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RALbohTWS, CIT, ABLMRLIE, HABRNENNLZRINL TH
BWAEHREL T, REOERBICHLZSOBONTEEZ2HREVS5, B
DERBERIZE, BABLCABOHALLINFEDLA TSNS, ChoDEHENLT
MNoDNE, FORNETHYFNDGEL, £, KEDILIEANETER
KKFTATRZDEVWSHELH D, ChITHL, KEADHNSEBRZRHL
HlEITEY, HIRE BEORERET IHALBREAL, BONGRK
DBRERBEIE T ITHDEEEZRLZENTRETHD. 1. EEZDER
[CAWSE, BABREFAREEOREARICEIYEZBOBREZEZSZITT
WL, BEZDIBEEEMESELILELTARTH D,

Tz, AEPAOHRXBREIT—FUIFICANS I LETES, AFEBAD
BEABREELT—FUUFIE, BEOARAT TERARTHDIH. L5
REOHMENREZRFATILICEYEXBRERASETHREBTHENT
EbH, COMEZFAL, LRIFLOCLFEEEZBEHE LT, MEOAKRE
DHAOMEDRHEIFERTLIENTEE, I—FUTHIORNEMICIE

. AECEHZOLEOHLOLEEEDORRLE L IR OCAEDLEEND

o BIZIE, #KME, NIF, #H, BENASZTOEEXEL,. BFE, 77—
kN4, BEE, =R, RE, I7V FR. RKBEZFOMR. AMEOREE.
BE. MEOSARERENS . BEENEOEEYMEEEE LI LNTED
o SHIT, HEMEEBRT HMBICELTIE, LBEMR. OCRM. /—H—
R, 7— FMEZOHO, BIEEZ)L, RYTRTIL, RYUIFLUTL
JRAL—bk, RUTOELVEDTSAF IR, €BP. HZAP, €5
TYIRP, EE, AR, B, REORAMMLS, BE /LD —X i, R
JEZILTILa—/Lili#, RY TS P, R IXTILEHSO SR
O, AMEEEOKRBERDZ VIRV BEEHRIFHENTED,

EiAtl
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[0053] AT, EMEGIZAVTAFERAZ S SICHMICHRAT LM, ARHAOEHEL
UTOEBHICEYBREENS LD TIHALY,
[0054] &RLHBIT.
LUTFIZ, 4, 7—-C7zZ)L—1, 2, 5—FFHT7YOEYDUDNE
RNOFAAROEHBIERT
[0055] [1k7]

(O DEORY,
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AFx— L1
[0056] (1) T4 bUBFERK (2) DERK
500m | ZO75RAFTE4—A+FLF7ErTI/ Y (1) 80,
Og (0. 25mo |) | BIHEEF ) LO. 15 g%EEE100m I (C
BELT-, KB, HE100m | ZEFFE100m | [TBELE-LDZE 16
M TETLE, 0%, EET2HMERLE, RISEE®MES500m
| DKIZP o< Y EAN, IEBREFERS B, XBRMIEEEL, Yy 0OKIL
LIZBBE L=, 2700/RILLHEZEMNEEKTHESEL, 10%NaC | K&
FwC2@ER Lz, BKREBEI IR ULTEHAKLUZZ, BET. 200K
WLEBEL, XY TT7V—IL—N—FFHAF (2) 2% (IRES0
5g. IR&EL8 2%),
[0057] (2) U4 FUEEE(K (3) DEMK
500m I ZA7SRIATAXIHYOT7 YV —IL—N—FFH Sk (2)
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[0058]

[0059]

[0060]

14. 7g (0. O05mo |) 7 r=rYJILA400m | [TBERLT-, %
NIZEEHEHE6. Og., FFEE7Tm | | BKEFEE20m | ZFHMLT=, Kisdh
TRIGEENISCEBILWVESIZAHLT-, 6RHEIERLTRIGKEAE
Lfze RGEEMZEBL, FBREREL. PTERZFYILEZRETE
ELTHREEZHB-, BEZVOO0FRILLTEERL, AFYPT7VY—-ILIR
IAIE (3) 21/ (RE9. 6 g. INFE6 9%),

