 1 - ( ( 6 - 0 • • b° U V y - 3 - -4 JU) ^ ̂ JU) -4 $ ffV 

'J->'>-2-^JT>1-1. 1. 1. 5. 5. 5 

-2. 4-^>(iM5 gjfcftl|5) 

[0357] [<fb30] 

[0358] iUm 4 £ tlfc 3 - [ 1 - ( ( 6 — 0 • • tf 'J V > — 3 — 

•4)1) -f *>*>-2ij^'y]- 1 , 1, 1-K'J7;U^P 

7°P^>- 2 -^>31mg (0.10mmoL) • • * * >2mUC;#$? U tf 

^^>20^1 (0.25mmoL% 20mg) N K 'J 7 • 1^11^7X^28^ I (0.20mmoL 

, 42mg) ©JliKjbPa., gmt 3 0 frMW LtcQ T L C T?J5J&©iift£5is£ L 

tctZZ, K 'J 7;U^PMIMTK^84A(,L (0. 60mmo L 

, 62mg) £>IJP LT 1 L/c0 J5J»7^ 

LT, TLC7°b-h (0.5mm7°b-K 1 ^ > : M£x^JU = 2 : 8 

til) T-*tiiLT@M]£t#/co i]XM30mg (J»75%) o 

1N-NMR (CD30D, 8, ppm) : 3. 87(4H, m), 4. 51(2H, s), 7. 50(1H,d),7.82(1H,dd),8 

. 35(1H,d) 
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MS:m/z=402(M+H) 

[0359] mmi : N — ri — ( (6-^uy>-3--nu) 

2. 2- K U 7Mn71z$$ K(^£M5 
7) 

[0360] [<fb31] 

[0361] S'Wx- KP< ^ > 7JU* > It j£4.25g (18.2mmoL) 

tl° 'J ^30m L U. « h 'J 7JU:* PMI3. 80m L (5. 73g, 27. 3mmo L) 

£)TFU ^-e-^Ji^L/co VOuut^yh* 

o £l£7K^Jt^//'?^>7ALT% ( 

2, 2, 2 - h <J 7Jly^UTiz^Jly) K5.36g (JR$ 

100%) Zmfco 

J:b$^iJ4tC|Ei6©^;iT\ N- ( {Q-0UU\^)Vy~3--4 )D 

) >^1 , 2-y>$>4.61g (24. 9mmo L) ££-J$L/c0 £ 

K " K 'J JUMtnllzm® U ±1 ( 2 , 2 , 2 - h 'J 7 

JUTI" • yiz^JU) £JJI/7}\—$. —K4. 60g (21.3mmoL) 90^ 

s ^/fHH L/cHM*£3llU K-K'Jv'U'e^^-r^C^-eg^^^ 

?#fco J|XM2. 17g (W33%) 0 

1N-NMR (CDC l3/ 8, ppm) : 3. 50(2H, m), 3. 76(2H, m), 4. 60(2H, s), 7. 34(1 H, d)7. 7 

0(1H, dd)8. 33(1H, d) 

fflt£ ; 168-170°C 

[0362] tmM8 : N-[3- ( ( 6 - 0 • • b° U V > - 3 - -f JU) *^)\s) ^V'U 

y>-2-^ 'J^'yl-2. 2. 2— h U 7MUT-tz$$ K(MM5 

6) 

o 

[0363] 
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[<ft32] 

r~\ 

o 

[0364] 2-7$yi^ (1.0mmol) IZJLO J -JU20ml£ JPTU tb$$ 

mi (2, 2, 2-^)0 MU7ii^)\y 

) -h)\s~R— $ K216mmoL (1.0mmoL) £iP;iT\ ^/miT'—0&tf# 

L/co U W tlfll/tl^AO P7h^77< 

- : M|X^1>'U= 1 : 1) T?*I^LT2, 2, 2 - h'J 7JU:* • 

-N- (f7V"U *>*>-2TizO < K100mg (JR$51J0 £?#*: 

o 2, 2, 2-h'j7^P-N- ( 

*jy-2--4 'JT» 71ZO< K££-fot!:T350mg%tc0 

[0365] ±IE©^;i-et#/c 2 , 2, 2 - h 'J DM • - N - (^TV'J Vy-2 -

-Y 'J T1- >) T7 iz $ K162mg (0.82mmoL) tCDMF2m U THF18ml£jQpu 2-0 

nn—5 —0 isy\98mg (1.23mmoL) N wMit) 'J 0 A150mg (1 

. 09mmoL) £JP;iT 2 0 L/c0 L 

T^M£)£3i§U Ctl£T LC7°b-h (0.5mm7°b 

-K2fa M|x^;n 0 0%-eii) Tl^LT@M]£*§/co JRM230mg 

(J]X^87%) 0 

1N-NMR (CDC l3/ 8, ppm) : 3. 27(2H, m), 3. 73(2H, m), 4. 86(2H, s), 7. 36(1 H, d)7. 7 

2(1H, dd)8. 36(1H, d) 

fflt£ : 96°C 

[0366] [^«ij] 

mmtu naan 
it-sw 1 5 mm% 

h'^'f h 40 fS% 

0 )\y0 1 0 f§% 

b— 4 3 f§% 
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ij yxjisfcyMtuisisOA 2£M% 
TK^JPPLT 

mizmrco 
[0367] mmm2 masm 

2 1 2 
+t>J!*X P — 2 5 2 

1 

o 

2: 

