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ItttAPi^i: LTfcF £ L < tis i^Its ^-fbTK^Its 511133 <£ t/ 'J >11® J; 9 & 

Mil; 33<£ON>XL-71£N ;*^>7ju*viis P-SJUXVTJU 

/1-N>Il33J:t/^x>I|0j;9^^I|^0J^^tf £>ti§0 3 L< 

(is iMS£s ^bTK^Sts 5lll33J:t/^ 0 yXJU^yMt^ik^'^lf £>ti£0 

[0038] ik&muik^ • mmmm^iztD^ym^ u < 
7 x y c £ tc <£ y ^0*1 

LT^ U "31 ^ Aims 

^Ai^, ;fr 'J "7 AiUftifCDT7,/^ 'J #S±^ ; iJk>CA£ 
lJ±II#B±^ ; T7^ Z^AI, TV^E-^A^ ££>tCtip< 

vi^s X^JU:P$V±^ K 

•J ^ J-ii'J7 < yiks K 'J x^JUT7 < yiks T ^ 

t0|j^>±^s t°=i >j yik, JI$ ;-jis7$yik 

s i/JL$ J-)\s7$yi&, h 'J x-$? y —JUT7$ >imN h'J x t KP^^ 

Jb7^yy^>^ p/\^ri>>/U77$ > 

j&s N, N -^>^bXf L/>^'7$ 

J^L U^yimL ^JU—y 

cti£>tc^£3ti&l\0 ±mS{\l"JP±mi: LTfcFS L < tis ^h'J^A, t) 'J 0 

As ^JU^A, x^ y-;u7$ >33j;t/K'J x t KP^^^^v'UT7^ y P< 

$yt(Dmniktfmft>nZ>0 t! t>lZfr£L<tes ^h'J^A, *J'J£A33 
<fch 'J X t: KPy p< ^ £>tl£0 

[0039] 3 £tc*fgB£©&M^©^[£S;Ui>£M©JT\33J;t//tfc&j£j»^ 
(I) 0^^)tis 

Lmz>o *§ff (*fP£lC33 tt 

•g>s ^ (i) (Dit'&yattc&znbfDM) tfemz£vwi&znzffi*ti:<b 
&o *mn%<DB#i<Dtz®<Dfrfr2>mmz, ±§Bj§ft 

<D±m¥&i%&*:W5£-&t. mnm^izimzn&mmxfoz z ttmtL 
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Jk x^uv^'J P-Jk 7°P p-Jk Mtx^JUte^t/Mty 

. fc?3;L<&, 7K X^y-jute^t/Mtx^u^tf£>ti£0 

[0040] (i) 

(I) "e^^tl^)2-(1H-t0^V-JU-

X^r-A 1 

£<> &fc\ 7 + -A1^ <ft^©£-§E^&s iiu$©i:£l'J-C£>kK P£<£ 

t/ p' & 7J< H g fc ^ ft {% IIS £ H L. X / \ • f y S tc & 5® ̂  ft # p > i| 
s^u v&Kmz.R^tzm<otB&4*y*^.?0 rjg^&,i? 
• >I|J £l£% jtfp fcteJtfp >I£xx^ju£g|t~o 

[0041] [<fb3] 

[0042] 2-t KP^r^^-'J (IHa) S 7c ti ̂  ®^AN bV~7 V— 0 A-fbn" 

$1 (IVa) (V) S©&£?#£> Org 

anic Synthesis CoLLective VoLume 1, p. 442-445, J. Org. Chem., 21#, p 

.394-399, 1956^, WO2007/083320, US6852890tC§Ei6<OT;£^ 

ZZttfpIffi-ZfoZo 

[0043] V7V\tK^z, rn.mw.-h u ^AS mmmmm, mmw 
thu^A, mmp< u OAtj: tommmik, - K P 
x^;k wmW4 V7$Jk MgH7 7^k MII-T V7°P t°;k M 

A 1 
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ZtffVZZo MfflMi-I*'J V As SfclZMffi 

iH V7$Jk e>ft£>0 

[0044] 

<, Pfc^t/P' t -rV7°Pb°;U®, TIUUS, ter 

t-T/^jug^ * ^>y;uSfcN<tt/9-

7 > X >J )l * ̂ JUS t£ t*(D7JU*JUM, t tc It hf / < P 4 JUgfc J: tf* > W 

;ug&if©:p;wug, t/ctip- K;ux>x;u/iN-;uSfcNj;t/p< ̂  >X;U/1N 

—JUS& £ (D x JUTis - ;ugM b ti £ t\ z ti b tc PI£ 5 ti £ (D ~e & ft 

i\ SfS LiM£lIS<h LTteu p^JUg, p - S;ux>x;U/1-N-;uS33J:t/ 

[0045] 2-t H'P+^7-'J (Ilia) 

IC&U 1~10^*^ftL<, 1~3®UUj!fSLl\ 

[0046] ±lEy7^/<bJ£jfcte, 7K 

st!:7c^i}§j& y-Jk x^y-jk 2-7°p^y-;k Mt, 

MJ 7JU:*PgfI£, Th7tKP77>, 1,4-y^-dr+h>N S/^JUtfxJl/A 

^ TK- * * y - ;u-stif b n o ^ e> tcsit-e h z> 7 - <j > mm 
ft©j§$te£5S&U £tc, VTVit 

±kltN ^ibfrmm. M 
, if Its K 'J 7 ;u^ P if M&<£ t/ 'J bti&a &£b< ttik 

1^ K (; 7;u^Pif®fe^^o 3 

[0047] ±&VFVit&fc&s x^y 

—)W * K^>x^y — ;k x^->i^y-jk i-7°p/\°y —;k 2-7°P 

/\°y-;k 1-7"^y—;k 2-7"^y-JU£<£t/2-y^-2-7^ Ay—JKBJ: 

9 & /'JUP — JU*IN NyXf Jl/X-•xJk V 7°P tfJUx —7^;UN -T" K ^ tl 
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KP7^X 1,4-

^^>©<£9&x-^,/U3l;#£gN Mt^Jk Mtx^Jk Ml7°P tf 

N, N-:y ;><-^JU^JUA T7 $ K\ N 

,N-V*3-)\s7^9 < K\ N-^JUtfP 'J K© 

J: 9 ft# 70 p h $/ 0 • • * 0 y, 0 • • A £ <£ t/1,1-V 0 • 

• x o y & t<DJ\ • *t y%k}$m^ibizztiib (D)%m 
SfS L< \£**J-)\,s x^y-ju 

£ J: X?x o J — Ju-"y X^)Ux- =r)U©$g$•T?S> £0 

[0048] ±B*s7y{bKfc<Dt&mz> IISSI^TJ^I 

lx£iI^©£'t>^Tfe^Tt-50T)~50T)7^f3; L<^ -30°C~10°C0^-etT 

9 d t AU y $?£ IA\> 3 L < ^-10°C^^5°C®^-efe^o 

[0049] ±E5*>'T%/1bJxJ&li* Sft £j&akmztj:'>jmti:&&* 5#fr£120$F^ ® 
^&30tP^F<3 set 

[0050] ±E3i'Tx/1t,JxJ&fctp<D* &n<D)MJg&mzmfc3tlte^tf. 0.1mM~10M 
©l5Ht^T9 d ttfTttZo &£L<l£s 1mM~1M©|5HtS>i>o 

[0051] y>y-^Ajb^ (IVa) h'7i/'^lft: (V) 

^ ^bI-xXSfclif©M, 

I£i^ Sfcte K 'J 7xzjb/t7 7^ (Organic S 

ynthesis CoLLective VoLume 1, p.442-445% J. Org. Chem., 21 #, p. 394-399,1 

9563^ WO2007/083320, US6852890, US2007/0105866, J. Am. Chem. Soc., 92# 

, p. 853-859, 197030 0 $?£ L < tt&fcB-ZX* Sfctt 

ww&tk £ E & *e & *> „ 

[0052] ±IBil7cJ5JS;tts ¥Tx/fcJxJfclZZl$ffi$fi? ZttfRlffi-e&Zo T&£> 

-tb-m^Z^^V7V-OMt^$]£J|Mrr£ d £&< s 

jt^Mtthuz-s t L< V-fb^j^/^^JPA.^ ci £ tz 

(V) £fztt*<Dik%'&f&T&Z£i!)<?Iife-e$>&o 

[0053] ±IEM^IJ©M^ LT^ ttfcTZiSTV^OAit'&mzttU 1~30^M 

«L<, 1~10^M#3 IA\, 
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[0054] 

•?=&<*<* 

fo&jDifbIA\> 

[0055] ±§BSi7cJ5J&;©^j£fciu ^^©ffilltCj^TtSft^ -50°C~120°C 

«u<, -i0°c~70°C0^-etT9ysfsIA\, 3 £>tc&f3; L< ti 

-10°C^^30°C0^-efe-g)o 

[0056] (V) Sfcti^l&ti, -fb^ (I I lb) frbVTV-^Jx 

it-Sty} (IVa) £Hfi L^lx-e^-r^C^tqTt^'efe^o 1~&t>"Mb^ ( 

11 lb) tL<ti##£~K kh'r^J/cttP' T? 

«il3ti/ct K^yy^JSJ^^-yr-Sd^^cfcoTt, t: (V) £ 

[0057] -?^-)\s¥^v-)mmw (vi) (iiib) 

#6T, tL<ti##£~K 

[0058] ffiiiP' ^L/ct: K^>£ffllx£*Ii=K 

J: < s P' £ LTti$y;Ui'p< h^r^JU^—JUS, 

ih^^llJkf-JbSN tert-7" JUSN 

-JUS&if©^*/±>)\stf-)l>Ss £/cti fcf/<p -f jug£J;> 

W;i/S^if©7s>;i/Ss Sfctip- K;ux>x;U/1-N->'USfcNJ:t/p< 0 >x 

JU* - jugft if© TJU* - jug Ptf £ ti£ ztiblz 3 ti £ t © T 

ti&i\ $?£ lAMfciiSi: LTtdu t-7" h^^JU^-JUg^tf £>ti£0 

[0059] 'fb'n^ (I I Ib) ©X^/NP^ >©£§•" tCtiN Organic Letters VoL.3% p. 38 

03-3805, 2001 ̂  J. Org. Chem. N 72#% p. 6190-6199, 2007^N J. Org. Chem. 

, 70#, p 5164-5173, 2005^tC|Ei6^ tlfc^tCig ̂ T^Stef Z Z t tfqTtg 

T'fe'So (I I Ib) ©XA**J\ P >II©i#'n tCtis Bioorg. Med. Chem. Let 

t. 18#, p. 4438-4441N 2008^tC|Ei6^ tltcjj&izm Z> Z t AM 

ffiV&Z o 

[0060] ±§E©J5J^tCffllx£L -emnZtlfct h'7^X tL< 
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M&s Itl^KHIbKcttU 1~5^M 

if IS CblZft-3. Ll^o 

[0061] ±^<D&mzfeLtcfem*s N,N-y 

^JU^AT^ K\ K\ N-p< ^JUbfn 'J K>, 

^JU7JU*^> K\ 7-tz S-K'J JUfc^t^yP t°^-K'JviU® 

<£9&#7°P h>14;#^ 1,4-y^^r^>, 1,2-v^ S^>x^>£J;t/1,2 

-i/i >©<t 7 ^PP/1NJUAN 1,2-^^ppx 

^>N 1,1,2,2-=j- h7^PPi^>J)J:t/1,1,1 - SU ^PPi^>©J:?^ 

£ti£;6<e:tUC|^:££ti£:&CD"ete:&lxo £ 

AT7 $ K\ N-^fj^P'J K>, 7°Pb°^-h U ;U. ^ ^U7JU*^> K 

£fflix£A\ KJtZtX'fo&o 

[0062] ±§E©J5£SUC&> 

£Iflte3 •£ /c =fc © £M$M t, L < &<ft^Mi#J^±ffl ixTt Z> ZL £ 
^-e$£0 "ton, \,4-VT*f ^o uxi.i.i^o o y, 1,8-vy^f^o 
• [5,4,0]^>^'-tzX tf'J^X N,N-^^^J\yT< J tf'J Vyto&otzMWt 
±^SN tert-7" V%-is~h 'J ^A, tert-7" K ^rN>^- h 'J "7 A% £ 'J 

•7A, j^It-tzS/^A, 'J>Mti'J'5&(D<}:?&mi&&&&M^2>Z£tf!i?£ 

Llx0 J;ySfg j^It^'J^A, j^H-tz^A, 'J >!££ 'J 

[0063] IBte? <>: h 'J 7"fi^7 7 -f X K 'J 7 x-;U/f\X7 

-f >, 1,2-i/'7$;i/^PA^ 

Vy, 1,10-7 itVXP 'J 8— tl Kp^i/^y 'J V N hfP'J Vltfc 

<£ t/2,2' - tf L° 'J ^ yt£ Ziif^tf b ti£ ti £ ti£ t CQTiifti\0 

N1,2-i/7$;i/^P^X 8-t K 

p^>df y 'j >-efe£0 

[0064] <pmo)7K \sy?vz\-)[,&£%)mntz>£, ±m<D&jfcizbm 
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[0065] 

Z £ tk^7LZ>Zt1ffoZ>o 

[0066] ±§B©j5jfc©^j£«u 

\ 10°C~200°C^fS L<N 20°C~150°C^^ iblZft-% IA\, Z(Dt^, 

0 • $£flBltff £ J5Jfc flD5t3 ti£ £ £ ifh £o 

[0067] ±§B©j5j&fciu snomm, 15^ 
-960m mntemmvmiz^mtz> z 

[0068] ±§E0J5JMSff®}fJt^ ®^1mM~"-K ($&§ 

m TfrfrtlZo SfS L< tt10mM~10M-efei)o 

[0069] -fb^ (IVb) (V) Green, Protecti­

ve Groups in Organic Synthesis (5th), 1999^% John WieLey & Sons. 

M\Z, ffllx/cP' <U\ P' tft 

ert-7 \* %•*/*})\,7$=)\,g<Dt%'&iZte, ffi&titzte K 'J 7Mn&Mtetf(D 

t(Dm, 7-V-)\stitz.\%=f-*7- y-

JU £;*•£££Sf**§•%.%> Z £1f1bZ>o 

[0070] (V) 1,3-^>r K>t L< 

0•££ d t IZ J; y fcf^ V- JFM Lfc7i- Jl/tf 

(vi) 

t) JUtf=JUg£Tizf -Jlygr-mu L/c <£ 9 \f.=? ViZ 
& A ic "f £ ̂ £ *e^ s > a ic ̂  & 3 ti?# £ J: -5 Kit-sty % Mtia 
t~ §o 

[0071] ±IE®J5^tCffllx^1,3-y>r K>t L< -fb^ 

^(VKcttU 1~20^M^?SL<^ 1~5^f^ iblZftS IA\, 

[0072] <£ * * y 

—Jk x^y—Jk /• K^ri>x^ y — Jk xh + i/x^y-jk i-7°pAy 

—jk 2-7°pAy-;k i-y^y-Jk 2-7$;—JW 2-p<^^-2-7^/^ 

—Jk ^lJ-tzP-;UfcNd:t/1,3-70PA>y^->'U®J:9^77>'UP->'U^ $/ 
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— 7~JUS i/4V7°nt'l)\/JL — -r)\y^ T K tl K P7 ~y ;^)l/-te 

rti/7xZJH-Tik 1,4-*S#lr+F>s 

P-JUy^JUx-^jk \,2-V* 

>®<t Sflt7°P tf;U£<£t/ 

Si^fyKiDd: ̂  R\ N,N-^'p< 

K\ N-p< ^JUtfP \J KX v^JUTJk*^ K\ !Fiz K— K 

'JJUtecfcO^P tf^- K ',Uk£>J:9&#70P S>'I4;#^ ^^7PP^X 

^PP^JbA, 1,2-^7PPX^X 1,1,2,2-5^ h7^PPX^>BJ:{/l,1 

, 1- h 'j <7 PPia? y(D& 

£ 1tfbizztub!i£;Fbffl3 i^T^c t ^ £ 

o x£y-;k 2-7°pAy-;k 1,2-S> ̂  S^>x^ 

,N-^7fJl/^JbA7$ lA\> 

[0073] (V) £7 'J-tti: 3S 

^ &m Z M®1 tUiil ̂  tZZttfT^Z o 

[0074] @th J&it JMbTkllSL filSL », Mt S'J7;U 

^PlfSt&^tPJ £>ti£0 &F3; L < h 'J 7)\/^uW 

MVfoZo 

[0075] ±IB©RfS;©^Jtlix aftOffi&lCj^Tfc^&S^ 10°C~200°CA^?S 

U<, 40°C~120°Ctf3 blZftt Ll\ 

[0076] ±§3©JE/SJis 15#~24B#fIfL ®^«12 

0^FiiXF*3 f<-•§> Z. £l LN0 

[0077] ±IE©^J^A®SK©/§)^tis ®^0.1mM~1MTt:rfetl 

§0 U^ L < m0mM~1M-e&-g>o 

[0078] mbtitc7x -ju\f=yv-)immwo/im, &m&j%&te&m£<DMU%m 
IZJ; V (I) < Zl tif0 Greens Prote 

ctive Groups in Organic Synthesis (5th), 1999^% John WieLey & Sons. 

SiziA, E.Mikfcom, ikitTJis^-OAtet:^ P^x>^;uaa)ii£-tctt 



WO 2014/021282 21 PCT/JP2013/070525 

P#p - Mi/iyTJi/dx—ikWikl-

K u L< izfrmtti 'j LI\ 
[0079] *fPJHb^$l (I) ^ 

i < &M^©3 e>&£<b^ 

M%ZMtztbpim-e&Zo Mz.l£tiJi'tf**/Ji,gZGT2>ikS1®) 

"T-Jiyitis T< K-fbs 

JU^Mb, ti-y<;-

&MlzmfcTZJ:?&£J&&l&Tc:£:£jRrffiV&Zo 

[0080] S/c, *fPJHb£-$l (I) IZ> X^r~A2lZ^t<i:vlZ, 2-" K • T-'J> 

mmmnic), £. /c&2futc/\p>f L < tejtfp >I£S£W1--g>- K P^<> 

-tz'Vlf^dllcD^ffllNT^-r^C^t-e^^o &fc\ X^r-A2^N P' 

&TKH£ tcU xtt/\ • >f y £ tc#• >I£S£H 

[0081] [<b4] 

A 2 

fW'!VNH2 -^7'/ft R?V^L^EN ^ 

Rfl-f^N02 R6-^f^N02 
RS R5 

(I lie) (IVc) 
y H 

R2 
R3VA^R1 w™. O. 