(3) Tz AFHOF7IYOEYDUIFILIRTIVR (4) DER

500m I ZA7ZXRARTHXHOTI—ILIORU I ALK (3) 1
O. Og (0. 035mo ) #72/—)L300m | ITHEELIz, £~
YO VUIFIITATIVIEEEE332. Og (0. 2383mo |) ZFEmMLT=,
2 ARFRIMBERE1ToT-e T3/ —ILERETEEL, BREEZH/-, KE
Z200m I @/ AARILLITERL. 1 0%IEE, BAFEEK, 1 0%N
aClKBBRTHESE L, BKREBYIRLVLTERL, BEEEELE
o JIoNEEZ/OOKRILLTEESL, 4, 7—-Y7xZ2)L—1, 2,
5—FAFHTFIYOEYDUIFILIATIL (4) (LT, TATFIUE (4
) EWZDS, ) BB IRE7. 6g. IEE 5%),

RNT, TRTILK (4) #NaBH,FET. EXTRIEETL., P72/
TILA—IULE (5) 2B, ThERIEFADLERIGESEF7ZOT7VREY
DUOORAFIVE (6) 2B, CNICFY T ZILKRR T4 VERESE
THRARZIDLIE (7) 28, 61XV T4 ERBICEKYEZILIK (8)
/., TLTERIRATILEELCE Y D= LE (9) (LA—CH=CH
—DFHEE) #ER L, UTICREHETT,
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[1E8]

Ax—L2

[0061] (4) 7=/ T7ILa—JLk (5) DER
ITXATILE (4) (1. 783g, 5mmo |) &NaBH, (1. 30g,
35mmo |) MIAR/—LiER (100m 1) %1 2BMMNBERE. K
BREKITEAL, —RRERICEBRES>BLTOF7 I/ 7ILa—iLik (5
) BB/ (RE1. 17g. WE80%) ,
[0062] (5) ZOOAFILK (6) DERK
ERTF. ZIa—JLik (5) (1. 17 g) @ OAKRILLERE (60m
1) IT|IEFAZIL (6m 1) , EYPY—NaBH, (3ml) #ZDIET
BT, Z0% M3 0 M MEERE. RIGEZKITEAL, BAMEEKT
RAL. Y 00RILLATHE L, ME&EBEKREY T R0 LTRRE,
BEBELTCEB-EBE*HN5L (Kanto C—60, A¥H>. 500
RILL=371 (v./v) RELTY2O0AFILE (6) 2/~ (RE 1.
11g, IRFE82%) ,
[0063] (6) RRAKRZ=JLIE (7) DERK
S0O0AFILK (6) 112 6mg (0. 33mmo |) ERFUTx
ZILRAT4Y (96mg, 0. 37mmo |) DRILIVEK (5ml)
Z 3 HEMBERR. XBESBL, T—TILTHELTHRAKRZILIE (
7) #81 IRE108mg., IES55%) ,
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[0064] (7) E=JLK (8) DA
KAT. m—THILILEYDY (16uL, O. 18mmo |) EXKE
AU L (E85%, 15mg) MDITAR/—LIFER (1m 1) IZHRRA
ZoL¥E (7) (140. 5mg, 0. 23mmo |) #MA. TDEET
1R 3 OEH L=, MMiBZEABL., T8/ —JL, KTHER, EBLT
4, 7T Z)L—1, 2, 5—FFHTTFTVYREYDU-6— (4—
EZILEYDY) (LT, EZILE (8) &S, ) &K IRE44mg
IRE6 2%)
[0065] (8) FEMIXTILEZELEYSZILIE (9) OERK
EZJLK (8) (40mg, 0. 10mmo |) &TOLANTHUREEN
IRXRTIL (32mg., 0. 11mmo |) DFILIVAR (2m 1) #5H
FMEBERE, MBE >BLTEEIRTILEZELEY S JLE (9) #
B/,
[0066] &HRLBI2.
LRI, 4, 7= (ARFLDT7zZ)L) —1, 2, 5—FFHI7YDO
EUSUDBRRNFA D ERHEIETRT .
[0067] [1£9]

