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ai3fe£o 

[0071] C©<t9i:, *fg0£©j£ji^ffllijM&, &$?&& 

1f M to b ftZ I* £ <£ 9 4 iis © -- X IZ fr & c> /c a 'Jft tt ± to IIi 

[0072] &fc\ *fg0£0j£jf^fflllj^c&, 

SO (a) (b) N no % ^ 

iWi, i%8&7MU=i-Jk $/'J=I->^ T7-^ 

&k 7K;M£iig^^tim iiffiftk € 

8&7Mi/=i-Jk #11^^=1 -Jk $ >*IN pHl 

j£jf5&S^ SHtK±^ 

zm-STzzttf-ezZo 



WO 2013/146932 19 PCT/JP2013/059112 

[0073] mnm 
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T?#£*l£>0 &fc\ 7< Jl/AlCteffi^OEPJSiJtf&StlT^Tfc 

o 

[0086] titcs m%7 1 JlsAlZlZ, (a) 

(b) s itMttfq]±sys jtiML mn, urajs & 
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(^(e)0A3(i. 5£(l)tf>A1£l5]-t?&£ 
(fcfcU ak*flm*ll*<o )o) 



WO 2013/146932 24 PCT/JP2013/059112 

Dfbi7] 

(HO)P"CHO + Y_A3 ""X"* XJ CH0 51® it (3) 
1 (A -0)n 

YH 

[0096] ttcs ±§Elbl^] (a) t LT, d i =fc -So 

[0097] TIEJ^it (5) ±§Eltl^) (a) i±IE^ 

^ (d) tz, TiE+i^ (f) -eH^ti^b 

(f) ££•/£-? $£>„ ddT\ ±IE^b^ (a) (DA^ff TNHj 

*II=K JSJ&ifc (5 ') it-Sty!) (f) £T§E*i£it (e ' 

) J&g©#*E"F"eJ5Jfc;*-tt:-C\ A 1 if TA^j Xfo&it(f) ££• 

J^-e^-So "FIEJSJfcifc (6) -fb^ (f) t± 

mt^tyn (b) t£s 

T v 'j ztbr-^zo 

[<fbi8] 

Q o II 
H2C? ^ " m J5f&3£(5) 

A1 N_2 A1 rsJH + Y A X A1 N,...^ 
\ / 1 \ / A c 9 

YH 
O O 



WO 2013/146932 25 PCT/JP2013/059112 

Dfbi9] 

O 
II H2G-C 

\1 A*2 (f) 
0 

*we*is ̂ (l)0A1fcx 

[-fb20] 

Y-A4 (O 

3t(l)OA 
(fcfiU fcWB^IMIKo )o) 

Dfb2i] 

o 
H2C-C 
HN 7N. 

vc 

it; H2C-
0 
II -c 

Y - A 

YH 

AI-V-A2 

II 
O 

(5 ' ) 



V(.9i<<L vv6 n H -AIM & (\ V0q v<& (\ np\ vv6 

rn-^q>^ Vv6ri^n^f vv6fH 

[6600] 

(°S«a.fP1K'+i=1 rZ¥)=^*1K^a,Hq ~¥IZ 
YiSpa.2¥F£&L '¥m 

Yi9S—feRAOKPJS %¥IACP<S)3£) 

^ Z 6 n(zH0) 

(°?-^'iSiK-+ci^?i^^gir<-+Pd^ "t)Z 
^m'XZZl'Ml v¥)n 

Yi«a-ISI?Aa)(P)3P '¥IAC0(3)3£) 

,=, O 
^ ; Z—6—(sHO)—A 

IZZW 

-1 U^qhH £^<2>ir^*x v^ir^xx vq>.H >za)|l<:£irc£ vqnr 

^^rxo^ipir^) ( M ) m&imm vao# v 

(M) G^q^-g-i** (M) (M) ^f*2§i v 

xn^i,v?i^¥ev V2v v* (1) vinnitiMi^ (9) ~ (1) ^ 
^ (6) ^q}£it£^a (6) v 

21 ri q^a> (. 9) G^q>3§n| v (©) ^q>2§n| v (P) m&imm "U 

^fr^-g-i^ (s) g2!^¥i^£ (3) g^ vxn^frVja^sfe 

V ^V0 (I) 3*1^ fi/x^<^fi^<va)Ef0i£¥ v--/£ [8600] 

O rt?u O 
Jl 0H II 
0 . urn-_wl w ,J, 

lVV>Y r-yo-t* ~V OHO-TY "E + ^ n^'m-{j *" vy r° 
0 o 

[22q>] 

ZII6S0/CI0Zdf/X3d 92 ZC69H/CI0Z OAV 



WO 2013/146932 27 PCT/JP2013/059112 

§ o 

[0100] ±7&<D£?IZLT 

mbntz^ywryrvwymmmzikM, w, mm, mm, 
StclZ, Mis O^yit, ^UP>I^ 7VJH! 