Re-^T"N02 
Rs 

R3 ,R2 
RB W_D 

R^YVN-N 1 

Rs^NOj 
Rs 

(VIII) 



¥1 -J. £ w&tyQ) 9 n 2 ̂  £Wo210ija T SPS¥a>;? #ir 4 
/r,- Vv6^v [£800] 

vn ^-z'Lja^sMr 
-^/•/1-Z v1f-^£x vir-^£^ 

Wt3MWtCD 9 n 2 219 £ °\1 #¥1 a0 % <2n £2m 2 # <2:1* <5 pfl^ll 
^.•orw l<^T<^ii,<^'i v<*^-Z'L Vir--P^<v 
•0£-e'i vir-mzi-fi.£ \H <^*ir^ir^>^ V<.H r, m0qir^-N \H 
>Z^-jiK^ta-H'H \H ^vwir^^-N'N vHir^x|i^cr 

njiigm 

1#c.Tax-fr^^^^'i/iTSPir^-xir^^/sir-ci n.^< 1 v 

ir^-xir-T^^ ^r^-xir^.^-^ vir 
^-xircq m0£A K<* vir^-xir^x/^ Vl§ir-i=irz^ra)ir-^v 

•/i-z-ir^-zja^SMr-/' 4/i-z ^(-f££-i %s\(- f\tujL-z vir-
/^/•/L-L "If— V/ir— vif— ^£x vir— 

A** v¥im(--/n^21^^f02lT [9800] 

°21J:£SP^-

S%9~ L ¥1 > n £i$ vB^08~L¥1Bq>^>P [9800] 
0<2r$a^2<2:4 

arii^.^^^S<2:T2l^q>^a^ v^S<2:r2lS¥ vi5:#ll v^SqHji 
v21^#^992~69L-d v¥1^SOW(XI)*HRifir 

-/s^7\^(-^c r >z-2<5^(iiiA)^fciI/1r-/x^0q/1r-T^nH -_2 [^00] 

°£ $ a# ̂  2 <2 4^2 n i$ 

21¥^^1^^S2|21^LL02 v099-t799d '9Z."10A '-11)043 "B^O T V¥1 > 1 % 0 

<2r$a^^2<2:4^2n^2l¥^^0(lA)9^(qiII)0^n|¥1^^0^( 

iiiA)^fciIir-/x^0qir-T^nH --2^^(piii)^ii/:zi-/:vnH - [8800] 
0<2 sa#:? 2 <2:xn m^im^WMco (IA) 9 

^ (A) Y2TSP v(A)9^(Ein)0^n|¥i^^q>ii0iiir-iA^oq ^10 

^KA^^a)(oiii)^®ii< n-^an--2 [2800] 

SZS0/.0/£I0Z<IfAL3d 33 zsnzmioz OAV 
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?$>Zo 

[0088] SM> ftoM<DMWz<i:?ri,m&ztf 
\ 0°C~100°C^fS L<N 10°C~50°C^^ iblZft-% IA\, 

[0089] ±IEgM7K^bM7tJ5^^ gff Office J: 15^-240# 

m, ^ 12mmvmizz>zt if%l^o 

[0090] ±§E®M7KSllbM^J^©gff0;fJt^ ®^0.1mM 

~1M-etrt)tLi)o $?£ b < ti1mM~100mM-efe-g)o 

[0091] H XX #£nx& 

z-zibVs £%\,zm*i$\z.z>z.tif'&m-z]bz>0 m.m 

, iflls K 'J 7 M • M££ <£ tf 'J >It £ m ̂  & z t ifX' $ £ if, U 

[0092] ikS^WlDlZttL, 1~100^MTW 

SL<( 3-15^*7^3 IA\, 

[0093] ±^<D&mzfeLtcmm*s 7K If 

Its x*y—Jk p< h^r:>x^ y — Jk ih+^x^y-jk 1 

-7°P Ay-Jk 2-7°p Ay—;k 1-7"^ y-Jk 2-7"^ y-JU£ <£t/2-p< 51 

;U-2-7°PAy-;U®d;9/d:y>/U=|->/HiN i/ifJU-rJk V4 V7°P tf 

JH--xJk 7 h7k h*P77>, i/7xZJH—7JK 

ifp| 

^Jk Mtx^Jk Ml7°P t°;UfcNd:t/ifIl7"51>'U®J:9^ifI|xX7z>'U 

II, M-y^Jkl-^UA:^ K\ M-y^JU^-tz^ K\ N-p< ^JUtfP 'J 

KX ^^JUTJU/IN^ K\ ^'J-tzP-Jk 1,3-7°PA>y^->'k 1,2-

V* h^r:>X^ >fiitf1,2-i/l h^r:>X^ yif^i bUZ>1fZ-

ti £ t ® -m & i\ 3p>JCcti^<D}%m£sttrTffl^.sci^fc'CS 

£o i^Ils Mis x*y—Jk 2-7°PAy-;ufcNd;t/cti^®;Fb^;&fflt^ 

Ztifbf S IA\> 
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[0094] 0°C~100°C 

L < ^ 20°C~50°C^^ Ll\c 

[0095] ±§E©J5J&;tiN Sff^ffill^^tC^TtSft^ 10#P^~240m ® 

^ ̂  12mmvmiz if% 
[0096] ±§E©J5JMSff(£>}fJttis f#tCPI£3tlftl^\ ®^0. 1mM~1M-e^Tt>tl 

•g>o L < ti1mM~100mM-efe-g)o 

[0097] &m7kMik^lz£Z>mjtKl&0)^Ss UMt LXy^mt-fcOW) 
i.KMikfcOMi- K 'J 0 A, TK^b*^^ 'J ^A, 'J 51 

-7 A h 'J x K^^^^>fcNJ:t/7K^^byV 

btiZtf, $?£ L < tiTK^-fb^^'J AS/ctiTK^-fb^^^^- K 'J 0 A 

-efe£0 MI-7X\ 

c: £lffoz>0 

[0098] -fbl^KVIIlKcttU 1~50^1AW 

SL<( 1~5^f^ £tc$?i: Ll\ 

[0099] ±sa<D&mzfeLtcmm*s v 
If JH-y^JUs V4 V 7°P tfJUx — 7^>/UN T h7b KP77>N v 7 X — 

JH-7^;k 1,4-$/^-^F-|t>N i/lf I/ !J 3 - Jk>7 f JH-rJk 1,2 

h^P:>x^ >£J;tf1,2-i/i h^P:>x^ >©<£ 9 &x —f * 

*y—Jk x*y—Jk ;>< h^r:>x^ y —Jk ih+^>i^y-Jk 1-7°P 

;<J-M 2-7u/<y -M 1-7"$ J-M 2-7$ J — )\s&&U2-* )\s-2-

70 P A y - JU© <£ 9 ft T7^ P -juli^tf £> ti £ d ti tc $ ti £ t, ®T? 

tiftl\ 3 $?£ L 

< tip< $ y —$ y - j^^'xf u P— JU^ ̂ JUX—^JU 

[0100] ±IE©J5J®;©^Jttis -80°C~100 

°CtmSL<> -20°C~80°C3 e>tCJfS Ll\ 

[0101] ±§E©&J&;tiN 15^~240m ® 

^ti 120tP^I*ltC#• 
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[0102] ®^0. 1mM~1M-e^T;btl 

•g>o L < ti1mM~100mM-efe-g)o 

[0103] t#^tl/c2-77$ J 7x-jUL°^V-JH^l*(IX)&N fu$0 (Ilia) £> (I 

Va) m#M¥8-53401 UT ̂ T7 V^bf •& d £ "C $ £>„ 

[0104] b f#M¥8-188545^33 t/f#M¥11 

-60528^tC|Ei6©^;itC^ d t1fZ'^&0 

[0105] ±IE$/7 V — 0 A±^®JP7K^?tis TKS fctezK £#&?§&4* 

T?2JD$*f £ d ̂  T?^B(5f Z>Zt ifZ $ £ 0 

[0106] ±^<D&mzfeLtcmm*s if 

Its h'J 7JU^PM^ x^y-jk h^>x^ y -Jk x 

h^:>x^y — jk ^'J-tzn— ;k i,3-7°p^>y^—Jk i-7°p^y —JU 

% 2-^p/^y—;k 1-7"^ 7-Jk 2-7"^ y-;U33J:t/2-p<51;U-2-70P^y 

Th7kh*P77>, i/xf U>yiJ^-Jky 

^f;ux—T^Jk 1,2-$/p< S^f*>x£ yN 1,2-$/x K^ri>x^ >33<£OM,4-

i/^ + t>0<t^d:x-T^M, N,N-y*^l/*Jl/A;p$ K\ N,N-^p< 

K\ N-^fJUtfp 'J K>33<£t/^P<f JU;Uk*^> K®<£9& 

#7°P 3<Mcd 

tie>£*fi&Fbfi]TKS filSt K U 7 

JWPtt Mis *$J—)\/s x^ y-JU33<£t/dti£>®9 t>0ftE<£>;Fb 

d £tffcF£ IA\> 

[0107] ±|E©J5JS;©^Jt^ 20°C~200°C 

tmSL<> 50°C~ 150°C3 e>IZft$. Ll\ 

[0108] ±§E©J5J^ 10^-240#^, ® 

^ ̂  12mmvmiz if% 
[0109] ±§E©J5JMSff(£>}fJttis ®^0.1mM~1M-etrt)tL 

•So $?£ L < ti1mM~100mM-efe-g)o 

[0110] J^MJFM^JtcoiNT 
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T-m#iiz&mzti£*m^2>z.ttf-et*z0 z.<D£?ta 

M 'J "v-^Wbtis :M%t L T £ £ W S Z£tfT$Z0 

'J^ — t LTtis TK;#'I4*° 'J v — &<£ 'J7-/j:<h"If b 

tl'So 

TK;#'I4*° "J —£ LTteu =i*° 'J t: KX *°t: KX k: KP^V7°P t°;u 

-tzjup-xN L7°PP<P-XN *° 'J tfxju^jup-ju&^f^tf b 

*u LTteu T7^ 'J JMsMjlt T7^^ y —)[/7 $ x 

, T7^ y :PJU^JUp< ^'J b-hP*0|J V-RS, 

- h=l*0|J V-EN *°'J tfxjU^-tz^-JUyxfJU;7^ y T'-tzf-

If £*l£o 

MiilTli, M^JUP-Jk Mtx^jk £*i 

s <£SR7Ji/=i—Ji/i: Jk x^y—Jk -f v7°p^y-JU&<>: 

Sft u< J-)\si?mibtiz>0 

[em] (1) u 

=l *° 'J t? K > (Ashland 

$±m 7°^XK>S-630, BASF*±g[ P 'J K>VA64) N *°tfK> (AshL 

and}±§!j ^7X K>K-12% K>K-17% K>K-25% K>K 

-29/32, 7°^XK>K-90N 7°^X K>K-90D) N t KP 7°P tfJUzJUP — 

X (S^W^ HPC-SSU HPC-SU HPC-L) N L7°PP<P-X (MM^I 

MM TC-5E, TC-5R, TC-5M) N 'J tfxju^jup —JU =T 

—-tzy — j\y) if^hibti&o 

[0112] (2) 7K^;#tt^0|J 

7K^;#tt^0|J LTti, T7^ 'J jMi^;7^ 

y-JUT7^^ (S^b^lHii 7°^X+MX L-53*>'J-XN 7°^X+MX 

L—9000'J — X) N ^$y 'J b-KP/1N°'J V-RS (X/1f->> 
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KRS, KRL=f) N 7 $ y 7)1^)1^ $ 0 'J 

b—h P*°'J V—E ^*7^9 KE) N ifs >J t?=JU7 izf 

$ J Tiz^r — K (H^$^ AEAHitt) £tl£0 

[0113] (i) 

$. lb£^©ffilltc J; O T*e $ 

£0 HKiS (I) 

Sfcfciu -flSst (D OMbiir 

011%, iU^L<(J1~3011%N Hid J: y L < li 1 ~2 01 

M%% L < & 5 ~ 1 5 nm%mstz>0 
t(Di&(Dmm 

*mn<DK&£xf/£tz&Bimmftm%i%\iz.!l^ ±m&i\mzf$M(Dmzs 

[0114] 7xy-;u 

M«if£iJ!i ms ms ^iz^x 

#11 :PJUP-JHI (^'j-tz'jx yjutfh-ju 

% ifL/V^'j^-Jk 7°P p-Jk ^7°P p-Jk 

1 , 3 P-Jk 1, 3-f P-Jk 

L/y^'j^-ii'f) N 7xy-;u|i (ff-jk t7P-Jk ^vt7P-

Jk f J—)\/s -f V^^V-JU^) N ^I&^UP-JHI (^oy^UT7 

jup-jk ^b-nu^jup-jk -tzfju^jup-jk Xf7'JJU^JUP-JU 

% "tz h Xy-7 'J JU/'JUP — Jk KT^7-JL'#) N 

S'M (-tzx^w >i£7JUtf^x 

XTT') , mm%±x^)\s'm u ux^vgH V7°P 
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bfJUs $ 'J 0 ̂ )\y ^ U -Y b -f Jk 7-S7 JUlt^X 

fJk 7 0 , (*$) TO 'J I CP^y^u 

i; U— Mi#1; V—^) , &J:ZS£WtM& (?LSt ^x>I£N M 

>its >j>=fsm) ftaami&fflzmif&zttf-ez&o 
[0115] mmimmt LTiz, msum, (^u^fvi-r 

V7°P n°>/u, V7°p tfjk -tzA':> vst^y V7°p tMk -tz/^> 
yv ti >@tv<v7°n ti°jus 7v e>itvx^ju^) , ^ 

lt7$K\ fllflS7;u=i-;k 2- (2-ismh+i/) -x*y-;k 

?•;-tzp-^u^xx^Jk ?•;-tzp-ju^y ^-7 u— k 7°Pn 

-;k ?•; P-;k •; <?'J P-Mk?<J -tz •; R\ 

*° '; ? •; -tz U K\ a-t K P * vl£> y p< K\ Ti/JU* 3~)l> 

x)\zT\\^rt/ K\ tfp u K>*IN "f'; ?Lit> ^^^JU/JNJUAT7$ K\ 

*S*3-J\s7-\Z b7< S\ FTisMfcMi- S •; Olxs •; >J®ft K 

*ls'f>M/2- (2-ih^ih^) x*y—Jk I0Si)ME 

>&£©^4£ii£!J£Ptf £> Z.ttf-Z$2>o 

[0116] ^bB&±&J£ LTttu 0!]*l£ U-Zfuy^'n-Jk ^x>||7Kffl^ 
(—Tkffltl) N hP7xP-ik h37iP-Jl/Pix7fJk 

It^xpjutfvit 7>;ut KP^V^XV-JKBHA), yy^jubKP^ 
S;ux> (BHT) % 

u-rtt, ds^vu 
P->, *J* 3-){,#*) ^ EfcTMbt: KP^>7°P tMu^fju-tz 

JUP — x, ^p^+t-v—btiZo Ltcif^Xs 1 rxD^lfe&Wz 

is\)z\-yWimWs I$7Mbb KP^TVT'P tfJMfju-tzJUP-x, S/cM 

[0117] 

i) (Dit-^tyittz^fDik, &£tfs mm~e 
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tC <£ o T I&BE t z> ifs it Z tl <b <D£MMtc Rg® ;* ft £ =fc 0 "e ti & l\, 
fafcs r%j (iN ril%j %:M.^~$~%><> S/CN ^MM^Pco r^ 
)m] tiffinrcfr<^40°c£^-to 

[0118] 1. — JSg^t (I) (DikS^(DM& 

$^$]1 2-(3, b-*j* f;u-iH"tf ̂ /-;u-w ;u) 7 x y -;u 

a) 1-(2-/ K^rS/7x-JU)-3,5-vp<5l;U-1H-t0^V-;U 

2-p< K^PS/7x-;UL 3.50g£x*y-JU60mUC}g$U 

7-tzf;U7'-tz h>2.06ml£l]P^TlB^MiBS>,tL/co SCS®-&t)tC7Kl50ml 

£:bPa.s K 'J £ A7K5§&"C*ttl Us lfl£xf ;U50ml-e|fitij U/c0 

;#£££MJ±~RCTg£U *> 

'J PV h^77 -r — (^1t> : |fl£xf JU = 2 : 1) "e^ 

U ^<t^)3.88g£?#&„ 
1H-NMR(CDCl3); 5 (ppm) 2.08(3H, s), 2.29(3H, s), 3.78(3H, s), 5.95(1H, 

s), 6.98-7. 03 (2H, m), 7. 29-7. 32(1 H, m), 7. 34-7. 39(1 H, m). 

MS(ESI); m/z 203(M+H)+ 

[0119] b) 2-(3,5-^p<5l;U-1H-t0^7'->iU-1-^;U)7xy->iU 

1-(2-p< h+y7 X -)U)-3, 5-^p< f;U-1H-t°^ V-;U3. 88g£±^tp< f b 

>40mLtC;#$? U = ̂ t * ̂7 H1 Mi^b P< f b >;#^32mI £ JP ;i T tC T1. 5 

&mmWLtc0 SJ^;Fb^^7j<l50mUciPx, 1N-7KII^± K 'J OAZ'tpffi L 

% Ifltxf ;U150ml-ettt±l U/Co til&1«|7^ L/cl 

* )#$£MJ±~FtCTl§£U v'JA^^A^PYh^y^ - (^3=-!t 

> : M|xf;u = 3 : 1) ^Hlb£«. 83g£t#fc0 

1H-NMR(CDCl3); 5 (ppm) 2.29(3H,s), 2.38(3H, s), 6.02(1H, s), 6.87-6.6.9 

1 (1H, m), 7. 06-7. 09(1 H, m), 7.16-7. 20(1 H, m). 

MS(ESI); m/z 189(M+H)+ 
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[0120] 2-(3,5-yp<f JU-IH-tf^V-JU-W 1=17x7-JU 

a) 2-7$y-4-7i^P7x;-Jl/ 

4-7)\s^ P-2-- K • 7 x J — JU300mg£x^ y — JU3mUC;#$? U 10%/^ 

^A/j^||120mg£JP;LN Ltz0 ^;M£] 

£;Jli§L/c^ ^M^b^;&211mgt#/co 
1H-NMR(DMS0-d6); 8 (ppm) 4.80(2H, s), 6. 09-6.14(1 H, m), 6. 34-6. 37(1 H, m 

), 6. 53-6.57(1H, m), 8.93(1H, s). 

MS(FAB); m/z 128(M+H)+ 

[0121] b) 2-(3,5-y,p<5l>/U-1H-t0^x/—JU-1 —fJb)-4-7J^P7xy — )\s 

2-~7 $ J-4-7M • 7 x J — JU100mgtC5N-±^l|0. 8mL^:Jp^.N M fill II "J" K 

'J-^A 65mg£7K Q.2rnllzmMLtzm%lWClZZffiTL, 3QfimWLtz0 ft 

i&{bM~XX 249mg^5N-J^I|0.46mLtC;#^L/c;#^;&0oCtCT;STL 

, 0°ctcT30^ ;^-e^^cT20tp^#L/c„ mmzmmTizzmSL. 
x^y->iU2.5mLfcNd:t/77-tz51;U77-tzK>8lA(,L^JPxT40|^Jp^M}tL/co 

J5^;Fb^tC7K50mL^JPx, h 'J U M£x 

^;i/50mi-eaaiLtc0 Azm^Ltcik, 
MGETtCTrai U is 'J t) fJlsJj V9S=?7 4 — (A + t> : Ml 

lf^ = 2:1) ^MitS^}^2Q. 6mgt#/co 

1H-NMR(CDCL3); 8 (ppm) 2.24(3H, s), 2.33(3H, s), 5. 99(1 H, s), 6.82-6.90 

(2H, m), 6. 95-6.98(1H, m). 