5: 

5 

, 5 

9 1 

WtSLs <W&LtcM 

0 is — 

±fEJ^££)-t 

m\zmtc0 

[0368] m%m\3 ruffian 
it&M 3 
0 is — 

4 K^—tfy 

>T -f V 0 ± 

IJ o'-yxju^yMtuusyyA 
^O'J jutfzmi- h 'J o A 

twl^n Ls 

[0369] mtm\A 

ittrt) 2 1 2 

0 is — 

K 'j y 

7)\/*)\s^\s< 

"yOx) Jlsfami- K 'J 0 A 

TK^JPPLTJ: < fi 

IDI&TkM^f/co 

[0370] MSH^IS 

LM% 

lw.% 

[M% 

[M% 

EM% 

ia^Q 

in" Ltc'4 

LT 

3sli UT 

3 0 SM% 

5 0 SM% 

2 SM% 

1 3 SM% 

4 SM% 

1 SM% 

UTTKffi^iJ^ti/co 

3 0 fim% 

6 0 ff°ii 

5 SM% 

4 SM% 

1 SM% 

LT 
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its® 8 25 mm.% 
P O E 7fs 'J XT >J 5 Sm% 
7°p tfu >?''j =i— )\y 6 n.m.% 

<Ky KK 1 S.w.% 

v~ y o y ft A 1 %7.K/§>f£ 3 s.w.% 

PRONAL EX-300 0. 0 511% 

ADDAC 827 (W • 7M0. 0 211% 

7k JOit 1 0 0fil% 

±§EiB'n ^ ^ > ft A 1 %7k;#>s 

nLtcfes )SiUftMtCT»L/co **fy$yftA}%7.mfet 

(D7k%l]UX1Mmm%t LT7 UT7")lsM%l§fc0 

[0371] 9mm 6 ra.an 
ittt® 1 1 5 n.m.% 
N, N-V^T)\y^)\yA7^ K 2 011% 

VM^VI 5 0 (i? 5 511% 

1 Ofil% 

±§B/£££*U-lcM^ 5§$LT¥L&J£f#fc„ 

[0372] M^II#II 7 r^m 

M14 2fil% 

^ 1/— 6 0 jfii% 

0 )\yO 3 7 f§% 

1 ttl% 

±§B$£ £ *U - tc;Fti=r L TM £?#*:„ 

[0373] mm\8 [DLMI] 

ik&® 1 2fil% 

DL^b- 9 4. 5fi!% 

7fcT7^f K^D—7ft y 2Mm% 

XTT 'J yMftiis^0 A 1 ttm% 
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4 y 0. 5fim% 

tc L r M *mtz „ 

[0374] M»I9 MSSHF] 

its® 3 2 mm% 
9 411% 

7ft O-4 S tl— 7ft y 2 JEM% 

J\-4 V—)[/S A S — 2 9 6 2fiM% 

±IE$^ £ & •- iz >fii=r u T mm zmtco 

[0375] mmm ^ o mbM] 

its® 1 1 o mm% 
s<y*/)\s7)iz\—)i 7 4. 9ttm% 

7°P K 1 5fil°/o 

BHT 0. 1 fil% 

±§E/£££*u-tc£#, Lxmrnm^mtco 
[0376] mmm: 1 faKh$ffian 

it#® 2 12 4 8 fii% 

JiO J —)l> 5 2fim% 

±§E/£#££]-tc ;Fbn~ L T ttmtco 
[0377] 
[0378] mmm 12 mm 

it a® 2 1 2 2fim% 
7°P^^-X/—JU 

2 4 fil% 

^$|J 3 . 0 fi!% 

it&te&&&J o. 5 mm% 
0\y- 70. 5fiM% 

±§E/£#£i$-tcM^I^U 7K;&iP^.T J: < 
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[0379] mmm 

I&MI 1 - 1 

ZtllZ 

50% 7 h h >TK (0.05%Tween20Jpffi) t&£ J: 9 IZMM 

mt^(Dmfa^:n^Ltc0 JH Z Ltc0 Z 

tl£25°C0tI;^ (160tP^flJ^80tP^B£fl0) ClSilfc„ M30^c£0£ 

5E£ilHU 2gftjgm> 

[0380] ?£&m (%) ={5BtitS/ (£#£fe$t+5Etffe$0 }x 1 00 
[0381] 500ppm0g«IItCj: kK lb£«, 10,49,196,211,81,82,89,92 

, 104,107,108,109,110,111,112,114,128,131,140,141,144,145,146,152,165, 

167,170,171,172,176,179,180,181183,184,186,188,189,190,193,194,212,21 

9,226,227,229,230,234,235,237,239,240,241,242,243 

tf$E£$80%Ja±©$!iiS1f Ltco 

[0382] MIMH1-2 

X0%V]i>Jfc5s ZtllZ 

50% 7 h h >TK (0.05%Tween20M) t J: 9 IZMM 

mt^(Dmfa^:n^Ltc0 JSf£^ ZtllZ2^ij]^tmLtc0 Z 

tl£25°C0tI;^ (160tP^S0-80tP^£fl0) ClSilfc„ M30^C£0£ 

5E£ilHU ;^C^T5E£l>££?rdi L/c0 21ia 

[0383] (%) = {5Etffe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
[0384] =t 100ppm0g|iMlItC J; y , -fb^81,89, 92,107,111,112,114,128 