, -7U^ym, ?Lil, *$yx)\sftym, *=? K;UX>X;U/1N>II^®^ 

[0101] J^Ts 

*i£>:fe»©"Cte:&^o 

[0102] [^»J1] 

(1) 1 (Dm& 

3 0 0 mLtXi77XP^T\ 4 - t KP^>^>X:PJU^L K 1 4. 
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0 (d, 2 H) , 10. 7 2 (s, 1 H) 

[0114] ^»J1 tmmiZ LXs -fb^30U 

•fffiU/Co 



WO 2013/146932 33 PCT/JP2013/059112 

[0115] [^6fe0!l4] 
mmmi (Dmmxm^ntc, 5- [4- [2- (2-LKP^>IK^> 

) Xh^r'v] ^ > yj T1- > ] h'f >5. 84 g (20. Ommo I) 

IZS 200mLtXi77XP^t\ T 0 'J 2 . 40g (24. 

Ommo I ) N 7kmt±) 'J A 0. 1 1 2 g (2. OOmmol), N, N 

-^7fMJbA7$ K4 5mL^j)0it, 1 1 0°CX 6 

JP^L/c0 -tz^ h;Jli§tcJ; 

P££L/c0 ;#£iJ£MJ±~RCTg£U dtUcMl 0 

OmLtXl7 7T,H[t]t, V'5-/9 J — )\/~7 $ > 6 . 3 1 g (60. Omm 

o I) £JP;LT, 1 2 0°C-ei 7 0|rP^I^L^^^JP^L/co 

Ltz&s K j7*? K- K 'J JURtfJ V 7°P 

/V-Jl/£flp*£>c:£-e^lltf#Tai U MffilzJ:Lfc^H£H]JiXL 
/Co -)\,£frX%&BZ®ML, &mmtS-£Z>ZtX\ 
itstyo 4 £ 3 . 5 2gf/c (J» ; 3 9 %) 0 

[0116] ttcs 1 LT, lb^t)4©'H-NMR^^hJbft-h 

t# tltcX^O K-'U51'\7—K 7bN ^ ̂ 'fb'n$Q 4 ti N 

d t tl/co 

5 - [4 - [2 - (2-t KP^^lh^r^) xh+^>] 'OS/'J ̂ >] 

-3- [3- [tfX (2-^'P^>m) ^$7] -3-^^V7°Ptf 

[<ft27] 
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JU] K-r > 

[0117] &fc\ D M S 0 — d 6 m*mm) IZtttZ, ltl=r^4 0±7^t^>7 h 

2. 72 (t, 2 H) , 3. 3 2-3. 3 8 (m, 4H), 3. 46-3 

. 52 (m, 8 H) , 3. 66 (t, 2H), 3. 75 (t, 2H), 4. 

14 (t, 2 H) , 4. 69 (s, 2 H) , 4. 85 (s, 1H), 6. 4 

7 (s, 1 H) , 6. 98 (d, 2 H) , 7. 62 (d, 2H), 10. 6 

0 (s, 1 H) 

[0118] ^»J1 tmmiz LXs lti=r^40U 

•fffiU/Co 

[0119] [^»J5] 

r^'i^y-ju:p$>j utc. P-JUJ 

[0120] ttcs 1 dilate LT, M5©1 H-NMRX^^ K 

d ̂  tl/co 

[-fb28] 

5- [4- [2- [2- (2-tKP^>ih^» xh^>] -2-tf 

+ VI h^>] -3- [2- [2- (2-t KP^>X K^r 

:>) lh+^>] -2 -^^VlfJl/] ty>K-T> 
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[0121] DMso—d 6 

3. 4 3-3. 4 5 (m, 4H), 3. 48-3. 51 (m, 4H), 3 

. 6 3 -3. 6 6 (m, 4H) , 4. 2 3-4. 2 7 (m, 4H) , 4. 3 

4 (s, 2 H) , 4. 89 (s, 2H), 4. 6 2-4. 6 5 (t, 1 H X 

2), 6. 60 (s, 1 H) , 6. 99 (d, 2H), 7. 64 (d, 2H 

) , 10. 9 1 (s, 1 H) 

[0122] :x^x\ ^»J1 tmmiz LXs lti=r^50U 

•fffiU/Co 

[0123] [^»J6] 