MS(FAB); m/z 207(M+H)+ 

[0122] mitmS 2-(1H-t°^x/—;u-i—T ;U)7 x 7 —)\s 

a) 1-(2-p< V-^is7 x ~JU)-1H-t:0;7x/—)[/ 

2-* h^^7i —)\s t 200mg£x^ y-JU5mUC;#$?U V 

uyy)\s^\l K exyp<5l;U77-tz^-;U)189ML^JPxT20|^Jp^M}tL 

tz„ J5^;Fb^tC7K50mL^JPx, K 'J Ml 

Xf;u60m L-effl ft L fc0 #$Jf £IzRiStv is^ A,T?|£4£ L 

£MJ±~R;iT LT, HlSlb^179.4nig£t#/co 
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1H-NMR(CDCl3); 8 (ppm) 3.87(3H,s), 6.42(1 H, d, J=2.4Hz), 7. 02-7. 07(2H, 

m), 7. 27-7. 32(1 H, m), 7. 68-7. 72(2H, m), 8. 01 (1H, d, J=2.4Hz). 

MS(FAB); m/z 175(M+H)+ 

[0123] b) 2-(1H-t°^V*-JH-^Jl/)7x;-il/ 

1-(2-p< K^^7x-;U)-1H-t°^V-;H78mgJ; yi^ijlb) £|W|*§(OT;£ 

tC T ^ ̂k. 121 mgt# tc 0 

1H-NMR(CDCL3); 8 (ppm) 6.49(1 H, d, J=2.4Hz), 6. 88-6. 92(1 H, m), 7.08-7.1 

0(1 H, m), 7. 14-7.18(1H, m), 7. 35-7. 37(1H, m), 7. 72(1H, s), 7. 99(1H, d 

, J=2. 4Hz). 

MS(ESI); m/z 161(M+H)+ 

[0124] 2-(5-t KP^r^-3-p<5l>iU-1H-t0^V->iU-1-^>iU)7xy->iU 

a) 5-t KP^>-1-(2-p< K^ri>7x-;U)-3-p<5l>/U-1H-t0^x/->;U 

2-p< h^^7i —Jl/1. 5^93^ L 

y^^iJ1a),>:|W|«0^;itCT^^b^^55.1mg?#fc„ 

1 H-NMR (CDC L3); 5 (ppm) 2.11 (3H, s), 3.76(3H, s), 6. 88-6. 94(3H, m), 7.19 

-7. 34(2H, m). 

MS(ESI); m/z 204(M+H)+ 

[0125] b) 2-(5-1: K P +^>-3-^ f Jb-1 H-^7 V-^-1--f Jl/) 7 x 7 - Jb 

5-L KP^>-1-(2-p< h^>7x-JU)-3-p<f JU-1H-L°^V-,iU52mgJ; y 

b) IWI^©^/itCT^M'fb'n!t:^)^:32.4mgt#/co 

1H-NMR(CDCl3); 5 (ppm) 2.17(3H, s), 5. 30(1 H, s), 6. 88-6. 95(2H, m), 7.15 

(1H, t, J=7.6Hz), 7.37(1 H, d, J=7.6Hz). 

MS(FAB); m/z 191(M+H)+ 

[0126] mitWS 2-(5-*f1Jl/-3- h 'J 7J\y^U/^)\y-1H-t°^V-)\y-1-4)\y)7^y 

~)\y 

a) 1-(2-p< K^ri>7x-;U)-5-p<51>/U-3-K'J ^JU^P^fJU-IH-tf^V-JU 

2-p< h + s>7xzjl/L K^'v>±mll±m300mg^:2-p< K J — JH. 3mL 

M|2.5mLfeJ;t/1,1,1-K 'J DM P-2,4-^>^ >*>*;*• >208 ̂  L 
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K 'J £A?§$50mL£J;tfN t&fl]&J&zK50mL-e2fc&fc#$l 
Jf T, Hmb£^4 
85. 6mg£f#7c0 

1H-NMR(CDC l3); 8 (ppm) 2. 14(3H, s), 3.78(3H, s), 6.40(1 H, s), 7.00-7.07 

(2H, m), 7. 31-7.33(1H, m), 7. 41-7. 45(1H, m). 

MS(ESI); m/z 257(M+H)+ 

[0127] b) 2-(5-p<51>iU-3-( K 'J 7JU:* • fJUHH-tf^ V-JU-W JU) 7 x y-JU 

1-(2-p< K^ri>7x-;U)-5-p<51>/U-3-( K 'J 7)1>J • / fJUHH- fcf^ V— 

)\s&vmitMib)tmm<Di5feizz3km<b'&yii*32Q.\mgmtzo 
1 H-NMR (CDC L3); 8 (ppm) 2.41 (3H, s), 6. 52(1 H, s), 6. 95-6. 99(1 H, m), 7.11 

-7.13(1H, m), 7. 20-7. 24(1H, m), 7. 28-7.32(1H, m). 

MS(FAB); m/z 243(M+H)+ 

[0128] 2-(3,5-tfX h 'J 7JU:* • fJU-1H-L0^ V-JU-W JU) 7 x y-

;u 
a) 1-(2-p< h^>7x-JU)-3,5-tfX K 'J M U * 3-)\s-\W-¥=>V—)\s 

2-p< h + s>7xzjl/L K^'v>±mII±m300mgj3ctt//^;^"lt7>'U^ • T'izfv'U 

7^-tz K >243 ̂  L J; U §U£0lJ5a) tmm0)J5}£lZTmmikS^Zmtco 

1 H-NMR (CDC L3); 8 (ppm) 3.77(3H, s), 7. 01-7. 06(3H, m), 7. 33(1 H, d, J=7. 6 

Hz), 7.49(1H, d, J=7.6Hz). 

MS(ESI); m/z 311(M+H)+ 

[0129] b) 2-(3, 5-tfX K 'J / fJl^-IH-t:0^ x/—JU-1-^f JU) 7 x y —)[/ 

±IEa)Tl#^tl/c1-(2-p< h^>7x-JU)-3,5-tfX K 'J 

1H-NMR(CDC l3); 8 (ppm) 6. 99-7. 04(1 H, m), 7. 07-7. 08(1 H, m), 7. 10(1 H, s), 

7.32-7.41 (2H, m). 

MS(FAB); m/z 297(M+H)+ 

[0130] 2-(3-p< -fJU-IH-tf^ V—JU-1-^f J\s) 7 x y —)[/ 
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2-p< h + s>7xzjl/L K^'v>±mII±m200mgj3ctt/4,A-V ̂  h+s>7*^>-2 

> 151 ix L y m&iW a) «>: £ 115.1 mg%tc0 

1H-NMR(CDCl3); 8 (ppm) 2. 31 (3H, s), 3.80(3H, s), 6.14(1 H, d, J=2.4Hz), 

6. 95-6. 99(2H, m), 7.18-7. 22(1 H, m), 7. 61-7. 63(1 H, m), 7. 84(1 H, d, J=2 

.4Hz). 

MS(FAB); m/z 189(M+H)+ 

[0131] b) 2-(3-p<5l>iU-1H-t0^V*-JH-^Jl/)7x;-il/ 

1-(2-p< K^r^7x-;U)-3-p<5l>iU-1H-t0^V->iH15mgd; y^^ijlb) ^ 

IWI (D Jj/ik hZ X 76mg:j;# tc 0 

1 H-NMR (CDC L3); 8 (ppm) 2.36(3H, s), 6. 24(1 H, d, J=2.4Hz), 6. 85-6. 89(1 H, 

m), 7. 05-7. 14(2H, m), 7. 29-7. 31(1H, m), 7. 86(1H, d, J=2.4Hz). 

MS(FAB); m/z 175(M+H)+ 

[0132] §Ui£0IJ8 2-(5-p<5l>iU-1H-t0^V->iU-1-^>iU)7xy->iU 

a) 1-(2-p< K^r^7x-;U)-5-p<5l>iU-1H-t0^V->iU 

2-p< h^^7i —)\y tl K^'V>±mII±m200mgj3ctt/4, A-V ̂  h+s>7*^>-2 

1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 3. 71 (3H, s), 6. 09(1 H, s), 6.94-6.99 

(2H, m), 7. 24-7.26(1H, m), 7. 31-7.35(1H, m), 7.52(1H, s). 

MS(FAB); m/z 189(M+H)+ 

[0133] b) 2-(5-p<51>iu-iH-t0^V-;u-i-^;u)7xy-;u 
1-(2-p< K^r^7x-;U)-5-p<5l>iU-1H-t0^V->iU69mgd; y^^ijlb) tm 

W.O^^JlikiZX^M.i^a^'^Ab. 5mgt#/co 

1H-NMR(CDCl3); 8 (ppm) 2.41 (3H, s), 6. 27(1 H, d, J=1.6Hz), 6. 90-6. 94(1 H, 

m), 7. 10-7. 12(1 H, m), 7. 19-7. 24(2H, m), 7. 66(1 H, d, J=1.6Hz). 

MS(FAB); m/z 175(M+H)+ 

[0134] §Ui£0IJ9 2-(3,4, 5- h 'J / '/—JU-1-4 Jl>)7 JI J —Jl> 

a) 1-(2-p< h+<>7i-Jl/)-3,4, 5- K 'J / X/—JU 
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2-p< h200mg£x^y-JU4mUC;#^U 3-

* fJU-2,4-^>^ >134^ L£2jn*.T30$M$tii3fc L/co 

tC7K50mL^:Jp^.N K 'J *5 U |/Fl|x51>/U60mL"eJS 

HH Lfc0 

iLT, ^M'fbn'!t:^)^:209. Smgt^/co 

1 H-NMR (CDC L3); 8 (ppm) 1.98(3H, s), 2.02(3H, s), 2.24(3H, s), 3.80(3H, 

s), 6. 99-7. 04(2H, m), 7. 29-7.31(1H, m), 7. 34-7.39(1H, m). 

MS(FAB); m/z 217(M+H)+ 

[0135] b) 2-(3,4,5- K <J fJU-1H-L°^ V*-JH-^Jl/)7x;-il/ 

1-(2-p< h^">7i —JU)-3,4, 5- K 1H-V—JU209mg 

001b) t. 104mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.25(3H, s), 2. 31 (3H, s), 6. 90(1 H, 

t, J=8. 0Hz), 7. 08(1 H, d, J=8. 0Hz), 7. 06-7. 20(2H, m), 9. 89(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0136] S^js^iJI 0 2-(5~T < J -S-tert-y-fJU-l H- V~JU-1-^f JU) 7x7 —JU 

a) 3-tert-7"5l>'U-1-(2-p< K 3f*> 7 x ~ JU)-1 H- V—JU-5-T $ > 

2-p< h + s>7xzjl/L K^'v>±mII±m300mgj3ctt/4,4-yp< fjU-S-^^rV 

^^ > " K 'J JU215mg£t/M|40AJ. Let lJ i^J 1 a) £ IZZ^M 

iknl$}%:3'\Q. 3mg{§fc0 

1H-NMR(CDCl3); 8 (ppm) 1.32(9H, s), 3.80(2H, s), 3.86(3H, s), 5.51(1H, 

s), 7. 01-7.08(2H, m), 7.30-7.35(1H, m), 7. 45-7.47(1H, m). 

MS(FAB); m/z 246(M+H)+ 

[0137] b) 2-(5-77$ y-3-tert-7"^J\y-1H-t°^7—JU-1 —fJl/)7x; — JU 

3-tert-7"5l>'U-1-(2-p< K 7 x ~ JU)-1 H- \f.=j SJ—Jls-5-7 $ >100mgJ; 

y^^ljlb) tftm(D^}£lzrmMfcSM$:66.2mgmfco 
1 H-NMR (CDC L3); 8 (ppm) 1.30(9H, s), 3.93(2H, s), 5. 55(1 H, s), 6. 90(1 H, 

dt, J=1.6, 8.0Hz), 7.08(1 H, dd, J=1.6, 8.0Hz), 7.17(1 H, dt, J=1.6, 8. 

0Hz), 7.47(1 H, dd, J=1.6, 8.0Hz), 10. 39(1 H, brs). 
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MS(FAB); m/z 232(M+H)+ 

[0138] 4-0 • P-2-(3, 5-5/ J- fJU-IH-tf^7-JI/-1-4 JU) 7x7 —)[/ 

a) ]-(5-0 aa-2-y. h^:>7 x ~JU)-3,5-:7 ;>< fju-i H-V-JU 

5-0 U P-2-p< K^r5/T-'J ymm 388mg<£y§^iJ2b)£|W|*§(OT;£tC 
Ti^II'fb'n!t:^)^:104. Smgt^/co 

1 H-NMR (CDC L3); 8 (ppm) 2.11 (3H, s), 2.29(3H, s), 3.79(3H, s), 5. 96(1 H, 

s), 6. 93(1 H, dd, J=2.4, 7.2Hz), 7.33-7.35(2H, m). 

MS(FAB); m/z 237(M+H)+ 

[0139] b) 4-^PP-2-(3, 5-V JU-1 —fJl/)7iy- JU 

1 - (5- P P -2- h 7 x = J U) -3, 5- ̂  f J U-1H- L° ̂  V - J H 04. 8mg 

y ^3a^uib) ̂  3m g?#fc„ 
1 H-NMR (CDC L3); 5 (ppm) 2.30(3H, s), 2.43(3H, s), 6. 05(1 H, s), 7. 02(1 H, 

d, J=8.8Hz), 7.14-7. 20(2H, m), 10. 08(1 H, s). 

MS(FAB); m/z 223(M+H)+ 

[0140] §^$IJ12 2-0 P P-6-(3, 5-5/ ^ fJU-IH-tf^x/—JU-1-^f Jl/) 7x7 —)[/ 

a) 1-(3-^PP-2-^ V*5/D ̂ —JI/)-3,5~5/t^JV-W-^^—J!/ 

3-Oun-o-y~5/Vy 158mgj; y m^M2b) tmm^mzzmmikSM* 
30. 6mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 2.14(3H, s), 2.29(3H, s), 3.49(3H, s), 5. 99(1 H, s 

), 7. 12(1 H, t, J=8. 0Hz), 7.27-7.31 (1H, m), 7. 43-7. 46(1 H, m). 

MS(ESI); m/z 236(M+H)+ 

[0141] b) 2-^PP-6-(3, 5-V JU-1 —fJU)7xy — JU 

1-(3-^PP-2-^ K^ri>7x-;U)-3,5-yp<5l>/U-1H-t0^x/—;U63.4 mgj; 

vmmmtnm(Di5)&zzmm\ks%ik2iAn2%tz0 
1H-NMR(CDCl3); 8 (ppm) 2.30(3H, s), 2.40(3H, s), 6. 05(1 H, s), 6. 86(1 H, 

t, J=8.0Hz),7.13-7.15(1 H, m), 7. 26-7. 31 (1H, m), 10. 66(1 H, s). 

MS(FAB); m/z 223(M+H)+ 

[0142] 2-(4-0 P P-3, 5-5/ ^ fJU-IH-tf^ 7-JI/-1-4 Jl/) 7x7 —)[/ 
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a) 4-0 • P-1-(2-p< 

2-p< x"JUL >±^It±^174. 6mg% fe<£t/3-^ • >-2 

, 4-y^>114jLtLJ;yN ^^iJ1a),>:|W|«0^;itCT^^b^^193.9mgt# 

tc o 

1 H-NMR (CDC L3); 5 (ppm) 2.09(3H,s), 2.29(3H, s), 3. 81 (3H, s), 7. 00-7. 06( 

2H, m), 7.30(1 H, dd, J=1.6, 7.6Hz), 7.38-7.43(1 H, m). 

MS(FAB); m/z 237(M+H)+ 

[0143] b) l-{4-0 UU-Z.^-V ̂ ^-)\y-\W-^sJ—)V-\-4 )\y)D ̂  J —)\y 

4- 0 • • -1 - (2- * h ̂  *> 7 x -JU) -3, 5- V * =j-)U-1H- L° =7 V~)H 93mg J; y 

§**t$iJ1b) £ £151. 9mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2.37(3H, s), 6. 91-6. 95(1 H, m), 7.09 

(1H, dd, J=1. 6, 8. 0Hz), 7.17(1 H, dd, J=1.6, 8.0Hz), 7. 21-7. 25(1 H, m), 

9. 23(1H, s). 

MS(FAB); m/z 223(M+H)+ 

[0144] §^0014 2-(3,5-yxf;U-1H-t0^V->iU-1-^>iU)7xy->iU 

a) 3,5-y'ifJH-(2-^ h^^7i —)[/)- 1H-t°^V-;U 

2-p< K^r^7x-;Ut K^y>±^II±^174.6mgN £<£ t/3, 5-^7°^ > 

135. 5 At Let lJ s ^^iJ1a),>:|W|«0^;itCT^^b^£209.8mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 1. 14-1. 18(3H, m), 1. 25-1. 31 (3H, m), 2.42(2H, q, 

J=7. 2Hz), 2. 67-2. 73(2H, m), 3.78(3H, s), 6. 03(1 H, s), 6. 99-7. 04(2H, m 

), 7.31-7.40(2H, m). 

MS(FAB); m/z 231(M+H)+ 

[0145] b) 2-(3,5-yxf;b-iH-tf^V-;b-W ;b) 7 x 7 

3, 5- y x fJU-1 - (2- h ̂  *> 7 x "JU)-1H- tf 7 V~)U207mg y §^ij 1 b) 

<^l|W|^®^';itCT^M'fb'n!t:^)^:159. 2mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 1. 24-1. 31 (6H, m), 2.69(2H, q, J=7.6Hz), 2.76(2H, 

q, J=7. 6Hz), 6. 11 (1H, s), 6. 90(1 H, q, J=7.6Hz), 7. 09(1 H, d, J=7. 6Hz) 

, 7.19-7. 22(2H, m), 9.69(1H, s). 
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MS(FAB); m/z 217(M+H)+ 

[0146] mitW 5 3-(3, 5-y f JU-1 H- \f.=? V-JU-1->T )\s) * y "tz >-1, 

a) 1-(2,3-iJ^ h^>7x"JU)-3,5-yp<f JU-IH-tf^V-JU 

2,3-^p< yzmm&vwkrnm) 
^^mg^/co 

1 H-NMR (CDC L3); 8 (ppm) 2.14(3H, s), 2.29(3H, s), 3.53(3H, s), 3. 91 (3H, 

s), 5. 96(1 H, s), 6. 96-6.70(2H, m), 7.12(1 H, t, J=8.0Hz). 

MS(FAB); m/z 233(M+H)+ 

[0147] b) )\y)^y^y-\,l-V^-)\y 

1 - (2,3- y K ^ *> 7 x "J U)-3, 5- V * f J U-1H- L° =7 V - J H 86mg J; y 

$iJ1b) t. IWI^I©^/£tCTi^II'fb'n!t:#)£28. 9mg?#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.26(3H, s), 2.38(3H, s), 5. 99(1 H, s), 6.75-6.85 

(3H, m). 

MS(FAB); m/z 205(M+H)+ 

[0148] mitW 6 2-(3, 5-y f JU-1 H- \f.=? V-JU-1 ->T Jl/) ̂  > 1z >-1,4-^ - JU 

a) 1-(2,5-^p< h^>7x"JU)-3,5-yp<f JU-IH-tf^V-JU 

2,5-$/** >306mgJ;y^^J2b)i:ll^©^tCT^^b^tl 

£260. 3mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 2.11 (3H, s), 2.30(3H, s), 3.73(3H, s), 3.78(3H, 

s), 5.96(1H, s), 6. 91-6.93(3H, m). 