,152,171,183,184,186,189,190,193,194,211,212,213,215,216,218,219,227, 

229,230,231,234,235,237,238,239,242,243 

^^80%]U±©^;m£^ L/co 

[0385] I&IMH2 /\X^E>3 S3Eftl£jftl& 

/1N°>> X0%V]i>Jfc5s ZtllZ 

50% 7 h K >TK (0.05%Tween20Jpffi) tftZJ: ? lzm$lLfcpJf&MJg<D*% 
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dtUC3^M£ML/c0 d 

tl£25°C0tI;^ (160tP^S0-80tP^0£fl0) ClSilfc„ M30^c£0£ 

5E£ilHU ;^C^T5E£>££?rdi L/c„ 21ia 

[0386] (%) ={5Etffe$t/ (£#£fe$t+5Etffe$0 }x 1 00 

[0387] 500ppm0g«IItCj: <J, <b£^46,202, 68,82,89, 92, 96,104,1 

08,128,140,176,184,189,190,193,212,219,227,229,230,239 5E£l$80% JU 

± CD 2x ̂ /S'14 £ ̂  L tco 

[0388] litlMH 3-1 7^777AV 

/1N°>> 'Jfr^itS2.0cm0'J-7^ £tUc 

50%77-tzK>7K (0.05%Tween20Jpffi) £&£> J; 9 

L/c0 JSf£^ dtUd^M£ML/c0 d 

tl£25°C0tI^ (160tP^S0-80tP^0£fl0) CiRiU:„ M30^c£©£ 

5E£ilHU \Ltc0 2lia 

[0389] ?£&m (%) ={5BtitS / (£#£fe$t+5Etffe$0 }x 1 00 

[0390] 500ppm0g«IItCj: <J, -fb^1,2,3, 6,7,8, 9,10,12,14,15,1 

8,20,21,22,25,27,29,30,31,32,33,34,36,37,41,42,43,44,45,46,49, 50, 52, 5 

8, 61, 68, 69,71,72,73,76,77,79,81,82,83,85,88,89, 92, 96,100,101,102,103, 

104,119,122,131,132,135,139,165,167,170,179,182,183,184,186,189,192,1 

93,194,196,199,200,202,208,210,211,212,219,221,222,223,225,226,227,22 

8,229,230,233,234,235,237,239,243^5E^80%J^±0$£;£tt£^ ttc0 

[0391] ftfF&SM (ftHS2003-26661^&*g) lZ$mO)ib£® 1 ( N-[ ( 

6-0• • kf'jvy-3 —^JU) K)II 

15^ 500ppm©^»lSKJ:£7*7;/;7A*>©5E£i$&65X"e&ofco 

[0392] litlMH3-2 VQyy^AisIfr 

'Jfr£>itS2.0cm0'J-7^ ZOZmVfcts, dtUC 

50%77-tzK>7K (0.05%Tween20Jpffi) t &£J: 9 Jt©*fg 

JSf£^ dtUd^M£ML/c0 d 

tl£25°C©tI;^ (160|^0^flS-80l^0tflS) CiRiU:„ M30^c£©£ 
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5E£iinu 2iaa 
[0393] (%) ={5Et£fe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
[0394] tomm, 100ppm0g«lltcj;<<j, <b^$)1,2,3,6,7,8,9,10,14,245,18, 

21,34,43,49, 50,71,76,83,85,86,88,89, 90, 91, 92, 93, 94, 96, 97,102,105,113, 

128,131,137,138,139,140,141,145,149,152,157,163,183,186,196,199,200,2 

04,208,212,213,214,215,216,219,222,223,225,226,227,228,229,230,232,23 

3,234,235,236,237,238,239,240,241,242,243,244^5B^80%J^±®&&}% 

Ltc o 

[0395] litlMH3-3 7^777Avjftl& 

XtZW'JfcZ* ZtllZ 

50% 7 h h >TK (0.05%Tween20M) t J: 9 IZMM 

mt^(Dmfa^:n^Ltc0 JSf£^ Z Ltc0 Z 

tl£25°C0tI;^ (160tP^flS-80tP^B£fl0) ClSilfc„ M30^c£0£ 

5E£ilHU \Ltc0 2lia 
[0396] (%) }xioo 

[0397] tomm, 20ppm0g«lltcj:''js <b^$)1,2,3, 6,7,8,14,18,21,82,86,8 

8,89,90,91,94,95,128,137.138,157,199,200,212,213,214,219,226,227,229, 

230,231,233,234,235,236,237,238,239,240,241,242,243,244^^80%^ 

± CD 2x]£/St£ £ ̂  L tco 

[0398] litlMH 4 71) 7 7"^ A »> 

/1N°>> hSi£©^1>^yfr£i&S2.8cm0'J-7^ ctltc 

777"^Ai>J55c^^43lM L/co fffilBll 'J-77^ 

X^CjtT3ftfc1^M®$t£10smciJ^L/co "tOXgs Z<Dmfc%)&<D^ 

£TZ XOlZs 50%77-tzK>7K (0.05%Tween20Jpffl) 