LN

10 0 TN g
11

y |
0

N 0 0
\

TN N{ N

\0’ 0

13 12

AFx—L3



WO 2012/111142 32 PCT/JP2011/053503

[0068] (1) U4 RUHFERK (11) OERK
500m | =ZO75RAFTE4—A+FLF7HErTI/ Y (10) 37
5g (0. 25mo |) | HiEEEF +F)VLO. 15 gZEE100m |
[CEMLT-, KB, BHEE100m | ZEFEE100m | ISR LI-2DZE2
BREMNNTTHETLRE. Z0%,. EET2HMERLE. REEEYWES500
m | DKIZP > Y EAN, ITBREZERS B, XBEMEZEAL, 200K
IWALIZAERE L, Y 00KRILLHEZRMEEKTHEL., 10%NaC K
BRT2EEE LTz, BKBREIIADVLTHAKLEZE, BET. 200
RILLEBEL, XY TOTF7Y—IL—N—FFHAF (11) £/ (R&E
34. 5g., IE78%),
[0069] (2) U4 FUHFERK (12) OERK
500m I ZA7ZRIATAHZIHYOT7Y—IL—N—FFHA4 K (11)
17. 7g (0. 05mo 1NZ7EFZFYILA0O0OmM I ITBEREL. %
NICEEER12. Og., BFBE7m || BKEFEE20m | ZH/MLT=, KB
FTRIGBENSOTCEBALGNEDITHEANMLz, 1 2HMEIEHR L TRIGHE
meELT, RIGREEMZEEBL, RBEREREL-, TR MJLERE
TEBELTREEXS-., BEZ/0O0FRILLATEREREL, #3927V —IL
—N—FFHA K (12) 2B WRE10. 2g, INFE60%),
[0070] (3) PAMFLTzZUAFHTOTIYREYDUIFILIATILKR (13
) DEK
500m I ZA7ZRIATAHZIHOT7Y—IL—N—FFHA K (12)
15. 6g (0. 046mo 1)ETH/—)L300Om I ITHEMLTz, £C
ANTYOUIFITATIVIEREES 2. 0g(0. 23mo 1) EHMLT,
2 ARFRIMBERZE1ToT-e T3/ —ILERETEEL., BREZH-. KE
Z200m I M/ AARILLITERL. 1 0%IEE, BAMEEK, 1 0%N
aClKBBRTHESE L, BKREBYIRLILTERL, BEEEERLE
o JWoNEEZI/OQOKRILLTEERL, 4, 7—2 (A X272
) —1, 2, 5—FFHOFYROEYDUIFILTATILE (13) (LR
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[0071]

PCT/JP2011/053503

c TRATILE (138) £S5, ) /- (IRE13. O0g, IRE70%),
RNT, TATIK (13) #NaBH, FZET. EXTREZE1TL. EFO
FUAFIVK (14) 2B, ChEBIEFADILERGSEA YO T7 VO
EJoooORAFILEK (156) 2. CRICF) T ZIURRT A VER
BEEBTHRARZULIE (16) 2/, ELTIUA T4 ERBICLEYFEHRET
ATIWEBLEYDZULE (18) (LA-—CH=CH-OEZR) 26/
Lfze ULTFICREBIZETRT,

[0072] [1E10]

[0073]

RX—Ls4

(4) EFOXSAFIVLE (14) DER

KAETF, TATILK (13) (202mg, 0. 50mmo |) DTHF
BKR (Bm 1) I DIBALDKRLIVEAR (PILRYyFE, EE1. 5
mo |l /L, 6uL) #FHTFL., ZOHRKATTI 09, HLVTEET3O0
SEH L, RIBBEZEKITEAL., 3%IERKIREMZ THRE GLRHIHE
®R) &L, v00RILLTHE L, MEREEKREBII RV LTHER
L. BREBELTCH/I-EZEZVHSIL (Kanto C—60) IZH#S
HTC—H8OCTMEL, COLINTILEHRIFILTHREL, KR
FREBELCE-EBEEH5L (Kanto C—60, A¥HL  ElEs
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[0074]

[0075]

[0076]

[0077]

IFIL=21 (v /v) ) WELTEFOFIAFILEK (14) 25 (
IRE69mg. INFE 4L 1%) ,

(5) /OO AFIUK (15) DER
ERAFIAFILIK (14) (95mg) EBIEFAZIL (B3m 1) DY
AARILLARKR (3m ) Z2EEMBERE. RIGERZKITTEAL, 80
FENKTHAML, Y00KR/LLTHE Lz, BHAEZEKBEBI IRV LA
TEEL, REBERLTHREEEZHIL (Kanto C—60, ANFH
vsoaARILALA=51 (v v) ) LELTYO0AFILK (156) %
B/,

(6) RABRZULIE (16) DEK

SO00AF)IE (15) (127mg, 0. 44mmo |l) &b Tz=
IWiRAZ74> (126mg, 0. 48mmo |) DRILIVER (4m )
2 ABMMBERE. ABEABLTHRRAKR=ZDLIE (16) £87E (X
£168. 6mg., INE54%) ,

(7) EZILIK (17) OEK

KAET, RRKRZDLIE (16) (168. 6mg., 0. 26mmo |)
EKEEIED UL ($iE85%, 30mg) MDIAR/—JLiBK (8m 1) IC
m—J#ILIILEYDY (27 L, 0. 29mmo |) WM&, TDERE
T1RME., HOWTEET1HEE#HR L, XBZ2BL. 1574 (Kan't
o C—60, /00KRILL/EETFIL=101 (v v) ) WELT
A4 T2 (AREFPTIZN) -1, 2, B—FFHIFTYOEUDY
—6— (4—EZJIEYDY) (LT, EZIK (17) EW3, ) 26
(IRE86mg. INFE7 6%) ,

(8) FHIRTIEELEY DI LIE (18) DERK

EZJLK (17) (86mg, 0. 20mmo |) &TOLANXTHUREE
MIXTFIL (63mg, 0. 22mo |) MIILIVEK (2m 1) #3H
FMBAERZ., TBRE BLTEEIRATILEELEY DI LIE (18)
*=B1-.