[0149] b) 2-(3,5-^p<5l>iU-1H-t0^V-;U-1-^;U)^>-tz>-1,4-y^->iU 

1-(2, 5-y K ^>7 x -;U)-3, 5-y fJU-1H- V-J1/260. 3mgJ; y M 

£001 b) t 62. 6mg?#fc„ 
1H-NMR(DMS0-d6); 8 (ppm) 2.07(3H, s), 2.14(3H, s), 5.93(1H, s), 6.56(1H 

, d, J=2.8Hz), 6. 66-6. 69(1 H, m), 6.80(1 H, d, J=8.8Hz), 9. 02(1 H, s), 9 

. 17(1H, s). 

MS(FAB); m/z 205(M+H)+ 

[0150] §^0017 2-(4-xf;U-3,5-yp<5l>iU-1H-t0^V->iU-1-^>iU)7xy->iU 



WO 2014/021282 38 PCT/JP2013/070525 

a) 4-Xf;U-1-(2-* K^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU 

2-* h^>7x-JUL K^^>±^II±^200mgN fcv<J:{;3-ifJ[/-2,4-^>^ 

>y^>155jLtLJ;yN §!l£0J1a)£|i^©;&£KT^^b^$l£236.6mg?#fc 

0 

1H-NMR(CDCl3); 8 (ppm) 1.13(3H, t, J=7.6Hz), 2.03(3H, s), 2.27(3H, s), 

2.42(2H, q, J=7.6Hz), 3.79(3H, s), 6.99-7.04(2H, m), 7.30-7.39(2H, m) 

MS(FAB); m/z 231(M+H)+ 

[0151] b) 2-(4-xf;U-3,5-y*5l>iU-1H-t0^ V-JU-W JU) 7 x 7-JU 

4-ifJk1-(2-^ K^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU232mgd; y 

m&im b) t 96.2mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 1.12(3H, t, J=7.6Hz), 2.27(3H, s), 2.33(3H, s), 

2.43(2H, q, J=7.6Hz), 6. 88-6. 92(1 H, m), 7. 08-7.10(1 H, m), 7.06-7.19(2 

H, m), 9.90(1H, s). 

MS(FAB); m/z 217(M+H)+ 

[0152] §Ui£0IJ18 5-7;U^P-2-(3,4,5,- K 'J * fJU-1H- V-JU-W )l>) 7 x J 

-)\y 

2-y^y -5-7 )U • 7 X J -JU201. 2mg33 3-* fJU-2,4-^ > 0 > ̂ ^ 

>184MLJ:y^0iJ1b)(>:|W|«0^;itCT^^b^£114. 7mg?#fc„ 
1H-NMR(CDCl3); 5 (ppm) 1.99(3H, s), 2.23(3H, s), 2.28(3H, s), 6.59-6.64 

(1H, m), 6.78-6.81 (1H, m), 7. 10-7. 14(1 H, m). 

MS(ESI); m/z 221 (M+H) + 

[0153] gkitM 19 2- (4- 0 • • -3, 5- V * f)U-1H- L° =? V-)U-1 --f)U) ̂  > "tz >-1,4-

V^—)\/ 
a) 4-?PP-1-(2,5-y* K^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU 

2,5-$/* K^r^T7- 'J y306mg33cfc t/3-0 P P^>^ >-2,4-$/* >228^ L 

^y^0iJ2b),>:|W|«0^;itCT^^b^£333.7mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.10(3H, s), 2.29(3H, s), 3.74(3H, s), 3.78(3H, 
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s), 6. 94-6. 97(2H, m), 7.26(1H, s). 

MS(FAB); m/z 267(M+H)+ 

[0154] b) 2-{A-0 • • -3, 5-*>* * f JU-1 H- ¥=? V-JU-1 ->T Jls) ̂  > iz>~1,4-V*-

4- 0 • • -1 - (2, 5- V * h * 7 x -)U) -3, 5- V * f)U-1H- L° =? V-)U329mg 

y 1 b) £ 184. 8mg?#fc„ 

1H-NMR(DMS0-d6); 8 (ppm) 2.05(3H, s), 2.15(3H, s), 6.58(1H, d, J=2.8Hz) 

, 6.72(1 H, dd, J=2.8, 8.8Hz), 6.82(1 H, d, J=8.8Hz), 9.11 (1H, s), 9.33 

(1H, s). 

MS(FAB); m/z 239(M+H)+ 

[0155] §^0020 4-7)l>JU-2- (3,4, 5, - h 'J * fJU-1H- V-JU-W JU) 7 x 7 

-JU 

2-T7^ ;-4-7iWP7x; — yv^y 
W2ni&ym]&m2b) tmmvijmzzmmit'&MZM. 8mg mtc0 
1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.23(3H, s), 2.24(3H, s), 2.34(3H, 

s), 6. 87-6.95(2H, m), 7.00-7.03(1H, m), 9.90(1H, s). 

MS(FAB); m/z 221(M+H)+ 

[0156] i^i$iJ21 2-(4-^7 p U-3,^-V T ;U)-5-7;U^ • 7 

x J —)[/ 

2-7$ ;-5-7iWP7x; — ;n00mgfcNj:t/3-^ uu^yo y-2,4-v^y 
90 M- ict y m^imb) tmmo)j5}£izzmmiks^zQ2mgmtc0 
1H-NMR(CDCL3); 8 (ppm) 2.29(3H, s), 2.35(3H, s), 6. 62-6. 67(1 H, m), 6.78 

-6.81 (1H, m), 7. 10-7. 14(1 H, m), 9. 44(1 H, s). 

MS(FAB); m/z 241(M+H)+ 

[0157] mmM22 1-(2-L KP^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU-4-^>iU 

a) 1-(2-* K^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU-4-^>iU/1f>I|x51 
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2-* x "JUL K ^ ̂  > initial 175mg% 33ctt/2-77iz51>'U-3-^;^V 

7"^ >11x^156^ ̂  ^0iJ1a),>:|W|«0^;itCT^^b^£82.6mg 

1H-NMR(CDCl3); 8 (ppm) 1.38(3H, t, J=7.6Hz), 2.33(3H, s), 2.50(3H, s), 

.80(3H, s), 4. 32(2H, q, J=7.6Hz), 7.02-7.08(2H, m), 7.30-7.32(1H, m), 

7. 41-7. 45(1H, m). 

MS(ESI); m/z 275(M+H)+ 

[0158] b) 1-(2-L KP^r^7x-;U)-3,5-y*5l>iU-1H-t0^V-;U-4-^;U/1f>I|x 

-fJU 

1-(2-* h^7x-JU)-3,5-^*f JU-IH-e^V-JU^-^JU/lfyltx?1 

)is82mg£vm&m^)tmmo)j5%izTmmiks^z2]mgmtc0 

1 H-NMR (CDC L3); 8 (ppm) 1.39(3H, t, J=7.2Hz), 2.50(3H, s), 2. 61 (3H, s), 

4.34(2H, q, J=7.2Hz), 6.96(1 H, t, J=8.4Hz), 7. 10(1 H, d, J=8.4Hz), 7.1 

7(1H, d, J=8.4Hz), 7.26-7.30(1H, m), 8.76(1H, s). 

MS(FAB); m/z 261(M+H)+ 

[0159] §^0023 3-(1-(2-t K • 7 x-;U)-3, 5-*>* * fJU-1H- V-JU-4-^ 

a) 3-(1-(2-* K^ri>7x-;U)-3,5-y*5l>/U-1H-t0^x/->;U-4—T;U)7°P^ 

>1 
2-* h^:>7 x~ JUL initial 174. 6mg% 33 ctt/4-77 ^r 

V^^^>II*51;H75MLJ:''J, §!l£0J1a)£|i^©;&£KT^^b^$l£96 

mgt#/co 
1H-NMR(CDCl3); 8 (ppm) 2.04(3H, s), 2.27(3H, s), 2.49-2.54(2H, m), 2.74 

-2.78(2H, m), 3.68(3H, s), 3.79(3H, s), 6.99-7.02(2H, m), 7.28-7.31(1 

H, m), 7. 35-7.39(1H, m). 

MS(FAB); m/z 289(M+H)+ 

[0160] b) 3-(1-(2-L KP^ri>7x-;U)-3,5-y*5l>/U-1H-t0^x/—;U-4—T;U)7°P 

/•?>!£* f )\y 
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3-(1-(2-* h^>7x -JU)-3,5-y*flJl/-1H-fcr;7 */—f JU)7°P^ 

>11* fJU96mg J; y §U£0IJ1 b) £ |W|«0^;itCT^^b^£36. 8mg?#fc„ 
1H-NMR(CDCl3); 5 (ppm) 2.28(3H, s), 2.34(3H, s), 2. 51 (2H, t, J=8.0Hz), 

2. 77(2H, t, J=8. 0Hz), 3.69(3H, s), 6. 91 (1H, t, J=6.8Hz), 7.08-7.10(1 H 

, m), 7.17-7.26(2H, m), 9.73(1H, s). 

MS(ESI); m/z 275(M+H)+ 

[0161] mm.M24 2-(4-7>>'U-3, 5-^* fJU-1H- V-JU-W JU) 7 x * -JU 

a) 4-7>>'U-1-(2-* h^7x-JU)-3,5-^*f JU-IH-tf^V-JU 

2-* K^r^7x-;Ut K^y>±^II±^175mgN fcd:t/3-n-7"51>'U2,4-^>^ 

>y^>168jLtLJ;yN §!l£0J1a)£|i^©;&£KT^^b^$l£273mg?#fc„ 
1 H-NMR (CDC L3); 5 (ppm) 0.94(3H, t, J=7.2Hz), 1. 32-1. 39(2H, m), 1.45-1.5 

0(2H, m), 2.01 (3H, m), 2.26(3H, s), 2.39(2H, q, J=7.2Hz), 3.79(3H, s) 

, 6.99-7.04(2H, m), 7.30-7.38(2H, m). 

MS(FAB); m/z 259(M+H)+ 

[0162] b) 2-(4-7>JU-3,5-y*fJU-1H-L°^V-,iU-W,iU)7xy-,iU 

4- 7>;U-1 - (2- * K 7 x ";U) -3, 5-^ f;U-1H- tf ̂  V -;U273mg J; y 

mmm 
1H-NMR(CDCL3); 8 (ppm) 0.95(3H, t, J=7.6Hz), 1. 33-1. 39(2H, m), 1.43-1.4 

8(2H, m), 2.26(3H, s), 2.32(3H, s), 2.40(2H, t, J=7.6Hz), 6.88-6.92(1 

H, m), 7. 08(1 H, d, J=8.4Hz), 7.16-7.20(2H, m), 9. 93(1 H, s). 

MS(FAB); m/z 245(M+H)+ 

[0163] §^0025 2-(3,5-y* f JU-IH-L°^ V-JU-W JU)-5-7JU:* • 7 x J -)\s 

a) 2-7$y-5-7i^P7x;-Jl/ 

5-7;U^P-2-- K • 7 x y —>/U314mgct y% i^s$iJ2a) t 

^b^$l£252.5mg?#fc„ 
1H-NMR(DMS0-d6); 8 (ppm) 6.33-6.38(1H, m), 6.45-6.48(1H, m), 6.51-6.55( 

1H, m). 

MS(FAB); m/z 128(M+H)+ 
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[0164] b) 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-5-7>'U^P7xy->iU 

2-7 $ J -5-7 JUTI" • 7 x J —)[/]50mg y $^js0iJ2b) <h TilUE 

^•"^£89. 6mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 2.29(3H, s), 2.37(3H, s), 6. 03(1 H, s), 6.60-6.65 

(1H, m), 6.78-6.81 (1H, m), 7.13-7.16(1 H, m). 

MS(ESI); m/z 207(M+H)+ 

[0165] §^0026 5-^PP-2-(3,5-y*5l>iU-1H-t0^V->iU-1-^>iU)7xy->iU 

2-7$ y-5-^7 PP7iy —JU287mgy $^js0iJ2b) 

-•^£168. 8mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2.40(3H, s), 6. 05(1 H, s), 6.87-6.90 

(1H, m), 7. 10-7. 14(2H, m), 10.23(1H, s). 

MS(FAB); m/z 223(M+H)+ 

[0166] watmn 2-(3,5-^*f JU-1H-L°^V-,iU-W,iU)-3-- h P 7 x y-JU 
2-7$ y-3-- hn7±;-)ls3Wmg£Vm&m2b)tmm(Dj5mZT, 

^•"^£75. 4mgt#/co 

1H-NMR(CD30D); 8 (ppm) 2.14(3H, s), 2.19(3H, s), 6.04(1H, s), 7.27(1H, 

dd, J=1.6, 7.6Hz), 7.44(1H, dd, J=1.6, 7.6Hz), 7.50(1 H, t, J=7.6Hz). 

MS(FAB); m/z 234(M+H)+ 

[0167] mrn.m2S 2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-5-- KP 7 x y-JU 

2-7 $ y -5-" h P 7 x y — JU308mgy §U£0IJ2b) <>: 

"n^^lOlmgtf/co 

1H-NMR(CDCL3); 5 (ppm) 2.33(3H, s), 2.50(3H, s), 6.13(1 H, s), 7. 38(1 H, 

d, J=7.6Hz), 7. 79-7.81(1H, m), 7. 95(1H, s). 

M S(ESI); m/z 234(M+H)+ 

[0168] 3-(1-(2-t KP^r^7x-;U)-3,5-y*5l>iU-1H-t0^V->iU-4-^ 

;u)7°p 

3-(1-(2-t KP^ri>7 X- ;U)-3, 5-y* f;U-1Ht°^ V—;U-4—r ;u)7°p 

J-JlsQ.QmllzmMb, 1N-7_KgHbf- K 'J ^7A0.29ml 
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tpffiLs M|xf;U20mL-efflai Ltc0 #$Jf A-eS£4£ 
Ltc&s mt^mmTizxm^LXs rnmits^i.^mmtco 

1H-NMR(CDCl3); 8 (ppm) 2.29(3H, s), 2.34(3H, s), 2.56(2H, t, J=7.6Hz), 

2. 78(2H, t, J=7. 6Hz), 6. 89-6. 93(1 H, m), 7. 08-7.10(1 H, m), 7.16-7.22(2 

H, m). 

MS(FAB); m/z 261(M+H)+ 

[0169] §Ui£0!|30 5-^PP-2-(3,4,5-KlJ*5l>'U-1H-t0^V-;U-1-^;U)7xy-

JU 

2-7$ J- 5-^7 p p 7 i j — JU287mg£J;t/3-* fJU-2,4-^>^ >y^>2 

33jLtlJ;y^0IJ2b)i:ll^©^tCT^^b^tl«:152mgt#^:„ 

1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.24(3H, s), 2. 31 (3H, s), 6.86-6.89 

(1H, m), 7. 09-7. 11(2H, m). 

MS(FAB); m/z 227(M+H)+ 

[0170] §Ui£0IJ31 5-7$ y-2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)7xy->iU 

2-(3, 5-y * fJU-1H- \d=7 V~)\y~ W ;U)-5-~ h P 7 x 7 -JU 86mg£x^ 

y-JH.7mLtC;#|BU 10%/^y^A/^^43mg£JPxN 7KHIIgim~K ^ 

^CT45£ig#Lfc„ ^Mlb 

"•^£30. 4mgt#/co 

1H-NMR(CDCl3); 5 (ppm) 2.28(3H, s), 2.33(3H, s), 3.72(2H, s), 5. 99(1 H, 

s), 6.22(1 H, dd, J=2.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6.97(1 H, d, J=8 

.4Hz), 9.27(1H, s). 

MS(FAB); m/z 204(M+H)+ 

[0171] §^0032 5-" KP-2-(3,4,5- K 'J ;>< fJU-1H-L°^ V-JU-W JU) 7 x 7-

;u 
2-7 < J -5-- K P 7 x J -JU308mg£ J: t/3-* fJU-2,4-^ > 0 > >23 

3 M. ict vm&imb) tmm<oi5feizz3km<b'&yii*289.5m mtc0 

1H-NMR(CDCL3); 8 (ppm) 2.02(3H, s), 2.24(3H, s), 2.40(3H, s), 7.33(1 H, 
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d, J=8.8Hz), 7.79(1 H, dd, J=2.4, 8.8Hz), 7.94(1 H, d, J=2.4Hz). 

MS(FAB); m/z 248(M+H)+ 

[0172] §Ui£0IJ33 4-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)^>-tz>-1,3-y^->'U 

a) 2,4-V* 

1-7^^-2,4-^* K^ri>/><>-tz>576M t; K • 7 ̂  >5. 8mUC;# 

7;U=f>||SimT-780CtCTn-7"51>iUlJ f^A1.6moL/L 

3mL£;STL/c0 *^7l£ K 'J -f V 7°P fcMH. 1mL£Jp^N -78°CtCT4 

0#£#Lfc^ •M)ELX2BmmW[,tc0 J5J&M^$lK;!K40mL£J;tf5M&®S1m 
L£2JP^ M|xf;U50mL-efflai L/co #$Jf A*e!£4t 

L/cti, U *> 'J t)?Jl>t)^AO PV h?'^7 -r - ( 

^*y-y : M|xf;u = 2 : 1) £ffll\Tlti^LT^^b^;&610.2mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 3.85(3H, s), 3.89(3H, s), 5. 81 (2H, s), 6.46(1 H, 

s), 6. 56(1 H, dd, J=2. 0, 8.4Hz), 7.77(1 H, d, J=8.4Hz). 

[0173] b) 1-(2,4-y* h^7x-JU)-3,5-y*fJU-1H-L°^V-,iU 

2,4-y* h^7x-JU/1fp>H610.2mg£:l^t*f b>6mUC;#$?U 3,5 

-y*f;Ut°^V->iU387mgN M£#!l (II) 730mg£ <£t/ tf 'J ^>948^ 

T, J5J^;Fb^tC7K60mL£JPxN M|xf;U60mL-e 

ffltJHL/co til^:l7Kii7^AT«L/ell ®m%MI±TlZZ 

:> 'J t) ^A^PV h ?>:7 7 -T — (^ + t> :ftixfJb = 3: 

2) £ffl^Tlt^LT^^b^£81.7mgt#/c0 

1H-NMR(CDCl3); 5 (ppm) 2.07(3H, s), 2.29(3H, s), 3.77(3H, s), 3.85(3H, 

s), 5.94(1H, s), 6. 52-6. 54(2H, m), 7. 22-7. 24(1H, m). 

MS(FAB); m/z 233(M+H)+ 

[0174] c) 4-(3,5-^*5l>iU-1H-t0^V-;U-1-^;U)^>-tz>-1,3-y^->iU 

1-(2,4-y* h^7x-JU)-3,5-y*fJU-1H-L°^V-,iU 118.4mg£i^b 

* f b >2. 3m L £}§$ U 0 SH Mi^b* ? b >;#^1. 7m L £ JPxT^ 

^zrm^m^Lfco J5^;Fb^£7K30mLtcJpx, 1N-7KI^bf h 'J OA? 
M|xf;U50mL-efflai Lfc0 o A?m* 
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'J ti?)\sti^A0 PV h 7' 

^7-f- (^*V-y : iilfJL/ = 1 : 2) LT^Mlbl^]£71. 