1/ /cpjT^/JsJjf 'fb "•"%)© 1/ tc0 i7 U t<_ 

25°C0tI;^ (160tP^S0-80tP^£fl0) ClSilfc„ M30^C 

;^C^T5E£l>££?rdi L/c0 21ia 

[0399] (%) = {5Etffe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
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[0400] 100ppm©g«lltcj;<<j, 'fbn'^l, 2,3, 6,7,8, 9,10,11,212^\ 

[0401] litlMH 5 V\iOy-h Eft I&5S1& 

50%:P-tz h>7k (0.05%Tween20jM) tt£2>£? 

tUC2^M£ML/c0 25°C©tI;^ (160tP^S0-80tP^0£fl0) IZ 

WMLtz„ M30^c£©£5E£ilHU ^Mz^X^^W-^Ltco 

mmrnko 
[0402] K&m (%) =mtmz/ }xioo 
[0403] 100ppm0g«IItCj; kK lb£^ 2 12, 213,215,21 

6,2 2 7,2 2 9,2 3 0^ 5E£^80%J^±0$£;£tt£^ L/c„ 

[0404] litlMH 6 h h'V • 0 >;b 

50%:P-tz h>7K (0.05%Tween20jM) £££<£9 

tUC2^M£ML/c0 ^©^ 25°C©tI/m^ (160|^0^flS-80|^0tflS) IZ 

WMLtz„ M60^c£©£5E£ilHU ;^C^T5E£l>££?rdi L/c0 

2gftjgm, 
[0405] (%) = {5Etffe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
[0406] ^©^, 100ppm©g«lltcj;<<j, <fbl^)1,2,3,6,7,8tf\ 5B^80%J^ 

± © lx ̂ /S'14 £ ̂  L /c <> 

[0407] litIMH 7 -tz v • 7 > JJ Eft I&5S1& 

/1N°>> KSi£©^*S^ 50%:P-tz h>7K (0.05%Tween20Jpffl) £££<£9 

tCl^L/cm^)I^©^0^'fb^©Mt^s^»IIL/co JSS£^ d 

tUC2^M£ML/c0 ^©^ 25°C©tI/m^ (160|^0^flS-80|^0tflS) IZ 

WMLtz„ M40^c£©£5E£ilHU ;^C^T5E£l>££?rdi L/c0 

2gftjgm, 
[0408] (%) = {5Etffe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
[0409] ^©^H, 100ppm©g«IItCj: -fb^ 1 5E£^80%J^±©$£l 
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L/Co 

[0410] litlMH 8 Eftl£§ftl& 

50%:P-tz h>7k (0.05%Tween20jM) £££<£9 

mmk, z 
tUC2^M£ML/c0 25°C0tI^ (160tP^S0-80tP^0£fl0) IZ 

WMLtz„ M40^C£0£5E£|1|IU ;^C^T5E£l>££?rdi L/c0 

2gftjgm, 

[0411] (%) = {$E£&&/ (£#£fe$t+5E£ffe$0 }x 1 00 

[0412] 100ppm0g«IItCj: <b£-$)1,212tf, 5B^80%J^±0^ 

L7co 

[0413] litlMH 9 ^>y7Jtv7$ lfrK£litl$ 

Sgjig©*^ 'J \,Z*y*/VzM-*J=7S$,&*WiM\ss IBfcMPSttfc 

o MPHS&10^ dti^25°C0tI;^ (160|^0^flS-80l^0t 

IS) tC^ML/co jt»7 3 0|i^ <£Ui&S2. 0011011-7^'-fX 

£ tUC50% T7-tz h>7k (0. 05%Tween20Jp 

m) tt£Z£?izm&Ltzpftj£.mm<Dm%iz&ftLtzo cti£25°c 
©il/m^ (160|^0^flS-80l^0tflS) IcSiLfco f^1 4 0^c£0£5E£ 

HHU ^MZ^X^^W-^Ltzo 2lia 
[0414] (%) ={ /mmm* 1 00 

[0415] 100ppm0g«IItCj; kK lb£«12,229,230^5B^80%J^± 

®V>tzo 

[0416] S/c, 20ppm0g«IItCj: -fb^ 2 1 3 ^5B^80%J^±0i^lN^^ 

L/co 

[0417] I&IMH 10-1 

hSi^OM >^>fr£>jtS2.8cm0'J-7^ XO %$] V ZtllZ 

50% 7 h h >TK (0.05%Tween20M) t %Z J: 9 IZMM Ltzpft&&(D*% 

mt^o^m^n^Ltzo mMk, ztuzic 

tl£25°C0tI;^ (160|^0^flS-80|^0tflS) ClSilfc„ M30^c£0£ 
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5E£iinu 2iaa 

[0418] (%) ={5E£ffe$(/ (£#£fe$t+5Etffe$0 }x 1 00 
[0419] t(DBm, 500ppm0g«IItCj: kK lb£^49, 50,85,86, 90, 91, 93, 94,104 