WO 2012/111142 35 PCT/JP2011/053503

BHRHBIS.
UTFIZ, 4, 7-7zx=)L-1, 2, 5-FF7LF7IVAEYDUDEZHTF
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[0079] (1) P47 bUBFER(2)DER
500m | =O075RAFATA4-A X7 FT/ > (1) 30. Og
(0. 25mo | ), TEEEST D LO. 15 gHEEE100m | ITHEMEL
f=o KBH, FHEE100m | ZEFEE100m | [THEMBLE-L0%F 1 BN IT
THETFLz, 2Dk, ERET2RE®H L. REREEWZES500m | DKIC
WodUEAN, MBEERSE, XBEYMZEBL., ¥V 00OKRILLIZER
Lfz. Y 00FR/ILLMEEZBAMEZEKTHESEL, 10%NaC | KBEKT2H
Rz, BKREBI IR VLTEHRAKLUEZE, BET, 2700FRILLEE
EL. AFHBOTFTI—I-N—FFHA K (2) 2B RE30. 5g. I
£82%) ,
[0080] (2) U4 FEEE(K (3) DEMK
500m I ZA7ZRIATAHZIHOTY—IL-N-FFH A K (2) 14
7g (0. O5mo ) Z7Er,=FJIA400m I [TIAFELT-, EHIC
Hh6. Og, BFEE7m |, 7Eb220m | £HFMLE, KEPTRGE
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[0081]

[0082]

[0083]

EMISCEBALGVESICAILI-6 BREERLTREERE Lz, KRG
BEMZEREBL, RBRZERELEZ, 7ML ZEZRETEELTHRE
8-, BBZYVOORILLTERRAL, XY POF7Y—LULIORVY ALK

(3) #8f- UIR=9. 6g. INE69%),

(3) Tz AFHOF7IYOEYDUIFILIRTIVR (4) DER

500m I ZA7ZXARTHFIHOT I =IO ALK (3) 10

Og(0. 035mo |) TR/ —)L300m | IZHEME LIz, F2A~T Y
VUIFIIRTIVIEERE 32. O0g (0. 23mo |) #FML=, 24
FFEIMEERET o1z T2/ —ILERETEEL., BELEF-, BEZ2
OO0Om I O/ OORILITEBEL, 10%HC |, BATREEKRF ML
. 10%NaC | KBETHEELI-, BKRETITRLVLTEEL, B
EBREL, Bonf-BEZ/00FRILLTEERL, 4, 72712
—1, 2, 5—FFYTFYOEYSUIFILIATILE (4) (UTF, T
ATILK (4) £S5, ) 6B RE7. 6g. IRE65%) ,

RNT, TRTILK (4) ENaBH,FET. EXRIGETL., P72/
TILA—IULEK (5) /. ThEBIEFADLERIGESEFT7TOT7VREY
DUOORAFIVEK (6) B, CNITFY T ZLLRRA T4 VERESE
THRARZDLIE (7) 6B, E5ITV4 T4 ERIBICKY EZILERER.
ZFLTEBIRTILEELEY D ZDJLE (LA-CH=CH-®DE&) %
B LTz, UMTICRIERZETRT
[{k12]
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[0084] (4) PF7=E/T7ILa—JLk (5) DER
IRTIIK (4) 1. 73¢g (5mmo|l) ENaBH, 1. 30gN
aBH4 (835mmo |) MIAR/—)LiFHK (100m |) %1 2HMmME
ERE, REREKITEAL, —BRRERITLBREABLTOF7 I/ 73
—JLk (5) % WRE1. 17 g, IXE80%) ,
[0085] (5) ZOOAFIK (6) DERK
ERTF. ZIa—JLik (5) (1. 17 g) @ OAKRILLERE (60m
1) IT|IEFAZIL (6m 1) , EYPY—NaBH, (3ml) #ZDIET
BT, TD% M3 0 MEERE., RIGKRZEKITEAL, REKHFET b+
O LTHML, 400/KLLTHE Lz, HEREEKRBIIAIIL
THERL, BEBELTHESIEHSL (Kanto C—60; AFH
vsoBRARILAL=31 (v/v) ) MELTHYOO0AFILK (6) &
fz (RE1. 11 g, IRE82%) ,
[0086] (6) RRAKRZ=DLIE (7) DEMK
S0O0AFLK (6) (112, 6mg, 0. 33mmo |) &EFUTx
ZILRAT4Y (96mg, 0. 37mmo |) DRILIVEK (5ml)
Z 3 HEMBERR. XBESBL, T—TILTHELTHRAKRZILIE (
7) #81 IRE108mg., IES55%) ,
[0087]
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[0088]