7mgt#/c0 

1H-NMR(CDCl3); 8 (ppm) 2.29(3H, s), 2.33(3H,s), 6.01(1H, s), 6.37(1 H, d 

d, J=2.8, 8.8Hz), 6. 53(1 H, d, J=2.8Hz), 7. 03(1 H, d, J=8.8Hz). 

MS(ESI); m/z 205(M+H)+ 

[0175] mm.ms4 5-7$ y-2-(3,4,5- K 'J ;>< fJU-1 H-V-JU-W JU) 7 x y-

;u 

5-- K P-2-(3,4, 5- h <J * fJU-1H- ¥=? V-JU-W JU) 7 x y -;u200mgd; 

y §^0031 £ mmi118. 4mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 1.97(3H, s), 2.23(3H, s), 2.24(3H, s), 3.70(2H, 

s), 6.22(1 H, dd, J=2.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6.95(1 H, d, J=8 

.4Hz), 9.34(1H, s). 

MS(FAB); m/z 218(M+H)+ 

[0176] §^0035 4-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-3-t KP^>^>"tz> 

t>)\stfyIt* fJU 

4-7$ y-3-1 KP^r^^>-tz>^;U#>I|*51>iU334mgd; y §Ui£0IJ2b) ^HD 

^l©^/£tCTi^II'fb'n!t:#)£239.4mgt#/co 
1 H-NMR (CDC L3); 5 (ppm) 2. 31 (3H, s), 2.45(3H, s), 3.92(3H, s), 6. 08(1 H, 

s), 7.26-7.29(1 H, m), 7. 60(1 H, dd, J=1.6, 8.0Hz), 7.76(1 H, d, J=1.6Hz 

). 

MS(ESI); m/z 247(M+H)+ 

[0177] §Ui£0IJ36 3- 7$ y-2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)7xy->iU 

2-(3, 5-y * fJU-1H-\d=7 V~)\y~ W ;U)-3-- K P 7 x y -JU56. 6mg y 

^£0IJ31 £|W|*§(OT;£tCT, ^M^b^£38. 9mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 2.14(3H, s), 2.25(3H, s), 3.57(2H, s), 6. 02(1 H, 

s), 6. 32-6. 37(2H, m), 7. 02(1 H, t, J=8.0Hz). 

MS(FAB); m/z 204(M+H)+ 
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[0178] §^0037 4-(3,5-y*f JU-1H-L°^V-Jl/-W,iU)-3-L KP^>^>-tz> 

II 
4- (3, 5-y * f JI/-1 H- \d=7 V - Jl/-W Jl/) -3- L K • * $/^ > "tf > t) Jlstf > 

II* fJHOOmg^:* 0 * —JHmUC}§$? Ls IN^KII'fbf" K 'J 0 A1. 6mL£Jp^_ 

T^tCT3.50|^Ji^L/co J5^;Fb^tC7K20ml£Jp^N 1 N-i*I|-e*ffi L 

N Mix f;u20m I -effl tJH L fco till £ l7XiSl7 v* is OA T?f£J£ L td& 

, ^M^MBTlZX'g^LTs ^^b^£40.8mgt#/co 

1H-NMR(CD30D); 8 (ppm) 2.16(3H, s), 2.24(3H, s), 6. 04(1 H, s), 7. 30(1 H, 

d, J=8.4Hz), 7. 59(1 H, dd, J=2. 0, 8.4Hz), 7. 64(1 H, d, J=2.0Hz). 

MS(ESI); m/z 233(M+H)+ 

[0179] ^£0iJ38 4-(3,5-y*f Jl/-1H-L°^V-Jl/-W,iU)-3-L K • ̂>-N, N-^* 

K 

4-(3, 5-$/* * f JI/-1H- bf ̂  V- JI/-1 -4 Jl/)-3-1 K • * $/^< > "tz > t) )\stf > 

IISemg^y^fjU/l-NjUAT7^ K0.4mUC;#$? U 1-(3-*>* * fJUT7 $ * 7°P tf 

;U)-3-xf>iU^>iU/1fyV $ K±mll±m36mg% 1-L KP^>^>X/ K 'J ~7V~)\s2 

5mg% (2.0M THF&&) 93^ L£JPxT^-e40|^Ji^ L/c0 

J5J^;Fb^tC7Kl0ml£Jpx, M|xf;H5ml-efflai L/Co tm^tt^II 

;m£MJ±~RCTg£U tflXJMJf *> "J *J 4* 

Ji/^A^ PV h?'^7-r - (Mlxfju) ^ffli^iiiLTllIHb^^i 

1. 4mgt#/co 
1H-NMR(CDCl3); 8 (ppm) 2. 31 (3H, s), 2.41 (3H, s), 3.02(3H, s), 3.11 (3H, 

s), 6. 06(1 H, s), 6. 97(1 H, d, J=8.0Hz), 7. 23(1 H, d, J=8.0Hz), 7. 26(1 H, 

s). 

MS(ESI); m/z 259(M+H)+ 

[0180] §^0039 4-(3,5-^*f JU-1H-L°^V-,il/-W,il/)-3-L KP^r^>^>X7 

$ K 

4-(3, 5-$/* * f JI/-1H- \d=7 V - Jl/- W Jl/)-3-1 K P $/^< > "tz > ̂  JU# > 

1173. Imgfc^t/^y^-T7?^^^: U i^J38£ |W|*§(OT;£tCT, 
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^£34. 3mgf#7c0 

1H-NMR(CD30D); 8 (ppm) 2.16(3H, s), 2.24(3H, s), 6. 04(1 H, s), 7. 29(1 H, 

d, J=8.4Hz), 7.41 (1H, dd, J=2.0, 8.4Hz), 7.50(1 H, d, J=2.0Hz). 

MS(ESI); m/z 232(M+H)+ 

[0181] §^0040 3-t KP**>-4-(3,4,5- K 'J * fJU-1 H-V-JU-W JU)^ > 

izyjoJi/tfyM 

a) 3-t KP^>-4-(3,4,5- h <J * fJU-1H- ¥=? V-JU-W JU)-^>"tz y±) 

)\y^yII* fJU 

4- 7 $ * -3- L K P ̂  ^ > -tz > JU # > II * JU167mg £ <£ t/3- * f)U-2, 

4-^ > ̂  > v* y 116 M L j; y m&imb) t izx £ 110.4m 

g?#fc0 

1 H-NMR (CDC L3); 5 (ppm) 2.00(3H, s), 2.26(3H, s), 2.36(3H, s), 3.92(3H, 

s), 7. 23-7.26(1H, m), 7. 58-7.60(1H, m), 7.49(1H, s), 10. 53(1H, s). 

MS(ESI); m/z 261(M+H)+ 

[0182] b) 3-L KP^>-4-(3,4,5- h <J *fJU-1H-L°^ V-JU-W JU)^>-tz 

#>I! 
3-t KP^>-4-(3,4,5- K <J * fJU-1H- V-JU-W JU)-^>-tz yt) 

JU^Nyll^fJUl 0mgJ; y $^JS0IJ37 t. i^H'fb'n ̂ £68. 7mgt# 

tc0 

1H-NMR(CD30D); 8 (ppm) 1.99(3H, s), 2.09(3H, s), 2.20(3H, s), 7.28(1 H, 

d, J=8. 0Hz), 7. 59(1 H, dd, J=2. 0, 8.0Hz), 7. 63(1 H, d, J=2.0Hz). 

MS(ESI); m/z 247(M+H)+ 

[0183] Mm-MM 3-t KP^>-4-(3,4,5- h 'J * fJU-1 H-V-JU-W JU)^ > 

X7$ K 

3-L KP^>-4-(3,4,5- K <J * fJU-1H- ¥=? V-JU-W JU)^>"tz y±) )\s 

# >I|65mgJ5 XfJ7 y ^E — 777j<32 IJL L y 8^jiil0|]38£; i^mb 

"•^£33. 2>mg%tc0 

1H-NMR(CD30D); 8 (ppm) 1.99(3H, s), 2.09(3H, s), 2.19(3H, s), 7.27(1 H, 
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d, J=8. 0Hz), 7.40(1 H, dd, J=2. 0, 8.0Hz), 7. 57(1 H, d, J=2.0Hz). 

MS(ESI); m/z 246(M+H)+ 

[0184] m&Mte 4-(4-^PP-3,5-y*5l>iU-1H-t0^V-JU-1-^JU)-3-t KP^> 

a) 4-(4-^ PP3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-3-t KP+^>^lfi 

* fJU 

4-7$ y-3-t KP^r J H 67mg £ 3- ̂ PP^>^>-2,4-

y^>114jLtLJ;y^3t0IJ2b)i:ll^©^tCT^^b^tl«:69.1mgt#^:„ 
I H-NMR (CDC L3); 5 (ppm) 2.32(3H, s), 2.42(3H, s), 3.93(3H, s), 7.24-7.26 

(1H, m), 7. 60-7. 66(1 H, m), 7. 77(1 H, s). 

[0185] b) 4-(4-^PP-3,5-^*f JU-1H-L°^V-,iU-W,iU)-3-L KP+^>^lf 

II 
4-(4-^PP3,5-^*5l>/U-1H-t0^x/->;U-1—TJU)-3-t h*P+i/$ 

!,»69.1mgct V , ^Mlbl§r^£39. 2mg?#fc„ 
1H-NMR(CD30D); 8 (ppm) 2.15(3H, s), 2.24(3H, s), 7. 32-7. 35(1 H, m), 7.59 

-7.66(2H, m). 

MS(ESI); m/z 267(M+H)+ 

[0186] c) 4-(4-^PP-3,5-y*5l>iU-1H-t0^V-JU-1-^JU)-3-t KP^>^>X 

7$ K 

4- (4- P P -3, 5- y * f J U-1H- tf =7 V - J U" 1 --f J U) •-3- L K P * 

37.9mgfeJ;t/7>^-77Kl 7^ Ly i^iJ38£: 

^£12. 3mgf#7c0 

1H-NMR(CD30D); § (ppm) 2. 14(3H, s), 2.24(3H, s), 7. 29-7. 32(1 H, m), 7.41 

-7. 44(1H, m), 7. 50(1H, s). 

MS(ESI); m/z 266(M+H)+ 

[0187] §Ui£0IJ43 2-(3,5-^*f JU-IH-L^V-JU-WJU^y-tzy-nS-y^-JU 

a) 2-7$ y^>-tz>-1,3-y^-JU 

2-~ hP 1/ l/JU'v y — JU465mg£x-^ J — JU9. 3mUC>§$? LN 10%/ 
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A/^^230mg£Jp^N 7KHIIgim~K 1 Ltca 

1H-NMR(DMS0-d6); 8 (ppm) 6.20-6.28(3H, m). 

MS(ESI); m/z 126(M+H)+ 

[0188] b) 2-7$;-1,3-7x-l/> tfX(4-* fJU^y-tz VTJU**- h) 

2-7$ J s<y-\zy-],3-i/J-)\s]mmg%:isO • P* 0 >2mUC;#$?U K 'J 

x^JU7$> 234MLfcNJ:t/p-KJUXVXJU/IN-JU^ K 320mg£Jp^% 

^tCT1.50|^Ji^L/co SJ^Fb1^C7K20ml£jQ^ M|xfJU20mL-effl 

HH L/co til^:i7XM7^ AL/ell 

£U is 'J P?h^77< - (^+f > : M|xfJU = 4 : 1 

) £ffl^T*tiiLT^Mltl=r^£278.1mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 2.46(6H, s), 3.83(2H, s), 6.48(1 H, t, J=8.1Hz), 

6.79(2H, d, J=8.3Hz), 7.32(4H, d, J=8.1Hz), 7.72(4H, d, J=8.3Hz). 

MS(ESI); m/z 434(M+H)+ 

[0189] c) 2-(3,5-^*f JU-1H-L°^ V-JU-WJU)-3-L KP *i;D 4-*f 

)\ys<yifyx)\y^^-— K 

2-7$;-1,3-7x-l/> ^X(4-*51JU^>-tz>X>'U/lN^- h)278mgtC5 

N-J^I|0.64mL£JPx, Mllf" h'J^A 58mg£7K 0. AmUZfeM L?d§&£0 

°CtCT;lSTU 30#£#Lfco M-XX 289mg£5N-i*I|0.32mL 

tc;mu/c;m£0octcT;STL. 1 mmmwLtc0 mt^mmTizxm^L 

\ x ̂  y - J U1. 3m I £ <£ £/ 7 -tz f J U 7 -tz h > 66 AU £ Jp x T 20# P^JP L 

0 J5^;Fb^tC7K50mL£JPx, fSffij^IlTKHf- K 'J VAmfc-e$mLs Ml 

x f JU50mL-efflft Ltc0 tlH£IzKill^is*7 AT?S£J£ L 

£MJ±~RCT^£U :> 'J ^ f)\/tl 7A^7P7 h^77<- (^^r+fV : 

11x^^ = 4: 1~1 : 1) £ffll\Tlti^LT^^b^;&62. 9mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.15(3H, s), 2.17(3H, s), 2.41 (3H, s), 5.91(1H, 

s), 6.93-6. -96(2H, m), 7.14(2H, d, J=8.0Hz), 7.18-7.26(1 H, m), 7.35(2 

H, d, J=8.0Hz). 
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MS(ESI); m/z 359(M+H)+ 

[0190] d) 2-{3,b-VV-JU-1-^JU)^>-tz>-1,3-y^->iU 

2-(3,5-y *fJU-1H-t0^V-JU-1-^ JU)-3-t KP^r^7x-JU 4-*f 

JU^O-tzVXJUtf;^ — h62mgt;i7.Kii£'fb;fr 'J 0 A97mg£x^ y —JH. 5mli> 

7X1. 5mUC}§#¥ L?d§$£2jP^ 3. 50$M$tiI3fc L/c0 J5J^;Fb£^C7K20ml 

£2JP^ M|xfJU20mL-efflai L/co tlH£V$/A"CffciS 

L/cti, ftlXJMJf *>'J p^7 S? 

77^ - :M|X51>/U = 1 : 1) mHb^£20. 

8mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 2.15(3H, s), 2.16(3H, s), 5. 98(1 H, s), 6.45(2H, 

d, J=8.4Hz), 7. 00(1 H, t, J=8.4Hz). 

MS(ESI); m/z 205(M+H)+ 

[0191] ^£0iJ44 2-(3,5-^*fJU-IH-tf^V-JU-WJl^-B-^J^xy-JU 

a) 2-7$ y-5-*51>/U7x-JU 4-* >XJU/1"N^- K 

2-7$ y-5-* fJU7 x y — JU 400mg£^^ • ^ > 6.5mUC;#$?U K 

lJxfJU7$> 476>u. LSJofc t/p- hJUVTJU/lN-JU^ P^ K 619mg£JPx 

, ^iZXmr^mWLtco J5J^;Fb1^C7K60ml£JP;LN M|xfJU60mL-effl 

HHLtc0 Axm^Ltcik, 

is'J A^P?h^77< - (^^r+f > : M|xfJU = 3 : 1 

) £ffl^TltiiLT^^b^£730.1mgt#/c0 

1H-NMR(CDCl3); 8 (ppm) 2.15(3H, s), 2.46(3H, s), 3.63(2H, brs), 6.61-6. 

63(1 H, m), 6.67(1 H, s), 6.82-6.85(1 H, m), 6.33(2H, d, J=8.4Hz), 7.78( 

2H, d, J=8.4Hz).MS(ESI); m/z 278(M+H)+ 

[0192] b) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-5-* fJU7 x 4-*fJU^ 

K 

2-7$ y-5-*51>/U7x-JU 4-*f JU^>-tz>7JU/lN^- K 453mgtC5N-i^ 

IH.6mL£JPx, Mllf h'J^A 146mg£7K 1mUC^ Lfc;#>S£0oCtCT 

ITU 30#£#Lfco )X^X\ ikitM—X X 736mg £ 5N-±^I|0. 8m L ^ 
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LtcfefoZQxxzTffiTLs mmmnLtc0 ^m^ms:Tizxm^Ls 
S-JlsS.ZmlBAtfyiz^JlsTiz K >167^ L/c0 R 

^;Fb^tC7K50mL£Jpx, Mnj^ItTKSlf- K 'J U Mlxf 

JU80mL-efflai L/co <7* v L tc'&, 

J±~RCT^£U *> 'J PV h^77 -r - : Mix 

fJU = 2 : 1) 6mg?#fc0 

1 H-NMR (CDC L3); 5 (ppm) 2.09(3H, s), 2.11 (3H, s), 2.41(3H,s), 2.43(3H, s 

), 5. 82(1H, s), 7.15-7. 21(4H, m), 7. 36-7.38(3H, m). 

MS(ESI); m/z 357(M+H)+ 

[0193] c) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-5-* fJU7 x y-JU 

2-(3, 5-y * fJU-1 H- fcf^ V-JI/-1 JU)-5-* f JU7 x " JU 4-* > 

K199. 6mgtC7KIt'fb^I 'J 0 A314 mg£x^ y — JU4mL£d:t/7K4 

1 L/c0 J5J^;Fb^tC7K20mL£Jp^N 

M|xfJU20mL-efflai Ltc0 MW,m%WUtWL^ AXm^Ltclk, 
;#£££MJ±~RCT^£U P7 h ^7 7 -f — 

(^^Ht> : M|X^JU = 4 : 1) p]fi©i^41(4-S/^ + 

+*-> /H^SSJTr £ CI £ tc £ y HMlb£^£66. 2mg?#fc0 

1 H-NMR (CDC L3); 5 (ppm) 2.29(3H, s), 2.33(3H,s), 2.37(3H,s), 6.01(1H, s) 

, 6.70 (1H, d, J=8. 0Hz), 6. 90(1 H, s), 7. 07(1 H, d, J=8.0Hz), 9. 64(1 H, 

brs). 

MS(ESI); m/z 203(M+H)+ 

[0194] §Ui£0IJ45 2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-5-* h^>7xy-JU 

a) 2-7$ y-5-* K^ri>7x-JU 4-/ ^JWOify ZJU7}s^— K 

2-t KP^r^-4-* Kj£I£j£l76mg <£ yN i^0iJ44 a) £11*11 

0^;itCT^^b^£220. 1mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.46(3H, s), 3.62(3H, s), 6.41 (1H, s), 6.65-6.66 

(2H, m), 7.34(2H, d, J=8.8Hz), 7.79(2H, d, J=8.8Hz). 

[0195] b) 2-(3,5-^*fJU-1H-L°^V-,iU-W,iU)-5-* h^>7x=JU 4-*fJU 
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2-7$ 7-5-* 4-^fJU^y-tzyXJU/l-N^-K220mgJ; 

mmmb) 
1H-NMR(CDCl3); 8 (ppm) 2.08(3H, s), 2.11 (3H, s), 2.41 (3H, s), 3.85(3H, 

s), 5.82(1 H, s), 6.87(1 H, dd, J=2.4, 8.4Hz), 7.06(1 H, d, J=2.4Hz), 7. 

17(2H, d, J=8.4Hz), 7.20-7.24(1 H, m), 7.39(2H, d, J=8.4Hz). 