, 107,108,114,128,131,135,137,140,141,144,145,146,147,152,167,170,171, 

172,176,181,182,183,184,186,189,190,193,196,199,200,208,211,212,222,2 

26,227,229,230,231,237,240,242,2437^^80%J^±0i^$£;£14£^ 

U 200ppm0g«IItCj: y, ^^1,2,3,6,7,8,9,10^5B^80%J^±0 

Ltc0 

[0420] litlMH 10-2 

y?yfrib\M.&2.8cm(DiJ-7T'( XO %$] V ZtllZ 

50% 7 h h >TK (0.05%Tween20M) t J: 9 IZMM 

mMk, ztuzic 
tl£25°C0tI;^ (160tP^S0-80tP^B£fl0) ClSilfc„ WLffi3Bmz&<D£. 
5E£ilHU 2lia 

[0421] K&m (%) =mtmz/ (£#&&+$E££$O }xioo 
[0422] 100ppm0g«IItCj; <b£*, 3, 6,7,8, 9,10,90,91,104,12 

8,137,186,193,212,213,216,238#5E&$80%JU±©L tc0 

[0423] MIMH 11 7 tl £ fib V $ K U ± X $ ± ^ Iffil&Mlf 

50%77-tzK>7K (0.05%Tween20Jpffi) t &£ £ 9 Jt£>* 

fPJHb^$l©2i£&l;:, &ffi40&©=lA#Sg^£30^Ji>lLfc„ JSSS& 

^X$^y2^^2sI^ML/co LT25oC0tI;^ (16 

0lP^S0-80lP^B£flg) [ZXW<m.Ltc0 §iti£^=l A^[Z%&ktZ>tclsb, ft^X 

ffiTfr%=iA^iz7K%:mtfc0 mm3B&iz%)&<D£$zzmgu %j&zm 
?T$E&&ZW&Lfc „ 
K&m (%) = {$E££l&/ (£#£fe$t+5E£ffe$0 }x 1 00 

[0424] 50ppm0Mt^;l)*MH^J:''Js -fb^ 132,141,144,183,184, 

189,190,192,193,194,212,227,229,230,231,233,236,239,242,243$£&>$ 
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Ltc0 

[0425] l&IMil 1 2 Iffil&tflM 

yzTSmc, 50%:P-tz h>7K (0. 05%Tween20jM 

) tt£%&o[zmwkLtcpf\&&(D*%mtti®(Dn)fc%nmLtc0 mmk 
s Ztl%7°^ZT>y Ot) >y 7°lZAtls $£>IZS TV s<*TJt) * 

3MML/c„ 25°C©tI;^ (160#P^flS-80#P^£flg) CtML 

tco mmBmz^(D^^mmLs $&iznE?z&,&mzw&Ltzo 

[0426] ?£&m (%) ={5BtitS/ (£#£fe$t+5Etffe$0 }x 1 00 
[0427] tomm, 50ppm0g«lltcj;''js <b^$)212tf, $E&$80%J 

L/co 

[0428] litlMH 13 lfrK£lit,!$ 

$)©£££!I$1 ML (/1SI) ? •-> 'J y^icj: yiMIILfco H^J 

25°C0tI;^ 

(160tP^S0-80tP^0£fl0) ClSilfc„ MH480|^^tC, j5£ffe0£5E£illl 

U L/co 

[0429] (%) = {$E£&&/ (£#&& + $E££l$0 } x 1 0 0 

[0430] 0.5Mg/3l0MllM^fclNT, -fb^1,8,212#5B^80%J^± 

® L/Co 

[0431] litlMHI 4 -f x/<x|3fi|&lftl£ 

^ftlZZffi^LZ^ZM]&,&<D!gWlZ, Tiz b>lZZpJf&MJglzm£iLfc 

(/i3i) MnL/C„ tiv^mtcVb 

mtt£Z£?lZ, J$&Z7o^ZT'y0tJ'y7°<^&LZ, 25°C®tI;^ (160# 

P^S0-80tP^0£flB) IZtmLfc„ ^11240^^ $£fe0STO>Jil£illlL 

, umzs vgMiz&vft^tz0 

[0432] sm&m (%) = mm&&/ } xioo 

[0433] 2fjug/m(D^mmiZ^^Z, ^b^33,212,213,214,216tf£PE£l 

^80%J^,_t®L/Co 
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[0434] 
umm 15 by V£Qy±>Eft I&5S1& 