T4-t:KP^,>^>X7JbTt:Kj T4 — * h 

1 LT, tts 5-

(4-p< ty>h^>£24. 6gmtc0 ?# 

£tl/c5 - (4-p< ty>K^>24. 4g (112 

mmol) 3 0 0mLtXl7 7XP^1;\ N, N - ^JU/I^UA;7 

$ K1 1 OmL(:;^L/cll ^ppSS|ifJb2 8. 8g (235mmo 

1 ) ^ 'J-7A32. 5 g (2 3 5 mmo I) £JP;LT, 1 2 0°Ce3 

TK^JP^-C mm.^)\yX3^ih^:j^tc0 btt 
T, 7j<-e2[5K M[]#±^7K-ei K 'J OAIZX 

zafes m&i-K'j0AzmffiLxffi£Ls ®M%mi±Tizx 
%bntcfi&(Dmmn4 8. 6g®9^ 24. 3 g tcsu® 

2 00mLt7i77XP^1;\ ^'l^y-^7$>4 7. 1 g (44 8m 

mo I) %:1}\\7LX, 1 2 O°C-e6 0irP^I^L^^^JP^L/co 

S -e;^ip L ?# £ £ *> 'J ^ ±) 7A^P?h^/ 

77^ - (IHM ; ?PP*JUA : p<^y-;u= 5 : 1) 

, it-swa6 m&ommn.) £6. 7 5git o»; 22%) 0 
[0124] ttcs 1 £|W|*mc LT, M6 01 H-NMR7^^ h 
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%btitcX^C Vfrb, it-Sty} 6 ti, 

d ̂  5ls£3 ti/co 

[<ft29] 

0 

MeO— CH=C — 

,N N. 

I C | o=c II c=o 

HO t --•. 0 
"OH 

i r 
OH OH 

5- (4-p< h^r^V^'JfV) - 1 , 3 - tfX [2 - [tfX (2 - L 

KP^X^JU) ^$7] -2 

[0125] &fc\ D M S 0 — d 6 (tl«]ff) 6 S 

3. 3 3 -3. 3 6 (m, 4H), 3. 45-3. 51 (m, 6H), 3 

. 5 4-3. 6 6 (m, 6H), 3. 79 (s, 3H), 4. 53 (s, 2 

H), 4. 73 (t, 2 H) , 4. 75 (s, 2H), 4. 99 (t, 1H 

), 5. 24 (t, 1 H) , 6. 37 (s, 1H), 6. 95 (d, 2H) 

, 7. 9 5 (d, 2 H) 

[0126] 1 t |W|*§tC LT, itStyJ] 6 GO U V PM14& 

IlL/co ?#e>*lfc^£3l1 
[0127] [^»J7] 

WJL$ yj (DKt><>Jlzs r^x^uv^'J P-JUJ 
mmm6tmmizLXs itstyd7zmc0 

[0128] ttcs 1 dilate LT, itStyJ] 7 01 H — N M R X^O hJU-^l7 — K 

*%s mbtltcX^O V-frb, itS^Hts &LT<DMi£%GT& 
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Z. 1tltc, 

[-fb30] 

o 

MeO •Q_c„=c_{ 
J iL r Y"I 

o=c || c=o 
HO.. ..... J3 ° •..._ ... 

5- (4-* [)^y) -1, 3- tfX [2 - [2- (2-t 

KP^r$/X K^ri>) xh+^>] -2-^^VlfiH ty>K^T> 

[0129] &fc\ D M S 0 — d 6 <b£$) 7 ©±&<b^>7 S 

3. 40-3. 47 (m, 8H), 3. 50 (t, 2 H) , 3. 64 (t 

, 2 H) , 3. 80 (s, 3 H) , 3. 98 (t, 2H), 4. 25 (t, 

2 H) , 4. 33 (s, 2 H) , 4. 43 (s, 2H), 4. 59 (t, 1 

H), 4. 64 (t, 1 H) , 6. 90 (s, 1H), 6. 99 (d, 2H 

) , 7. 3 0 (d, 2 H) 

[0130] mmmi tmmz.LT, 7®uvPM-I^& 
IIL/CO iz^t* 

[0131] U3cM$\ 1 ] 

{b£-t] 1 lJ tcs y7 h^rv^> v 'J 9 y v* yv U v > 7° 

P bf*y&2(V7hi/I-KDH /Vfc(Dm 

mmmi tmmiz^x, uvm^zw 

fc\ mks ry7 
2ti, r-fb^l 'J £fot&< 
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Dfb3i] 

[0132] [H1] 

( X m a x ) 

(Ip.'fiL : n m) 

(£0 

(g/i o o g»l) 