MS(ESI); m/z 373(M+H)+ 

[0196] c) 2-(3,5-^*5l>iU-1H-t0^ V-JU-1-^JU)-5-* ~)\> 

2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-5-* h 4-*fJU^ 

yif y — K 93mgct U 8^3s$y44c) £ IWI^©^/itCT^M'fb'n'!t:^)£30.1 m 

gt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.27(3H, s), 2.33(3H, s), 3.80(3H, s), 6. 00(1 H, 

s), 6.45(1 H, dd, J=2.8, 8.4Hz), 6. 61 (1H, d, J=2.8Hz), 7. 08(1 H, d, J=8 

.4Hz), 9. 67(1 H, brs). 

MS(ESI); m/z 219(M+H)+ 

[0197] §Ui£0IJ46 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-3-*5l>iU7xy->'U 

a) 2-7$ *-3jL~)\y 4-*f K 

2-7$ y-3-*fJU7xy-JU 200mgct lJ N i^J43b) £ |W|*§(OT;£tCT, 

i^II'fb'n!t:#)£374. 1mgt#/co 

1H-NMR(CDCl3); 8 (ppm) 2.14(3H, s), 2.46(3H, s), 3.79(2H,s), 6. 51 (1H, t 

, J=8.0Hz), 6.63(1 H, d, J=8.0Hz), 6.91 (1H, d, J=8.0Hz), 7.32(2H, d, J 

=8.4Hz), 7. 78(2H, d, J=8.4Hz). 

MS(ESI); m/z 278(M+H)+ 

[0198] b) 2-(3,5-^*5l>iU-1H-t0^ V-JU-1-^ JU)-3-* x-JU 

K 

2-7$ J-3-*^)\sO JL-)\S 4-*f K374mgct 

0IJ43c) £ ^Mlbl§r^£269. 9mg 

1 H-NMR (CDC L3); 8 (ppm) 2. 01 (3H, s), 2.02(3H, s), 2.16(3H, s), 2.43(3H, 
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s), 5.88(1 H, s), 7.19-7.24(3H, m), 7.32(2H, d, J=5.2Hz), 7. 51 (2H, d, 

J=8.4Hz). 

MS(ESI); m/z 357(M+H)+ 

[0199] c) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-3-* fJU7 x y-JU 

2-(3, 5-y * fJU-1 H- \f.=j V-JI/-1 ->T JU)-3-* f JU7 x " JU 4-* > 

-tz>7JU**- h269mg<£U§^iJ43d)£|1^0^;£tCT, ^M^b^£79.2 

mg?#7c0 

1H-NMR(CD30D); 8 (ppm) 1.92(3H, s), 2. 01 (3H, s), 2.24(3H, s), 6. 02(1 H, 

s), 6.79(2H, d, J=7.6Hz), 7.18(1 H, t, J=7.6Hz). 

MS(ESI); m/z 203(M+H)+ 

[0200] 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-5-t KP 

x y —)[/ 

4-(3, 5-y * ? Jly-1 H- \d=7 V~ Jls-1 ->C )\y)-3-1 K P ̂  > "tz > t) JU# > 

I 132mg£7^ K ^ t: K P 7 ̂  > 2. 6mLtC;#^|? Ls 'J Atf\P/W K 

^ K 58mg£JPxT50°CtCT3.50|^Ji^L/co J5J^;Fb1^C7K20ml£ Jp*. 

% M|x f JU20m L -effl tJH L tc0 £ IzRiSI^ T?f£4£ L 

s )Mg%MJ±Tlzr^£L, P7h^7< 

- (^^r+f> : M|xfJU = 1 : 2) LTHIHb^^. 4mgt# 

tc0 

1H-NMR(CDCl3); 8 (ppm) 2.28(3H,s), 2.44(3H, s), 4.64(2H, s), 6. 02(1 H, s 

), 6. 90(1 H, d, J=8. 0Hz), 7. 02(1 H, s), 7.17(1 H, d, J=8.0Hz). 

MS(ESI); m/z 219(M+H)+ 

[0201] Mm-imS 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-5-*5l>iU7$ 7 7x7 

-)\y 

a) 1-(2-* K^r^-4-- K P 7 x " JU)-3, 5-^ * fJU-1 H-V-JU 

2-* h^>-4-" KP7-'J >700mgJ; y% m&\43c) 

H-fb £ 498mg:j;# tc 0 

1 H-NMR (CDC L3); 8 (ppm) 2.13(3H, s), 2.30(3H, s), 3.93(3H, s), 6. 02(1 H, 
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s), 7. 53(1 H, d, J=8.4Hz), 7.89(1 H, d, J=2.0Hz), 7. 95(1 H, dd, J=2. 0, 8 

.4Hz). 

MS(ESI); m/z 248(M+H)+ 

[0202] b) 4-(3,5-^*fJU-1H-L°^V-,iU-W,iU)-3-* 

1-(2-* h^>-4-- KP7x->iU)-3,5-y*5l>iU-1H-t0^V-JU495mgd; y 

s mttmutmmo)j5}£izTmmiks^z4]7.6mgmtc0 

1 H-NMR (CDC L3); 8 (ppm) 2.06(3H, s), 2.28(3H, s), 3.72(3H, s), 3. 81 (2H, 

brs), 5. 92(1 H, s), 6. 28-6. 31 (2H, m), 7. 06(1 H, d, J=8.4Hz). 

MS(ESI); m/z 218(M+H)+ 

[0203] c) 4-(3,5-^*f JU-1H-L°^V—JU-WJU)-3-* h ̂ >-N-* ̂ )\,7-'J > 

4-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-3-* i/7~ <J >200mg£y* 

fJU/l-NjUAT7^ K6mUC;#$?U B 0 lb* ̂ ^160^ 'J 0 A636m 

g£ JD A'TmU.IZT2. 5mmmW L tc0 IZ7K50m I £ JQ it T M£x f 
;i/50mi-eaaiu/co 
J±~RCT^£U P7h^77-f - (^=*-F 
> : M|xfJU = 1 : 3) ^ffll^iiiLTllIllb^^S^mgtf/co 
1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 2.28(3H, s), 2.86(3H, s), 3.74(3H, 

s), 3. 95(1 H, brs), 5. 92(1 H, s), 6.17(1 H, d, J=2.4Hz), 6.21 (1H, dd, J= 

2.4, 8.4Hz), 7. 09(1 H, d, J=8.4Hz). 

MS(ESI); m/z 232(M+H)+ 

[0204] d) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-5-* fJUT7 $ J 7x7-^ 

4-(3, 5-y * fJU-1 H- \f.=j V-JU-W JU)-3-* h ^>-N-* 'J >58 

. 7mgct y, ^0iJ33c),>:|W|«0^;itCT^^b^£25mgt#/co 
1H-NMR(CDCl3); 5 (ppm) 2.28(3H, s), 2.32(3H, s), 2.83(3H, d, J=1.2Hz), 

5. 98(1 H, s), 6.13-6.16(1 H, m), 6. 31-6. 32(1 H, m), 6. 99(1 H, dd, J=1.2, 

8.4Hz). 

MS(ESI); m/z 218(M+H)+ 

[0205] §^0049 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-4-*5l>iU7xy->iU 
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a) 2-7$ 4-* h 

2-7$ 479mg<£ <J N i^0iJ43b) £: 

IZX, mHb^£770. 1mgt#/c0 

1H-NMR(CDCl3); 5 (ppm) 2. 21 (3H, s), 2.46(3H, s), 3.74(2H, brs), 6. 39(1 H 

, d, J=8.0Hz), 6.53(1 H, s), 6.62(1 H, d, J=8.0Hz), 7.32(2H, d, J=8.0Hz 

), 7. 77(2H, d, J=8.0Hz). 

MS(ESI); m/z 278(M+H)+ 

[0206] b) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-4-* f JU7 x 

y-tzVXJU/1-N^- K 

2-7$ y-4-*fJU7x-JU 4-*f K400mgJ; 

0iJ43c) ^ |W|*§(OT;£tC-C 137. 3mgt#/c0 

1 H-NMR (CDC L3); 5 (ppm) 2.10(3H, s), 2.12(3H, s), 2.35(3H, s), 2.41 (3H, 

s), 5.82(1H, s), 7.13-7.15(3H, m), 7.20-7.22(1H, m), 7.33-7.36(2H, m) 

, 7.42(2H, d, J=8.4Hz). 

MS(ESI); m/z 357(M+H)+ 

[0207] c) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-4-* f JU7 x y-JU 

2-(3, 5-y * fJU-1 H- \f.=j V-JU-W JU)-4-* x " JU 4-* > 

-tz>7JU**- M67mg<£ y§^iJ43d)£|1^(OT;£tCT, HMlbl^]£60.4 

mgt#/co 

1H-NMR(CDCL3); 8 (ppm) 2.29(3H, s), 2.31 (3H, s), 2.39(3H, s), 6. 02(1 H, 

s), 6. 97-7.02(3H, m), 9.43(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0208] §^0050 2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-5- K 'J 7 U / 

7x7-JU 

a) 1-(2-* K^r^-4-( K 'J 7 x " JU)-3, 5-^ * fJU-1H-

V-JU 

2-* K^r^-4- h 'J 7JU^P*51JU7-IJ >191mgJ; i^iJ43c) 

0^;itCT^^b^£95. 5mgt#/c0 
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1H-NMR(CDCl3); 8 (ppm) 2.05(3H,s), 2.30(3H, s), 3.86(3H, s), 5. 99(1 H, s) 

, 7. 22(1 H, s), 7. 31 (1H, d, J=8.0Hz), 7.46(1 H, d, J=8.0Hz). 

MS(ESI); m/z 271(M+H)+ 

[0209] b) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-5- h <J DM •*51JU7iy-

JU 

1-(2-* K^r^-4- K 'J 7JU^P*f>'U7x->iU)-3,5-y*5l>iU-1H-t0^y 

-JU95. 5ng£ Vm&M33c) £mmfi>£lzrmMlt,SWZ25.7ngmfc0 

1 H-NMR (CDC L3); 8 (ppm) 2. 31 (3H, s), 2.45(3H, s), 6.08(1H,s), 7.15-7.18( 

1H, m), 7.30-7.35(2H, m), 10.64(1H,s). 

MS(ESI); m/z 257(M+H)+ 

[0210] §Ui£0IJ51 2-(3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-6-*5l>iU7xy->iU 

a) 2-7$ 7-6 -*fJU7x-JU 4-* K 

6-7$ J -o-0 b V-JU±^II±^ 200mgct §Ui£0!J43b) «>: 

i^H'fbn'!t^)£ 159. 9mg:j;#/co 
1 H-NMR (CDC L3); 8 (ppm) 2.06(3H, s), 2.48(3H, s), 3.96(2H, s), 6.53-6.55 

(1H, m), 6. 59-6. 61 (1H, m), 6. 93(1 H, t, J=7.6Hz), 7.37(2H, d, J=8. 0Hz) 

, 7.90(2H, d, J=8.0Hz). 

MS(ESI); m/z 278(M+H)+ 

[0211] b) 2-(3,5-^*5l>iU-1H-t0^ V-JU-W JU)-6-* x 

2-7$ 7-6 -*fJU7x-JU 4-^fJU^y-tzyXJU/l-N^- K159. 5mgJ; VM 

£0iJ43c) £. i^II'fb'n!t:#)£48. 8mg{§fc0 

1H-NMR(CDCl3); 8 (ppm) 2.09(3H, s), 2.10(3H, s), 2.43(3H, s), 2.49(3H, 

s), 5.67(1 H, s), 7.13-7.32(5H, m), 7.48(2H, d, J=8.0Hz). 

MS(ESI); m/z 357(M+H)+ 

[0212] c) 2-(3,5-^*fJU-IH-tf^V-JU-WJl^-e-^J^xy-JU 

2-(3, 5-y * fJU-1 H- \f.=j V-JU-W )\y)~ 6-* f JU7 x " JU 4-* > 

-tz>7JU**- K48.5mgJ; Uii£W3d) £|W|*§(OT;£tCT, HMlbl^]£12m 
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g?#7c0 

1H-NMR(CDC l3); 8 (ppm) 2.30(3H, s), 2. 31 (3H, s), 2.38(3H, s), 6.03(1H, 

s), 6.81(1H, t, J=8.0Hz), 7. 03-7.09(2H, m), 9. 79(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0213] §^0052 2-(3,5-^*5l>iU-1H-t0^V-JU-1-^>iU)-5-xf 

a) 4-^PP-5-lfJl/-2-zhP7i-Jb * 0 K 

4- ̂ 7 • • -5-x f;b-2- - S • 7 x J — JU150mg £ v ̂7 P P * ̂  > 1. 5m UC;# 

K'J >156A(,LfcNd:t/* ^ P^^ K69AU£2JP 

xT^-e30^^L/co J5^;Fb^tC7K50mL£Jpx, M|xf JU60mL"ea 

ft L/co v 0 AL £ MJ±T K T ® 

iLT, ^^b^£200.7mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 1.28(3H, t, J=7.6Hz), 2.83(2H, q, J=7.6Hz), 3.37 

(3H, s), 7.42(1 H, s), 8.09(1 H, s). 

[0214] b) 2-7$ y-5-XfJU7x=JU * 0 K 

4-0 P n-5-Ji^JU-2-- K P 7 x ~)\y * 0 K200mg£x^ J 

-JU4mUC;#|BU Wh'^VO A/j^||200mg£ Jp AT, ^ 

tCT40#^jf#L/co ^H-fb^ 

^£74. 9mgt#/c0 

1H-NMR(CD30D); § (ppm) 1.26(3H, t, J=7.6Hz), 2.73(2H,q, J=7.6Hz), 3.47( 

3H, s), 7. 28-7.46(3H, m). 

MS(ESI); m/z 216(M+H)+ 

[0215] c) 2-(3,5-^*f JU-1H-t0^V-JU-1-^JU)-5-X5l>iU7x->iU 

7is^— h 

2-7$ y-5-xfJU7x->iU * ̂  S74.5mg<£ y% M3sW3c) 

<hlH^i0^)±tCT^^b-&^£28.1mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 1.28(3H, t, J=7.6Hz), 2.17(3H, s), 2.26(3H, s), 

2.65(3H, s), 2.73(2H, q, J=7.6Hz), 6.00(1H, s), 7.24-7.26(1H, m), 7.3 

3-7.37(2H, m). 
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MS(ESI); m/z 295(M+H)+ 

[0216] d) 2-(3,5-^*fJU-1H-L°^V-JU-WJU)-5-xf JU7 x y-JU 

2-(3,5-y*5l>iU-1H-t0^V->iU-1-^>iU)-5-X5l>iU7x->iU 

K28mg£* 0 J —JU0. 1mUC?§$¥ U 5N-±^I|0. 07ml£2jp3.T30#;!jpf& 

M;tL/c0 J5J^;Fb^tC7Kl5mL£JPxN M|xfJH5mL-efflft Ltc0 tin 

P7h^77-f - > : M|xfJU = 4 : 1) £ 

^ T L T£ 7. 4mgt# o 
1 H-NMR (CDC L3); 8 (ppm) 1.24(3H, t, J=7.6Hz), 2.29(3H, s), 2.38(3H, s), 

2. 63(2H, q, J=7.6Hz), 6. 02(1 H, s), 6.73-6.75(1 H, m), 6. 94(1 H, s), 7.1 

0(1 H, d, J=8.0Hz), 9.67(1H, s). 

MS(ESI); m/z 217(M+H)+ 

[0217] §Ui£0IJ53 2-(4- 7 M • -3, 5-*>** f JU-1H- V - JU-W JU) 7 x J -JU 

a) 1 -(2-^ > VM + ̂ >7x - JU)-4-7 M • -3, 5-$/ * fJU-1 H- \f.=? X/-JU 

2-s< y Ss Jlsjf Ss 7 x "JUL K^'v>±mII±m500mg^;3-7>'U^ >-2 

,4-y^> 251mg£x^ y-JH2mUCjp*.N 1. 50$M$tiI3fc L/c0 

P?h^77< - (^^r+fV : 

I£xf JU = 6 : 1-5 : 1) LT^^b^417mg£t#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 2.30(3H, s), 5.04(2H, s), 7.03-7.07 

(2H, m), 7. 24-7.37(7H, m). 

MS(ESI); m/z 297(M+H)+ 

[0218] b) 2-(4-7JU^P-3,5-y*5l>/U-1H-t0^x/—JU-1—TJU)7xy —JU 

1 -(2-^ > VM + ̂ >7x - JU)-4-7 M • -3, 5-$/ * fJU-1 H- \f.=? X/-JU 

416mg£* 0 J — JH6mUC>§$? LN 10%/^ VO A/j^^42. 6mg£ JPxN 7j< 

£ 'J p v h^77-f - (^^r+fV : 

11x^^ = 5: 1) £ffl^T*ii^LTllII{b^]290mg£t#/co 
1 H-NMR (CDC L3); 5 (ppm) 2.28(3H, s), 2.33(3H, s), 6. 90(1 H, t, J=8.0Hz), 
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7. 06(1 H, d, J=8. 0Hz), 7.15(1 H, d, J=8.0Hz), 7.19(1 H, t, J=8.0Hz). 

MS(ESI); m/z 207(M+H)+ 

[0219] Mm-MM 5-7"P^-2-(3, 5-^* f JU-1H-V-JU-W JU) 7 x y - JU 

a) 5-7*Pf-2-LK7^-^7iy-Jb 4-* fJU'O-tz h 

2-7$ y-5-7"P;E7xy->iH.0g£x^ y-;U7mLtC^;lLs -10°C-e;I±^ 

I|1.5mL£;STL/c0 3 ^ tCll^JtT-Ml£tert-7>JU636mg£;lgT U 

jt-eietp^ji^u m<Dy^xz\izikitm-xx 
27Kffi^2.49gN p-hJUi>;UU/lN>I£l7.Kfi]^1.08g, y-JU15mL£JPx 

, -10°C-ei5^Ji^L/co 

-10°C-e;lSTU ll^-eiBl^Ji^L/co ten-7^)\s*^)\sJL-^)\s3Qml%: 

ap^ 15ftmmks %bntz±Wi^MMb, Q.sgvmmiks^zmtco 
[0220] b) S-yP'E^-O^-y^fJU-IH-tf^V—JU-1—TJU)7xy —;u 

5-7^^-2-11 \z=7*J —JU7 x J — )l 4-* fJU^y-tzVXJU/lN^— K0. 9g 

, 7-tzfJU7-tz K>0.8g£x^y-;U25mL^tCjPx, 1L/c0 ̂  

U M[]ttW7K20mL-e2[5]}$t}#L/co tin K >J 0 AVBHTK^ 

'J tJ?)lst!^AO P7 K 7 -f - (^^r+f 

> : M|xf;U = 4 : 1) -elti^LT^^b^650mg£t#/co 

1H-NMR(CDCL3) ; 5 (ppm) 2.30(3H, s), 2.40(3H, s), 6.05(1 H, s), 7.01-7.0 

8(2H, m), 7.26(1H, s). 