Wo^-tz s 
&&(D*%mtti®(Dn)fc%lm^Ltc0 720$^®^y iii$y£PM3-&/c 

ZtllZ £ y K £0 yt>2^&j]&%:WzMt'oifcfi L/Co 25°C0tI;m 

^ (160tP^S0-80tP^£fl0) ClSilfc„ M40^tc£0£5E£|l|IU & 

Ltco ^ti2^ytcd; y ftofcG 

[0435] (%) = {$E£&& / (£#£fe$t+5E£ffe$0 }x 1 00 

[0436] 20M g/S©fttSMtC33^Ts lb£«12,213,215,216,222,223, 

226,227,228,230,231,233,234,235,237,212,213,214,215,216,222,223,227,2 

28,229,231,233,234,235,237,238,239,240,241 ifs 5£&mQ%£l±V>m^& 

L/Co 

[0437] <±«}S>iMH^> 

litlMH 16 by h h"P > 

hSi£0M*S^ 10%^-tz h>7K£&£<£9tciJ^Lfcm£}fJt© 

*fPJHb^$l©2£&£±&m&^SLfco MH30^ ctuc ty h 

2^M£10SItlWLffiLtzo 25°C©tI;^ (160|^0^flS-80|^0tlS 

) ClSilfc„ M30^tc£0£5E£ll|IU ;^tC^T5E£l>££?rdi L 

fc0 y tc ct y ft o fc0 

[0438] (%) = {$E£&& / (£#£fe$t+5E£ffe$0 }x 1 00 

[0439] 0.05mg/S©MllMtCfclNT, lb£«12,227,229,231,233,237 

, 238,239,242,243#\ 5B^80%J^±^N 0. 005mg/S©fttSM^33^Ts it 

[0440] ummi i iz^noytm^Mm 
hSi£0M*S^ 10%^-tz vyfcttSLh&oizmQLtzrft'&M&.co 

*%mitti®on)fc%±WMi&®mLtc0 MH30^ zmz-t^noytiz 
^4b&*\m?r>WLffiLtc0 25°C©tI;^ (160tP^S0-80tP^£fl0 
) ciRiU:„ mmBmz^^^mmLs 
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tco U tC <£ lJ \i -o tc0 

[0441] (%) ={5B/ (£#£££+5Et£iO }x 1 00 

[0442] 0.05mg/S©MllMtCfc^T, lt£«12,227,229,231 

^80%J^±0i^$!^14£^ L/c0 

[0443] litlMil 18 -f ^$X'V"^Ay 

hSi£0M*StC, 10%^-tz 

Mill/Co ^12 011 CtltC-r ^$Xx/^7Ai>j55c^^: 5 31-f^ML 

/c„ 25°C©tI;^ (160tP^S0-80tP^0£fl0) CftiL/co M3 0 

ittc£©£5E£illlU L/c0 ^ti2Mtcd; 
lJ IT^/CO 

[0444] (%) = / (£#£££+5Et£iO } X 1 0 0 

[0445] 0.1mg/S©MllMtCfc^T, <ft£«12#\ 5B^80%J^±0 

L/co 

[0446] 

litlMH 19 K b:V nQy±\ 

hSi£0M*Stc, 10%^-tz h>7K£&£<£9tciJ^Lfcm£}fJt© 
*fPJHb^$i©2£&£±&m&^SLfco MII3S^ ctitc^y^Ji^tth 

£>r P^>;b2^M£i0sir-3ML/co 25°C0tI;^ (160#P^ 

j$-80^0tJ(0) CiRiU:„ M30^tc£0£5E£il|IU /^^oT5B 

L/c0 ^t^fytc^yft^/co 

[0447] (%) = {$E£&& / (£#&&+$E££l$0 }X 1 00 

[0448] &fc\ §iti£S£t^ 

, (I) 2007^tg^m^|N (II) 2005^|S|m^ltCfclNT, ^tl^tl^^tl 

tc&, •M^iz^^xmrtm^tsntc^ *&mLtc0 

[0449] itti^rnz^tncDmnzttLTW.^/mom^^m 

00%, 0.005mg/S©Mlim^90%J^±£^Lfco -f$y?P7°'J 

Kti, 0.05mg/S©Mlim^ (Ji^tt^) 1001 (I) 40%, (II) 60 

%-Zfo-itc o 
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[0450] lb£*12&% -f$y^P7°'J 

tC^f LTN & Z. t. tltco 

[0451] 2 0 b y K £pyt) Eft I&5S1& 

hSi£0M*S^ 10%^-tz vyfctfth&oizMQLtzrft'&M&.co 
^%mt^(Dmm^±WM^m^Ltc0 MH3S^ 
*VWy-hZ§1eh&*\m?r>WiM\stz0 25°C0tI;^ (160tP^ 

j$-80^BtJ(0) ClSilfc„ M30^c£0£5E£il|IU V&lzHE^Ttt 

&M*n.&\stz0 um&2&$nz.£v?7?tzo 
[0452] K&m (%) ={5BtitS / (£#£fe$t+5Etffe$0 }x 1 00 
[0453] 

[0454] ltl^212&lNrfta)^$^ttLTt0.01mg/S©Mlim£l>£l 

00%, 0.005mg/S©Mlim^90%J^±^^L/co -f$y?P7°'J 

K&, 0.01mg/S©MHm^ (JSS1f&$fe) 1001 (£?^H«E) 50% 

Xfo-otc o S/c, 7 -f 7°P —Jl4iN 0. 01mg/S©MlI"e5B^ (JSS1f&$fe) 

1001 n%-e$>?tz0 

[0455] £®^HJ;<<J, lb£*12ti% -f$y^P7°'JK\ £<££/, 7C/P=JH£ 

K If-7 L"C £#t~£> d 

[0456] Umm2 1 4b^]212&tM 5^P70|J K0^x/j-iiHiii^^ffilN 

/cin vitroftHH^it 

Pest Management Science(2003),59(3),347-352% focfct/JournaL of P 

esticide Science(2004), 29(2), 110-116^15®^ tlTlN£> cfc 9 IZS -f $ O 0 

P7°'J TS lb 3 ft S d £ ft] b tlT au s 

3I?#©$M*©r>£o£ £>ftT^£0 9 L/c 

tc ttf £ $] H £ 56§I"t £ tz &> IZ JU"F ©^ifc ̂ ITO/CO 

[0457] ^x/<xj5jc^(0.645g)tCN 10mL0U ij-7A|iir^(pH7.4,1mM EDTA 

tD^ilU txp KP>(S^lliI^^^m)tcJ:''J+^tcJi^L/c 
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o 10, 0009s tz± 