M1&W 1 {b-o-^ l 3 3 5 0 . 4 3 2 . 0 

SIJfeM 2 •fb-g-i) 2 3 2 5 0 . 12 2 5 < 

3 -fb-^t) 3 3 3 6 0 . 3 0 1 . 2 

MMm 4 -fbin fe 4 3 3 8 0 . 3 4 1 . 5 

5 ^b-a-ti 5 3 3 5 0 . 2 0 0 . 2 

JtR#l 6 it&m 6 3 2 8 0 . 18 2 5 < 

HJtM 7 fb-^-ti 7 3 2 6 0 . 14 2 5 < 

tbKf?iJ l l ' 3 4 7 0 . 3 0 < 0 . 0 5 

* : 1 ~7 e1 ' zumfemzmn Ltc0 zomz, it 
^I~7^N umnrnzttj-iz^mL, 
mxfa-^tc 317X147^# ^tdtm^^oxfa-itc) o — 
, -fb^i ' &s mwtLxm%^mzm^Lx^tc 
iftefr-itc) o 
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(i) ^yv^^yy 

V 'J V > o 

Dfbi] 

O 
-CH=C—C 

(A3-Oin " A1 N , 2 
V A 
O (I) 

(*i^ ( I ) 4U AMt 0, S, £ 

fcliN-A4-?#)^ A2, A3£J;tfA4teU 7.KSi 

t KP^>JUgT-M^£ftT^T£cU^ll££l ~8©7;u^r 

JUSs TsBrnfe# (D (1 ) . TsBM^ (2 
) i£ttgg (2) N (3) 

tfgg (3) T?&£> (TcTcU '>&<£=& A2, A3£J;tM4CD^-f 

ftjJNC 1 ^>£Lt©fc: KP^S';Ug£#£?:&©£1~S) o £tcs n if 2 

~5©$l£JrC£>£iin\ A30-&, 
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I1b2l 

—(x1-0)—R1 
v ' m (1) 

R 1 Kit 2 ~4 © t K• + U, m&N 1-4 

IW) — <£l\ ) 

[<ft3] 

—(CH2v -c-o-(x2 

o 
oV—R' 

(2) 

(Mi£j£ (2) X^H j^mW,2-A(D7)^^ymxh^, 

R2^ii2~40b KP^ri/7Wi-efe^ p&1 2 

"efeU, q&N 0~4©MtS"eS>ys q 2~4©$|$re£>£>ii£\ 
IMtSX 1 ttN ) 
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[M 

/X3a-0)— R3a 

-(CH2)r— C-N 
O (X3b-0]pR3b 

(3) 4^ X3aJ3d:0:X3btiN 7Xm 

j^lli£2~4 0:PjU3rU <oK R3afc<fcO;R3btt, 

^ft^inCMSl££2~4 0L r ti 1 S/c 

tt2-es>yN sfccfctfui, ^ft^ft&:&tco~4©$i$rc&£o s 

7&<2~4©^-es>i,Ji^ m#^-rsx3^iN 

T^TtJ^U t 2~4©$|$re£>£ii£\ M#Stl>X3b 

lis ) 

MW1 fuIB^i^ ( I ) tps A2, A3BJ:t/A4ffl9^ '>&<£=& lo 

ti, fusBtt&S OK fuIBttSS (2) N i;7ctifufBtf£S (3) 

if^i ̂ EBmcD^yyj^'yT'/'j vy 

^113] ftilBti^ ( I ) *s A^^tZ/S/ctiA3^ *1111 ̂  UK 

u**s)\,&xw&-$ntcBmWL 1 ~8®7J^JH, tuiB^tbS o 

) s tulB^tbS (2) % S/ctifulBttgS (3) -C&ZZt&ftmt 

t&s 1*^111 I; 7c ti 2 tc IB® © ̂  > v 'Jf>7 V U v > ^ tc 

li^CDiko 

*314] ±lB*i£^ (I) ti\ TI3*i^5£ (II) XWo-ZtlZ^yW =r 

>ty> s>r ti^ cL££^£-t 

1 ~ 3 <D ^ -f ti fr tc IB«6 GO^ > v 'j ? y 7 v u v ymmw^tctetcD 
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-Ha -ymo 

[-fb5] 

A3-O 
(A3-0)n'X= 

O 
CH=G—C 

1 A N\ 2 
b/ A 

II 
O 

(II) 

(±§E*i^i£ (I I ) 4U n ' 0~4©IttS)U, n '#1 

A3-O-&N n--e:fcs/d:^ 
Tl^T t ct lNo ) 

[ft*iI5] TBMi£j£ (III) v^ytv'y 

v^yy V 'j v >if3i^^/c^^©±Mo 

[-fb6] 

A O" 
O 

CH=G—C 

A4^N N\A2 A \ / Az 
V 

O 
(III) 

[l**iI6] I**II 1 ~ 5 (b^ttifr-mzmmo^yy 'J Tyyx/'j vym^ 
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[§t*ii7] I**II 1 ~ 5 u T>7X/V 