MS(ESI) ; m/z 267(M+H)+ 

[0221 ] ^jt0IJ55 5-7"P ZE-2-(4-^7 • P-3, 5-^* fJU-1 H- V-JU-1—T JU) 7 X 

J -)\y 

m&Mt^mzLT%nmLtt-7n=E-2-\i K^-JU7xy-ju 4-
K0. 9g£3-^ • >-2,4-^;* >1. 07gfr £ 

^0iJ54b),>:|W|«0^;itCT^^b^558mg£t#/co 

1H-NMR(CDCL3) ; 5 (ppm) 2.30(3H, s), 2.38(3H, s), 7.02-7.08(2H, m), 7.2 

7(1 H, d, J=2.0Hz), 9.62(1H, s). 
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MS(ESI) ; m/z 303(M+H)+ 

[0222] §Ui£0IJ56 5-7"P^-2-(3,4,5- K 'J * fJU-1H- V-JU-W JU) 7 x J -

)\y 

m&Mt^mzLT%nmLtcb-7n=E-2-\l K^^JU7xy-JU 4-
\-Q.9gt3-^^)\y^yO y-2,4-is^yQ.9gfrt>M 

mmb)tmmo)j5%izTmmiksm2Qmg%mtc0 

1H-NMR(CDCL3) ; 8 (ppm) 1.98(3H, s), 2.24(3H, s), 2.31 (3H, s), 7.00-7.0 

6(2H, m), 7.25(1 H, d, J=1.6 Hz)), 10.34(1 H, s). 

MS(ESI) ; m/z 281 (M+H) + 

[0223] §^0057 4-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-3-t h"P^>7xUb 

7iZT~ K 

a) 4-- K P-1,3-7 x - b > K 

4-- hP^>"tz>-1,3-^-^5. Og^i^b^fb^mUC 

feM U 7JC£T tf 'J y >5. 35g% 4-*J* ^~)17 $ 7 tf 'J ^ >0. 39g, it7KM£8 

.12g£jli;^Px/co 10tP^#L/co J5^£7K50mL, 1N-

±£It100mL MnfiW7Kl00mLN MQ:£:^7Kl00mlTli^&l\ K 'J 

OAim&s MJBflsU ^MitSWAg^mtco 

1H-NMR(CDCL3) ; 8 (ppm) 2.33(3H, s), 2.37(3H, s), 7.09(1 H, d, J=2.4 Hz) 

, 7.18(1 H, dd, J=2.4, 9.2 Hz), 8.16(1 H, d, J=9.2 Hz). 

[0224] b) 3-t KP^ri>-4-- K P 7 x ~;U Tiz^— K 

4-- h P-1,3-7 x~ K1.0g£^PP/lNJU 

A25mUC;#|BU 7jC£~K -^7 A2. 23g£2jPa.fc0 

s 30|^Ji^L/co 7Kl00mL£JPx, b>30mL-e3[g]aft L/Co tin 

1N-i*I£25mL M[]#±^7K25mL-ejli;^^, 

J&TK^ MJ±)IIS L fc0 ?# £ *> 'J £ 7A^P7h^77^ 

- : M|X^;U = 20 : 1) L T^Mlbl=r^610mg£?#fc„ 

1 H-NMR(CDC l3): 5 (ppm) 2.32(3H, s), 6.77(1 H, dd, J=2.4Hz, J=9.2Hz), 6 

. 95(1 H, d, J=2.4 Hz), 8.14(1 H, d, J=9.2Hz), 10. 70(1 H, s). 
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MS(ESI) ; m/z 196(M-H)-

[0225] c) 4-7$y-3-kh'P Tiz^ — K 

3-L KP^r'v-4-- K • 7i-ib K3. 0g£M£xf,/U50niUC;#$? 

U 10%/^y^A/^^300mg£JPxN ^CT100^£# 

L/c„ J± ~F ̂  £ L T f# £ ft 7cgrS£ v U ±J >f 

JU^A^PV h^7-f- (^*V-y : iilfJL/ = 1 : 1) 

^b^2.48g£t#/c0 

1H-NMR(DMS0-d6) ; 8 (ppm) 2.17(3H, s), 4.45(2H, brs), 6.28(1H, dd, J=2 

.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6. 53(1 H, d, J=8.4Hz), 9.26(1 H, brs) 

MS(ESI) ; m/z 167(M+) 

[0226] d) 4-(3,5-^*5l>iU-1H-t0^V-JU-1-^JU)-3-t KP^r^7x-;U 7"tzf 

- K 

4-7$y-3-t:KP ̂ r:>7 x ~JU Tiz'r — M. 0g£ffll\ S^js^lMa) £ |W| 

LTiJ^L/c4-L K^^-JU-3-t ^'P^>7x-Jb 7"tzf-K 4-* 

KO.gg^^-tzfJU^-tz K >0. 9gfr £i^0iJ54b) ̂  |W| 

© Jj/ik IZ X i^mba"^^)330mg £ t# /c 0 

1H-NMR(CDCL3) ; 8 (ppm) 2.29(3H, s), 2.30(3H, s), 2.41 (3H, s), 6.04(1 H, 

s), 6.68(1 H, dd, J=2.4, 8.8Hz), 6.85(1 H, d, J=2.4Hz), 7.19(1 H, d, J= 

8.8 Hz), 10.14(1 H, s). 

MS(ESI) ; m/z 247(M+H)+ 

[0227] §Ui£0IJ58 4-(4-^PP-3,5-^*5l>iU-1H-t0^V->iU-1-^>iU)-3-t KP^> 

7I-JU 7iz^~ K 

4-7$y-3-t; ̂ ^^>71-^ Tiz'r— M. 0g£ffll\ S^js^lMa) £ |W| 

ate LTiJ^L/c4-L K^^-JU-3-t KP^>7x"JU 7"tzf— K 4-* 

>-tz >TJU** — K0. 9g£3-0 P P^ > 0 >-2,4-V^ > 1. 2gfr bWk^. 

0iJ54b) £ |W|^®^;itCT^M'fb'n!t:^)30mg£:j;#/co 

1H-NMR(CDCL3) ; 8 (ppm) 2.30(3H, s), 2.31 (3H, s), 2.39(3H, s), 6.70(1 H, 
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dd, J=2.8, 8.8Hz), 6.86(1 H, d, J=2.8Hz), 7.17(1 H, d, J=8.8Hz), 9.50 

(1H, s). 

MS(ESI) ; m/z 281 (M+H) + 

[0228] §^0059 3-t K • ̂>-4-(3,4, 5- K 'J * fJU-1 H- \f.=? V-JU-W JU) 7 x 

-JU 7-tzf- K 

4-7$y-3-t h*P+>>7x-Jl/ /'izf— M. 0g£ffll\ S^js^lMa) |W| 

ate LTiJ^L/c4-L K^^-JU-3-t h"P^>7iUb 7"tzf-K 4-* 

>-2,4-y^>1.0g^^i^£ 

0iJ54b)^|W|^i®^;itCT^^b^230mg£t#/co 

1H-NMR(CDCL3) ; 8 (ppm) 1.99(3H, s), 2.24(3H, s), 2.30(3H, s), 2.32(3H, 

s), 6.66(1 H, dd, J=2.8, 8.4Hz), 6.83(1 H, d, J=2.8Hz), 7.17(1 H, d, J= 

8.4 Hz), 10. 22(1 H, s). 

MS(ESI) ; m/z 261(M+H)+ 

[0229] §^0060 2-(3,5-y*f>iU-1H-t0^V->iU-1-^>iU)-4-* h^>-5-*f,iU7 

x J —)[/ 

a) 1,4-y* h^>-2-*f JU-5-= KP^>"tz> 

2,5-^* hJUi>6.0g£M£20mUC;#$?U 40°Ce^!J:l5fe'II (d=1. 5 

0) 4.32g0M|10mL;m£5^^^^T;STL/co H^j£-C30#£# U &U. 

IZ30ft&ftLfco J5J&&£)**300ml^GRU 

£;iixu ;^7Ki00mL-e}$t}#L/co MJ±Tf£'Jtu mmfcsm7.5g%mfc0 

1 H-NMR(CDCL3) ; 8 (ppm) 2.28(3H, s), 3.84(3H, s), 3.92(3H, s), 6.90(1 H 

, s), 7.40(1H, s). 

MS(ESI) ; m/z 198(M+H)+ 

[0230] b) 4-* h^>-5-* fJU-2-- h • 7 x J — )\s 

1,4-$/* h^$/-2-* f;U-5-- K P^>-tz>6. 0g®i^b* b >30mL;#^ 

£-20°Ctz;^ip U Hi^b*^ll1M:t^b* f b >;#^30mL£|W|^-e;ST Ltc 

o 160^£#U $&fflttW*50mUCJ5J&$£2JD^ Mix 

fJU100mL-e3[g]aaiL/co *100mU fSffi:£i£7K50ml-e&}# 
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K u oAXR&kL, mi±mmLfc0 mbntcmgzss'jtitr 
PV h^77 4 - :iStlfJl/ = 9:1) "CUtiULT^ 

25g£?#fc„ 

1H-NMR(CDCL3) ; 8 (ppm) 2.26(3H, s), 3.84(3H, s), 6.94(1 H, s), 7.39(1 H, 

s), 10.46(1H, s). 

MS(ESI) ; m/z 182(M-H)-

[0231] c) 4-p< h^>-5-p< f;U-2-- K P 7 i —)\s 4-p< fJU'O-tz >7JU/1N^—h 

4-p< hP7xy-ju8.0g®i^b;<?1 

b>80mL;#^^p-KJUX>XJU/1N-JU^ P^^ K9.15g£^-eJP7U 0°CS 

-e;^iPL/co CCtC K 'J >4.86g£JPx, 20|^Jt^L/co 

£7Kl50mLtCfe^N ^b^fb>150mL-efflft L/co till £TK1 00m L 

±^7K50mL-e}$t}#L, MJ±)HSL/C0 %btltc 

'J P7 K 7 -f - (^^r+fv : M|xf;U = 9 : 1 

) -elt^LT^^b^12.0g£t#/co 

1H-NMR(CDCL3) ; 5 (ppm) 2.26(3H, s), 2.46(3H, s), 3.87(3H, s), 7.19(1 H, 

s), 7.33(1 H, s), 7.34(2H, d, J=8.4Hz), 7.77(2H, d, J=8.4Hz). 

MS(ESI) ; m/z 336(M-H)" 

[0232] d) 2-7$y-4-p< x~JU 4-p< f >7JU/1"N^-h 

4-p< K^ri>-5-p< fJU-2-- K P 7 x-;u 4-p< ^JU^yif yZJlsfc^— K4 

.0g£ffll\ ^0iJ57c),>:|W|«0^;itCT^^b^3.2g£t#/co 

1H-NMR(DMS0-d6) ; 8 (ppm) 1.91(3H, s), 2.41(3H, s), 3.64(3H, s), 4.73(2 

H, brs), 6.25(1 H, s), 6.64(1 H, s), 7.43(2H, d, J=8.4Hz), 7.79(2H, d, 

J=8.4Hz). 

MS(ESI) ; m/z 308(M+H)+ 

[0233] e) 2-(3,5-^p<f JU-1H-L°^V-,iU-W,iU)-4-p< K ^>-5-p< fJU7 x " JU 

A-ji^JU^y-tiyZJUTls*— K 

2-7$y-4-p< K^ri>-5-p<51>/U7x-;U 4-p< ^ju^y-tf yZJlsfc*- K1 

.0g£ffll\ §Ui£0!J54a)N 54b)£H^©;££KT^^b^400mg£?#fco 
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1H-NMR(CDCL3) ; 8 (ppm) 2.10(6H, s), 2.25(3H, s), 2.41 (3H, s), 3.79(3H, 

s), 5.80(1 H, s), 6.71 (1H, s), 7.15(2H, d, J=8.4Hz), 7.27(1 H, s), 7.3 

5(2H, d, J=8.4Hz). 

MS(ESI) ; m/z 387(M+H)+ 

[0234] f) 2-(3, b-iJ ̂  fJU-IH-tf^x/—JU-1-^f J[/)-4-^ K ^>-5-p< fJU7 i J -

)\y 

2-(3, b~V fJU-IH-tf^ x/—JU-1-^f J[/)-4-^ K^r^-5-p<51>iU7x->iU 

4-p<f JU'O-tzVTJU**- K200mg£ffll\ 

\kntyfl®m%:%tc0 

1H-NMR(CDCL3) ; 8 (ppm) 2.21 (3H, s), 2.29(3H, s), 2.39(3H, s), 3.78(3H, 

s), 6. 02(1H, s), 6. 67(1H, s), 6. 89(1H, s), 8. 87(1H, s). 

MS(ESI) ; m/z 233(M+H)+ 

[0235] §^0061 4-On P-2-(3, b-*J* fJU-1H-L°^ V-JU-W JU)-5-p< f JU7 x 

J ~)\y 

a) 2-7$ J -4-0 • P-5-p< fJU7 x J —)\y 

4-0 • P-5-p< f;U-2-- K • 7 x J — )lb. 0g®p< 0 J — JU100ml;#>S4UC:t^ 

mzfe'&ik L 71 g£ J: A7.1 g07K20m L?§^£0,C 

-e^APL/co 

}§U M|xf;H00mL-e}$t}#L/co L/c„ ?# 

'J t> ?)\st) =7 AO PV K 0^7 7 -f - (^^r+fV : MtlfJU 

= 3:2) -elt^LT^^b^1.4g£t#/c0 

1 H-NMR(DMS0-d6) ; 8 (ppm) 2.10(3H, s), 4.57(2H, brs), 6. 54(1 H, s), 6.58 

(1H, s), 9.11 (1H, s). 

MS(ESI) ; m/z 157(M)+ 

[0236] b) 4-0 PP-2-(3,5-y fJU-1 H-V-JU-W JU)-5-p< fJU7 x J -)\s 

2-7$y-4-^PP-5-p<?1,iU7xy-,iH.0g£ffll\ ^0!|54a)N 54b) t 

[Wt§CDjj/£lZ~C 120mg £ ?# tc 0 

1H-NMR(CDCL3) ; 8 (ppm) 2.29(3H, s), 2.34(3H, s), 2.41 (3H, s), 6.03(1 H, 
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s), 6. 96(1 H, s), 7.19(1 H, s), 9. 88(1 H, s). 

MS (ESI) ; m/z 237(M+H) + 

[0237] 2-(3, 5-*>*fJU-1H- V-JU-W JU)-4, 5-*>*f JU7 x J -

)\y 

2-7$ y-4, 5-$/^ ̂ ^7 x y —;H. 0g£^l\% S^^lMa), 54b) |W|£iCD 

^;itCT^^b^630mg£t#/co 

1H-NMR(CDCL3) ; 8 (ppm) 2.21 (3H, s), 2.24(3H, s), 2.29(3H, s), 2.38(3H, 

s), 6. 00(1 H, s), 6. 88(1 H, s), 6. 94(1 H, s), 9. 28(1 H, s). 

MS(ESI) ; m/z 217(M+H)+ 

[0238] §Ui£0!J63 4-(4-^ • • -3, 5-^f JU-1H- V- JU-W JU)-^ >-tz >-1,3 

i^s0iJ58tc£i\T:> 'J PV K7 -f 

LTllIHb£*00mg£t#/co 

1H-NMR(CD30D) ; 8 (ppm) 2.07(3H, s), 2.20(3H, s), 6.36(1 H, dd, J=2.4, 8 

. 4Hz), 6.42(1 H, d, J=2.4Hz), 6. 98(1 H, d, J=8.4Hz). 

MS(ESI) ; m/z 239(M+H)+ 

[0239] 2. 

1 

J^TT\ ztibOMMWlz 
&fc\ J^-RCfc^T r^£0iJ44j £&, 

0ij4 4 0^b^j zmmtzo 

4 10 g 

• l) tT K > 10 g 

x^y-JU 100mL 

JiO J -)MD-tUzm&\4 4^t/=l/lN0iJ tf K>£JHIIzmMZ-tts J 
—JU-e£-ft100mUC LXmM^ntc0 

%tc±mj5}£%mmz, =1#'j tfKyoftfcy tcT§E*0|j 
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[0240] 3. (BftmzJ;£££1405611) 
m&m 4 4(1 w/v%) t (5w/v%) £X^ y -JU (£fclZJl*;-JU/ 

(7:3) ) £}§#¥;* t!\ TJUlZXtl, M&Ltcb® 
<D&&mm£fr?fco 40°C/75%RH-e3M^^«#L/c^ i10l^ 

£> Us Q SI ti II #> h ti tz. fr o tc o 

[0241] [H1] 

S 1 SaftflJ 4 4 t #j$;bn8ij£: OffiffKK 

l£ tr
f III
ID 

m&m4 4 a#* 
=i 7t^° U t* K > > 90% 
/K tf K > > 90% 
TK'J tf-JU7-tSi— Jl/yifJl/7 5/ 7-tT— h > 90% 
7? >))lsffim7Jl>ti/—Jl'T 5 > 90% 
t ̂ PP< • —X a) > 90% 
TKIJ^- + VX^U>TKIJ7|-JFV^>D zi— ju a) > 90% 

U U- hzutf'J V — RS > 90% 
7 5/7^+;^^^ 'J U— h 3 TK U "7 —E > 90% 
t KP+V^P tf/HrVUP-X > 90% 

"5IM»I KB^P t° U > > 90% "5IM»I 
tf b>9'U 3— JL- > 90% 

"5IM»I 

h U 7-tr^> > 90% 

"5IM»I 

^x>| h U x^;u > 90% 

"5IM»I 

V? P zT—;U400 > 90% 

"5IM»I 

7yt'>ly^ V^P tf;U > 90% 
SjfiffiJEftl N-7-izT ;M--->XT-f > > 90% 

a);g£SI±x£ y-^/Wlfx^^g;!.!: Lfc„ 

[0242] 4. 

tztcsb, (DSC) UiJifilfc 

o mft=5-£Wfa*:&Uc&-Z^* J -MZ&mLs DSCffl7JU$ ^>*tC;#>S50 
ML^iTi, 60°c-ei0#rPm'j:#L/co mm (J^M) ^m^mmmz^ 

lJ >UJAE! Ltc (DSC)il^^# : ? 'j >7°A>N )|JJ^I5H40OC~120°C, f^5£]£ 

tt^3a0U4 4^0ii^-ti3°C/minN ^0^®^ti5°C/minN n=1) „ #§im 

tCfc^T, 105°C{«0^0iJ4 

4 4 L tc^mm^- yo)\s e-£ tb$$ L /CQ 

Ma^Jptc#i\ tc£>H$)MZ>\& 
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btitc0 

[0243] [H2] 

*2 witm* -?-(DBW 
;SiP S'l 

(fflnnB=s) 
;SiP S'l 

(fflnnB=s) 4:1 2:1 1:1 1:1.5 1:2 
• TK U t: K > 
(^7X K>S-630) O O O A O 

7t^° t* R > 
RVK-29/32) A A A O A 

*°U tf-VUTHzTHZT- h 
(AEA=£) A O O O O 

75^ -$!•? 'J b— h =1 ?H 1J V — RS 
(.*<( hRL100) X X O O O 

75; TJU+JU^ ££ U U— h- =1 TH U — E 
K^-y KE100) 

X O O O O 

t KP^V^P tf;HrJUP—x 
(HPC-L) 

X X X X O 

7? g;HstJir;i'^/-;u7 5 
C?7X-tM% L-53P) 0 X A O O 

t?P> P —xb) X A A 
TH'J yif U>TK U +V^P tf P —JUb) X X O O 0 

A : (134.07 J/g)(D 10%JsLT 
x : (134.07 J/g)CD 10%JiL± 

a) mZLtel^tzlsb. 
b) X-Siy— 7/3 ;g;& (w/w%)tjgfi? 