mmtks tsibiz, 100, 000g,60#^©IM$^/&#£l£ftl\ )tm^%tz0 

z<DfomtoAffiffifeizmm$^ MH^ 
\mLtc0 ±X?K±, feKtt, 4°C0)^#-etT^/co 

[0458] 25°C-e40BtP^J^3ttfc 

o 7"tz K>1mL£jQ;LTJi#U £ U/c;«£ 12000rpmT-5^^3i/i> 

m^Ltco ±m07iz LC/MSKaALT##r£?Tofco 

[0459] : 300uL 

^b^(Z)DMS0;#)S : 5uL 

^;U=|-X6U : 5uL 

NADP+}§^ : 5uL 

?)\s =I-X6'J KP^r^"--tz;#^ : 5uL 

'J >M*J 'J 0 AWmjfcW A, 1mM EDTA^) : 180uL 

[0460] 

t=5>A: t)7-tzj\ss<'y ?C18MG 

0-3^ : 85%7K 5%Tiz h'JJUs 10%^TK®^ (0. 1V/V%) 

3-30^ : 85-»25%7KN 5^65% Tiz h- h 'J Jk 10%^rll7j<;#^ (0.1v/v% 

) 

30.1-36^ : 90%77iz h — K U Jk 10%¥^Ki8$ (0.1v/v%) 

tl 7 A^j£ : 40°C ;,ful : 0. 35mL/^ &AM : 100uL 

UV$M : lb£«12 : 325nm 

: -f $ W • 7° 'J K : 300nm 

[0461] ^^#^2127^0.08^&3 cmc^u 
s -f $ VO • 7°'j Kfc£2. 55-e& lJs -f $ y0 • 7° 'J K £tb$$ LT, <b£$l# 

^ -f $y^P7°'J 

-fb^212t^mz\im-zzzzt 
tfTF^ntzo 
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[0462] 
I&IMH2 1 7^ hyf7^-E^it 

lb^©200ppmN lOppm^^-tz K>;#^30ML^N 4mL#;tf ̂  X A'^f TJi/lZA 

ti/co Cti£:>^JUP^C 

K^^-NUA^JFM^tt/co 240#P^±N /W tt/c 

^ CtUC7^ LT, M^L/co 

s 25°C% >MJt85%, ^0t^0tI^tC|fML/co Ml 0^c£5E£ilH L 

, ;^C^T5E£l>££?rdi L/c0 21g(:J;^^/c„ 

[0463] (%) ={5Etffe$t/ (£#£fe$t+5Etffe$0 }x 1 00 
[0464] 200ppm0MllMtCfc^T, fc£-$)1,2,3,6,7,8,9,10,11,15,18,1 

9,20,21,39,41,42,43,45,49, 50, 53, 58, 61,72,86,88,89, 91, 92, 93, 94, 96, 97,1 

01,102,105,107,108,109,111,112,114,115,119,120,130,131,132,135,137,13 

8,165,196,199,200,204,212,213,214#5E£>£80%JU±®$! ̂  L tc 

o 

[0465] 10ppm0MllMtC£^-C <b£^1,2,3, 6,7,8, 9,10,18,19,42,43, 58,88, 91, 

93, 94,165,196,208,212,213,214#5E^80%J^±©i^$y-^JI£^ Ltc 

o 

[0466] -f $y^P7°'J Km0ppm0MllMtC£^-C 

4%-efe^/co 

[0467] jitlMH 2 2 V 0 XMt'0 7 0 h 
7^7 (ICR, m. 5®^) 0»^M2cm/^J, tzizm 

^^1. 5 c 1 5 mL/lN0|J 

[0468] mmm 1 1 tmmiz{.xmrn^tzMmmmmmo 1 ooo^$^2o 
M-L£% S#L/c51i-7"Ffil®V^X^tC;STL/co +^C$£'Jt3tt/c^ 

7^h^'f7y^yz1 0sIJ^±£51i-7"FfiUCM L/CO M 

3 0^7^ L/c 

o 



[9Z.t70] 

KZPZ K6£Z K8£Z KL£Z vl£S "6ZZ KL 

zz "z L \<?# [w.t?0] 

°-y n ̂  ̂  m ^0TKia^ o 
L v 6 v 8 vz. v 9 vs vL^q> ^OSpriWfliTOwddei -£ [g^0] 

= o 

^3£#^<2>TKie/Z : v Ifli [2iW] 

°^nfflfiki^i,sriT 

ilijgfflhkia^Kl vn Ci ^ > £ • £ vri^#08t7 

mmmm °~j-^Mmxo0L£ ^yc^nzra 
• £ v$$^i::iW$P&$0fr9LIHdU C. ?S^mddet -£^^» 

^q> °^nfflfikl^l,sri Tnq>^0l,(Blt0Z n ^ > £• £ >co^m^f-

lWTW^¥F¥^~e~sMW [1^0] 
°-.n^% L 6^#WMS L zw&i}a>±r$ [0^0] 

0 0 L 

X { /)$-£«}-0 0 L = (%) [69170] 

ZS£690/n0ZdfAL3d dU ZL96Z0/ZI0Z OAV 
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[#12] 

[0476] LlMtl^T-fe§ltl^]#^2 1 2, 2 2 7, 2 
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29, 231, 237, 238, 239, 242, 243 

[0477] [#13] 

tJ'hf'ti>Af.-f^±«Sji; hef-m^JiCmWSSSte) 
:-f*±«sia> 

OjOSmR/pol O.Olms/'oDt 0.005m g/pot 0.002mg/pat 0.05mg/pot 0.005mg/pat 

212 100 100 95 65 100 90 

221 90 100 7S 

ZiS I0G tc<] 3C 

231 100 100 70 

237 ioa 75 

23S 100 100 33 

239 m 80 30 

242 100 

243 100 

tttSfflS 
(WSilUte 20 

tt®«3 
CWttSlBM 10 

tttWflfl 
C#Bi*te se&MD ICO 2C 45 

itnws 
(#ftxst5 stefH3> 95 15 25 

itR«6 
100 20 25 

it»«7 
(RPF^iffiS 3tS0!7:i 63 5 20 

tbWfta 
(WMtBS 3lffi«6) 20 

££±a>fUBRn!Btt 
[0478] *W%(D7$yWimW&s =1 i-fis 7^777^Ai/, t 

y Stf^P 0>tls 77^P33/W, 

4b£< <Dm£yMZttLT&tifc$£&%im%£TZo 
3btC, ± 

i*fa££ £ £ "C t> ^ U fti£# l££!lHHEf" &J&= 

%mi$T$zztfr>bs %t±m<Dm£jz£!^r££iz&R?'$z0 m?r 
, <iii? 
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!t#©S6SS 
[1*^111] (I) £% 1*1 

J*Lt#A/T? ft £>«£$) m%Mo 

Dfb1] 

R2 (I) 

[3^ Arte, J:l^7x-;US% £fcl£it#!3*lT 

lNT t ct l>*5~6JtCD^-7: LN 

RHiN TKSIJI^ S/ctiC1 ~677>'U^r>'US^:^ L 

R2l£% td J; lJ tiTl^T t cfc lNC1 

^tlWTt £^a~67Jl,JrJl,?l-Jrist)Jl/7}-s=Jl/&s 

j?/\U?>WsTlZ£ ''JM^^tlTl^T:fc J:l^C1~677>l^^>l^x;^/1-^-

>|^S^ C0NR6R7, P^>J1C^C <£ <-J tlT^T 

t <£ i^ci ~6 0,0' -77;U^;U/1NX/1N|J>'USS ^>7^1, /1N;U$;US 

S/cti— hPS^^Ls 
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SR8% S-CS-0R8, S-CS-SR8, S-C0-0R8, S-C0-SR8, S-CS-R8, Sfc&NR 
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d d"eR5ti/\p>f J:l^C1 ~677;u^r 

jUgN )\s&, y\nJf 
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R8&, t ct INC1 ~67)\S%-)1'S%:7F= Ls M&3*lT 
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;uS% CI~477;U^T>/U^>/U^->/USN 

^tCj; J:lNC1~477>iU^r>iUStCM^^tlTlNT:fc 
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^t"o 

R9% R10 lis INJC 3itz; LT, 7fcJ\s<Jl'Ss AP^fyjgf 

ted: yM^^tLT^Tt J:^C1~67Jl/^rJl/Ss T^U^U^^/xp 
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M^^tiTlNTt<fc^C1-47Jl/^rJl/Ss AP^fyjgftcM^^tiTlN 
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'z- c<^uy- (HL) z-<aupt (ifr£r* (iry-£-<x 

UPtaa^-9) ) - L] -N (8D 

li^ll V>?A vfi<3?agir^if 
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7x/'JJUg-?&£s 2lzmmCDT<>m?9fa£fctt'£(Dik0 
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try&TlZj; U ti <£ lxC 1 ~6 TJls^JU^ /\p^> 

MTIZJ: UB^tiT^TtcU^ 1 ~67J^M + yi, i/77 

Ss /INJU^U^ — hPS£:^U R4e&/\p>f >tcd: U tl/cC 
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*1117] <k^i£ (le' ) E£©Y#\ 1* 

#mi 5lZ&m<D7$ym&to£fcl£1:<Di&o 
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[1**1118] (le' ) 4J©R4eA^ IZy tl/cC 1 ~ 6 

:pju^ug-efey, Y#\ ft* 

in 5 KIEIS©^ ymmw^tciz^o^o 

[1**1119] ±§Ei£ (le' ) -e^3tl£ltl=r%&b\ N- [1 - ( (6-?PPtf 

kf'J *>*>-2 ( 1 H) -2 

, 2, 2 — K U 7;U^P77-tz^ $ K\ N - [1- ( (6 - ̂  P P - 5 

-7J^PeiJ^'>-3-^Jl/) kf'J *>*>-2 ( 1 H) ->T 

' -2, 2, 2- K 'J 7M\=\7izt>$ K\ N - [ 1 - ( (6 

-7J^PeiJ^'>-3-^Jl/) kf'J *>*>-2 ( 1 H) ->T 
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>] - 2, 2, 2 - h 'J yjU^nTizO < N - [ 1 - ( (6 

-^PPt0|J^>-3-^;U) kf'J *>*>-2 ( 1 H) —-r 'J 
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