[0244] 5. 

^*>m£IN•r, ow-m%LM<Dm»i4iz-D^xm^-tco 
[0245] 1) nm.mn<Dmm 
[0246] 
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[^3] 

3 msfflteffffiicteffl-t-sstiisisij 
No. 1 2 3 4 5 6 7 8 9 

Sii« 44 50mg 50mg 50mg 50mg 50mg 50mg 50mg 50mg 50mg 
7 7Xh' SJ S—630 12.5m 

g 
50mg 100mg — — — — — — 

1° ?Xh* 'J K—29/32 - - - 50mg - - - - -
#<h*7+*7hRL100 - - - - 12. 5mg 50mg 100mg - -
m*7**«;h E100 - - - - - - 50mg -
r mw L-53P - - - - - - - - 50mg 

ififi ififi ifiifi jfifi SI Ifi ififi Ifi Ifi 
-^-t+ n PT 1mL 1mL 1mL 1mL 1mL 1mL 1mL 1mL 1mL 

i£ft£l*!l No. 10 11 12 13 14 
Sifi« 44 100mg 100mg 100mg 100mg 100mg 
r S-630 100mg - 50mg 50mg 25mg 
t'fh* i¥ 7 h RL100 - 100mg - - -
vi)Qtfi-y - - 1OOmg - -
,f 'JVK -h 20 - - 100mg - -
t>° n^v- 407 - - - 25mg -
i®7K1bth'n+y7"P 
t' )\>mna-x 

— — — — 2mg 

?K - - - - 50mg 
itJ-b It 11 1ft 11 11 
aii 1mL 1mL 1mL 1mL 1mL 

[0247] 2) xmm 

±tcl$ts 0 X"?- V 0 (i^^^)2. 5mm% [(ig^5mmN J5<^$*]1 

mm) %m-&s 

[0248] 3) fife 

15M5H&J& 713 P-X£^-K^b-7"L tzfes tC80mL"fO ̂ >E L 

T HI tf) £ <> ZZfrb£MM(Z> =IJI<0 *—Jl/;*?— 7-t7^P-7^^RftM 

tCOJ/cL (i%3#]1.5cmN itM2cmN #M^5mL) N ^0±tC 7°^ X^ y 0 

£®£L/c^>E$£®-&£o !J^Lfc§iti£i^iJ1 ^1*1© 

^>JTUC^ftU /^7-T Jl/A-e±S3£*j/\*-Lfc©^ 28°C70 P^£MU 

^>E$£lXl'JI&<o ffiffll^77^P-XtcSg7K35mL£^JpL^ 70°CtCT>fJU 

£5§fl?3t!\ ;#^£LC-MStCTi^iJ4 4©M1I1^1T§O 

[0249] 4) mm 

H4 ^3a^J4 4©i%lN^\ 



WO 2014/021282 69 PCT/JP2013/070525 

[0250] [^4] 

m. 4 si jfi^i 4 4 CD jttii sialism 
Ktt»»JNo. JUiSilm 

(|Ug) (%) 

1 S-630 1.25% w/v 9. 9 19. 7 
2 S-630 5% w/v 12. 8 25. 7 
3 S-630 10% w/v 14. 1 28. 3 
4 ^7Xh*> K—29/32 5% w/v 13. 3 26. 7 
5 a-4 ^7^7 1- RL100 1.25% w/v 11.4 22. 8 
6 *-< h- RL100 5% w/v 12. 2 24. 4 
7 *4 I- RL100 10% w/v 9. 4 18. 9 
8 K7#''V h E100 5% w/v 8. 9 17. 7 
9 L-53P 5% w/v 15. 6 31. 2 

10 ~J=j7. K> S-630 10% w/v 30. 2 30. 2 

11 *<< K7^'7 h RL100 10% w/v 32. 7 32. 7 
12 ^7Xh*> S-630 

/K'J ViV*— b 20 

5% w/v 
10% w/v 
10% w/v 

44. 5 44. 5 

13 ^7Xh*> S-630 
PW7-407 

5% w/v 
2. 5% w/v 

32. 8 32. 8 

14 ^7Xh*> S-630 
i^TK-fbth* a&7 ut'h 
mua-z 

2. 5% w/v 
0. 2% w/v 

38. 2 38. 2 

[0251] 6. 

[0252] 
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[^5] 

*5 
iSAoSJ 

$x^5 (^pp^) 
7K;§tt • 
7K^;§11 
om 

ii&14a> 
a^v:F-;l)S(mg/mL) 

filiro 
?mb) 

fifllro 
-< f- o 
#b) 

iSAoSJ 
$x^5 (^pp^) 

7K;§tt • 
7K^;§11 
om 50 100 150 

filiro 
?mb) 

fifllro 
-< f- o 
#b) 

^ /K 'J ti K > 
(^7X K>S-630) ® ® O Ssfe 

mm ft L 
TK tf K > 
(^7X KVK-29/32) 

*j8it ® ® o J10J ft L 
TK'J t*-;UT-tr^-^vx^^7 5 J T'ZT— V 
(AEAHft) 

7K;§14 X X X •p-vit 
&rmw ft L 

t KP + V^P t°;u-b;up—x 
(HPC-L) 

7k;§tt 
X X Sifi 

-t±T*c> 
ssfe 
iies ft L 

r$ u i^mmrJI± y —>\,y s 
C^XiM XL-53P) 

7K;§tt ® A X ^"6 
iSB.3 ft L 

r 5 /TVU+JL^ J^JL/- K3*°u-?—RS 
(*-f ^7^7 HRL100) 

7K^;§t4 O A X ^•fe ft L 
7; ') b — E 
(*-f hE100) 

7K^F;itt o A X ^•fe ft L 

a) 7t"xU 7 —;gJS£ 50-150 mg/mL t Lfci£/— Hc;iST U 5 ft 
yfFffiL, J5TF©*SiTf#HLfco 

® : $£L^XLN-S» O : A : . X : 
b)2 0imi»SLtft, »#LfcKMrost-a. 
c) pgLfr;®©*5ttA?iS< . 

[0253] 7. 

^6 JTUC^ Ltc 

o T>mm) ©il£ 

b mtr W £ WiIL /c„ 
[^6] 

6 tteMlcteffl-fSKBttSI 
ISitKffl No. 1 2 3 4 5 6 
%l&m 44 100mg 100mg 100mg 100mg 100mg 100mg 

'jf y'y 100mg 50mg 25mg 50mg 50mg 25mg 
v'jum-y - - - 100mg - -
|° 'JVJK-h 20 - - - lOOmg - -

n^7" 407 - - - - 25mg -
E^JcfttK Q$v7° Pt° J^fJH^n-X - - - - - 2mg 
TK - - - - - 50mg 
iV-Jl' ill it jUm ill it illm 31 
"a It 1 mL 1mL 1mL 1mL 1mL 1mL 
tHiStHOJiBS O O @ © O A 

® : O : filv A : x : 

[0254] 8. 
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o (DMSO) tc;# 

^LT^fflL/co LTti, 0.165M0 3y 7°P^>X 

JU*>II (MOPS) 164 0 (RPMI1640) iSJft 

LT K 'J =l7-f h> • P< (T. mentag 

rophytes) ATCC18748:fc L < ti h 'J P 7 -f h> • Jb7°7A (T. rubrum) ATCC1 

0218^^IN/CO 1 X 104 conidia/mL®)s^"T:'100M-L^>E L% DMSO}^ 

Jt if 1 % £ & £ <£ 9 tc 96 £ X ;u/ v- 7 X 'J 7 7° b - K ± -e!¥«t L 
T, ip II/miJt280C tc T 3 0 ̂  ( K 'J =1 7 -f K > • *>0 <7u 7 7 -f "TX) tl 

<ti40^ ( h 1J =1 7 -f K>-JU7"^A) ±§SL/co Cell Co 

unting K i t 8 (WST8) ^5^ L^jQ LT\ 450nm£:595nni"T:'CDP$ 

ftJt^UJ^U 28°CtCT50|^ ( h 'J =1 

7-r K> • P< >^^P77'ffX) tL< ti—0ft ( K 'J =H 7 -f K> • JU7"^ 

A) liJt450nm£595nmT-0P»Jt;&>fJJ:£U J*v<?V=7 

Oy 80%£WPM)lJt£M I Cffi (jug/ml 

) tbtZo 

[0255] 
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IW1 
mi tsasssit 
Kififfl## MIC 

(T. mentagrophytes) 
MIC 

(T. rubrum) 
MIC 

(T. mentagrophytes) 
MIC 

(T. rubrum) 
1 B B 35 C C 
5 C D 36 E D 
6 C E 37 B B 
7 C E 38 C B 
8 C E 39 C C 
9 A A 40 E D 
10 D E 41 D D 
11 C D 42 C D 
12 C E 43 E D 
13 A B 44 A A 
14 B B 45 A A 
15 C C 46 E D 
16 C E 47 B B 
17 A A 48 B B 
18 B B 49 E D 
19 C C 50 B B 
20 C D 51 E D 
21 A B 52 A A 
22 C D 53 B B 
23 C D 54 A A 
24 A C 55 A A 
25 B B 56 A A 
26 A A 57 B B 
28 B C 58 B A 
30 A A 59 B B 
31 B B 61 C C 
32 B B 63 A A 
33 B A ^m.7-EPJU7-0 A A 

34 B B A A 

MIC MIC 
(T. mentagrophytes) (T. rubrum) 

A £ 1 U g/ml A iZfi g/ml 
B 2 —8jU g/ml B 4— 16 jtfg/ml 
C 1 6 — 32 jl g/ml C 16—32/yg/ml 
D 32 // g/mn?50%Jil-t80%5|5jiES D >32-64//g/ml 

E 32// e/m|-e50%jfc3SBE# E >64^/ g/ml 

[0256] 9. 

K7 7-?ti® 

O -"5- =L - 7'^^)\y £ m IvTUT(D J; 9 IZ>UJ£ L tc0 

£tfttoiz$im.mMzmmLtz0 mmmz*&u, 
M»J44©}lJt £0% (7°^ tz *') s 2%, 5%N 10%fccfct/15%<h U =1 *° 'J t? 

K> (10%) LTfJ^L/c0 

&m§ifflZ*-?3.-7-tzJU±M(Dbl Sm±^2jLtligffl L/c©^ 

zL-7"-tzJU^20oC^^25oC-e7B^±«L/co *-•^n-zMzJl/TSB 

!•*>—/<—F»3©^^±lc:®ffiL7cES6S ( h 1J =1 7 -r K> JU7"^A) GQfgW 
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IIL/Co 

^©^ mmmvftmmmfemmvmm (2%, 5%, 
5%) tCfe#Lfc*$3©PI±R£JFML/c0 —-J5s *>?PfcfPv ?X©Hj£ 

mn, 7=EPJU7-T Ltcmz&£?tc<i§±R^JFML 
t£frr>tz0 

JU-ttc<fcy% thjueiu 

[0257] [H8] 

8 fciSifS;Sf± 
PflihHfi: (cm) 

MS1]$144 ;^ij, 0% (^7-tTTK) 0. 00 

SWJW4 2% 1. 23 

SMI 44 ;^ij, 5% 1. 78 

mmm 10% 2.48 
mmm jfcSU 15% 3.00 

TtPJl/7^ >KaJSS!$iJ (Loceryl (Sftffitt) ) 0. 00 

yO • t?P ry^XffifcMSJ (Penlac (£gffi«) ) 0. 00 

[0258] 1 0. ^M£iJ©JjtfiMMiE 

Ltco 5 (2) -ePiiL/cJ1^0.1mm0^^jT\^f^L/c^i^iJ2ML^M^7° 

^©^JTUC^U A77 -T JUA^A'- L/cti, t&i^jli£ L 

T h 'J P 7 -f h > • y 9 fu 7 7 -Y (T. mentagrophytes) ATCC18748 

Z&m Ltcm?i%1&±lZ&W LT, ±M^28°CtCT40^ K 'J P 7 -r K > • 

^^P77<TX^|Lfco ^©^ ^© fiUltC tt"t£PI±RJI£>fJJ 

£U £L/c»^J©^fiMStt^5SIIL/co 

[0259] 



° <2 n £ mm a# a £ /n 
.ISWv^:i<5? l1t?ig;i|^ vriTn^0^ [1920] 

l'2#ikama>Tliif 
°\11 n 

<. ^ic^ri^? v>n£ v-y? MH§? 

-Ari0^i=H-1 fi 6 YiTSP v< >zir-^c£irz^[ 

ghrri^ v<.H^0^ V<.H .3 fi0*i= v-Pi^ri^? 

:i^^-Af, o^i,#(vk>^ \o T SP - A n 0*i-§^ s?ian ^-A r,#<2<# a 
ri¥« Yispxn °-^?2§it^i^niwtpyt 
0^w-^ vi«w Kc~\cf vn^ 

n^/iTsp (1) v(i rmMhkia)o 
^ [0920] 

A/M %Z '0 Y-dWiiMf M /<>*Q ..H^qi-^E! 

ll 'S A/M %S Z 009-S t.H *T4£ W 
A/M %S Z L0\?-tm .* 

SOS A/M %g 009-S <.H YQf- 01 
A/AA %0L 03 H -ylfA Ci0^ 
A/AA %0L < — 

srs A/AA %S 009-s <»H 21 
CO "S A/AA %0L 00L1H H T«at4.H >-£ LL 
LZ S A/AA %0L 009-S t.H YQf- 0L 

(uio^HqrH KS;i«n ±U% °N[i¥®$i¥I 

[6^] 

£Z£0/.0/£I0Z<IfAL3d VL zszizmioz OAV 
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!t#©S6SS 

Litbl 

R2 R1 y~( 

R6 

(I) 

RUis C ,_67)\S*)\S, h 'J DM • ̂ 

LN 

R2teu TKUJI^ C,-67)\S*J\SS y\n?ys -coo (c,-&7 

)l*)l) , S/cti (CH2) ,_3COOR (Rti, 

_6 %k^;Ls 

R3fc^ TKUJI^ CT-e^Jl/^rJk 7<J, V')D MU*^)^ 

, JfcliOR (Rtt, 7mi%?£tcttCi-67Jls*Jl'%:mt) 

\ 

R4te, U 

R5^ TKUJI^ C^g/Ml^k TKIISS 

U 

R6t^ CT-e^Jl/^rJk h 'J DM • ̂ ^Jk /\P^f 

X — N R a R bN — h CU kh*P + $/C,.6mJk -C 

0 N R a R bN -COO (C,_67W) N -COOH, - (CH2 

) ,_3COOR, SfcttOR" (Rti, *iIfJfcliC,.6WJl/ 

R a ct t/ R b ti s ^Kil? 

, C,.67^k ^tc\,tC,_&7^)\y^t) 
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R7tiN C T _6TJU^rJUs -OR (Rti% 

tiC ! s £fcti/\P^>£HU 

R8tiN 7kMWs?s c I_67)[S%-)[SS 7KIISS A S/cti—h 

P£H~to ) 

ti(D rn £ £ XI/ £ tc ti j£ Jt Mo 
[1*^112] R1^ 7kmWs?^tc\,tC,.&7)\y^)\yZh^, 

R21fs C^eZi^Jk /\P^r>N S/cti- (CH2) 

,-3COOR (Rti, 7kmWs?%tclZC i-67)l*){,%:mt) 
\ 

R3^ TKUJI^ S/ctiC ,-e7)\s*)\sZfoVs 

R 4 7^\ TKIIS-efeU^ 

R5^\ 

R6^\ c SU ^JU^P^Jk /\P^ 

A — N R a R bN zhp, LKP+^C^e?^^ -C 

0 N R a R bN — C 0 0 H N S/ctiORa (Ra£J;t/Rbt ii-ttl 

t ct < s TKUJI^ (A-e^JU^Jk S/ctiC T _6 

R7^\ TKHJi^-efe A 

R8tfs TKSIJI^ C,_67)\S*)W A titzti-hP-efe^) 

\ 

HKSS (i) z^nziks^tciz^oyk^mtz, it^iniE 
i6© m & & xi/ £ tc ti j£ jt Mo 

[§t;£iI3] R'tf\ c 1_677;u^;u-efel'Js 

R 2 7^\ C^eZi^Jk S /cti/\P>f>-efel'Js 

R3^ c T-e^ju^ju-efe A 

R4 7^\ 7KI£g-efeA 

R5^\ TKHJi^-efe A 
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R6if, c ! _6TJU^rJUs S/ctiORa ( R a 

its TKSIJI^ C,_67)\S*)W ^tcitC,_6y^J\y^mt) 

\ 

R7 ifs TK^JWs?Z$>lJ s 

R8ifs 7kME.?T:'(&>Z>s 

HKiS (I) I*^IH IE 

m <Di\{£>£xf/%tc ̂  jt m Mo 
;£iI4] R1^ C ,-&7)\s*)\sZfoV. R 2 if, R 3 if, 

C ,-67)[s*)[,T:'foi<)s R4ifs TKIIS-efeU^ R5ifs 7kmWs?Zfo 
y, R6 if^ C1_677;u^r>iu-efel'j^ R7^\ 7kmWs?ZfoV, R8if 

s TKmm?zhz>-WL^ (i) 

3cJl5] 2-(3,5-y P< ^JU-IH- \f.=j V-JU-w ;u)-5-p< fib7xy -JU£# 

M?Z>. 1*^111 IEi6©jT\fcNJ:t//S/ctiJ^Jtffl^ffl^yo 
^ii6] 'J v-£#A,-e&£, it^ii 1 ~ 5 (Di^rnfr 1 ii 

IE m <D m & j; tf / s tc ti j£ jt ^ 0 

^117] *° 'J V - if, P tf 'J Ifh'X *° Ifh'X 7 0') )\yMm7)\ytl J ~)l 
7<y, s/cti, 7<J 7)\s*)\s*0 0 'J U-hP*°'J -?-?'fc£s 

i*6 IE® <D m & £ xi/ s tc ti j£ jt m ̂ m 0 

it^in ~7 0iN-rtiAM iiiEi6©m 
£ J: tf / £ tc ti j£ Jt ^ &SU o 

MW^ it^ii 1 ~8(b^ttifr 1 iiiEic^ma&xi/ 
s/ctij^jtffl^ffl^ijo 

;£II10] 'J zi-ymmfa, SfoMbt KP^:>7°P tfju^ju-tzjup 

- X, £ tc ti *° P 0 y- V - •T? £ It ;£ll 9 |Ei6© JT\ £ J: XI/ £ tc ti j£ 

Jtffl^M$iJo 

30111] (I) ^iJMftt:^L 

T 1 ~3 1*^111 ~1 OcDlN-ftlfrl If 
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IB m 0 m x xi /1 tc j£ i* m ft m SJ «> 

x 1 ~2ogi%©ij^-et^t5, ii^in ~ 1 ov^rnfr 1 ii 
5dffi<DfJ[& J: tf / £ tc tt&jt 

[If 30113] -jjKiS (I) 

T 5 ~ 1 5 SM%0SiJ^-e^-r 5, iiJftrl 1 ~ 1 0 0lN-f tlfr 1 II 

lefc© m & <fc xi / s 7t ^ ̂iJo 

[i*^iH4] jnas0?i^diMi^^, 1 ~ 13 1 ii 

IBS® /r\& ct xi/t. tcit 