[0089]

[0090]

[1£13]

AF—LT

(7) EZJUEK (8a) MDER

AT, RAKRZILEE (7) (168. 6mg, 0. 26mmo |) &
KEEIED YD L (BIES85%, 30mg) MIAR/—ILB®R (Bml) [Tp
—JAIIIWEYDY (27 L, 0. 29mmo |) #MZ, FDEET
1EEREIRE R, BETI1BBER L, MBZE»6BL, hSLNELT, 4
7—-Y7xZ)L—1, 2, 5—FFHTFVYRAEYDU—-6— (4—EZ
ILWEYDY) (BT, EZILE (8a) &LV5, ) %8B (IRE67mg.
6 6%) .

(8) EHEIRTIEELEYT=ILIE (9a) DER

EZ/LK (8a) (63mg, 0. 16mmo |) &TOLANTHUREE
MIXFIL (50mg, 0. 18mo |l) MIILIVEK (4m 1) #3H
BIMEERE, MBRZE BLTEEIRTILZELC4-—EZLE YDA
18 (9a) 6B,
BRI 4.

BRI 3 TERLIzRAKRZDLIE (7) 2HEMEL LTEEIXRTIL
FELI3-—EZIEY DO LEEER Lz, UTICERHIZTRT,
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[0091] [1b14]

[0092]

[0093]

[0094]

(1) EZJLE (8b) DER

KAETF, RAKRZDLIE (7) (150mg, 0. 25mmo | ) &KEE
bhUDL (iE85%, 30mg) MIAR/—LBER (4m 1) [Zm—7
AILIIEYDY (26 uL, 0. 28mmo |) #MA. TDEETIH
FiEHE, EET1RMEERLL. XBE28L, DT L0ELT, 4, 7
—YJ7zZ)—1, 2, 5—AFHTFVYOEYDU—-6— (3—EZILE
JoY) (UTF, EZILK (8b) &LV, ) & (IRES5 7mg. UNE
58%) .

(2) FEIRTILEELE) D= JLIE (9b) ODER

EZ/L{K (8a) (40mg, 0. 10mmo |) &TOLANTHUREE
HIXTIL (831Tmg, 0. T1mol) DrILIVEK (4m 1) #4H
BIMEBERE, IBRZE BLTEEIRTILZEL3I-—EZLE YDA
18 (9a) 6B,
BHHIS.

BRI 3 TERLIzRAKRZDLIE (7) 2HEMEL LTEEIXRTIL
EFEL2-EZ)EY DO LEEER Lz, UTICERBIZTRT,
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[0095] [1E15]

AFx— L9

[0096] (1) E=JLK (8¢c) DER
KAETF, RARZDLIE (7) (100mg, 0. 17mmo |) &XKEE
bAUDL (iE85%, 30mg) MIAR/—LBER (4m 1) [Zo—7
AILZIILEYDY (1 7L, 0. 19mmo |) #MZ, FOEETI1H
FiEHE, EET1RMEERLL. XBE28L, DT L0ELT, 4, 7
—27zZ)L—1, 2, 5—FFLTFYRAEYDU—6— (2—EZ)LEY
Dv) (T, EZLK (8¢c) &V, ) &5F1- RE49mg. INE7T
3%) ,
[0097] (2) FEMIXTIEELEYDZULIE (9¢c) DERK
EZJLK (8¢c) (40mg, 0. 10mmo |) &TOLANFTHUREE
HIXTIL (831Tmg, O. T1mol) DrILIVEK (3m1) #3H
BIMEBERE, MBRZE BLTEEIRATILZELC2-EZLE YDA
18 (9¢c) 6B,
[0098] &Hifl6.

LTIz, 4, 7—2 (AF)LTx=JL) —1, 2, 5—FF727YyOrEY
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(1) T bUBEER (11) D&

500m | =ZO075RAFTE4—A+FLF7ErI/ Y (10) 30
Og (0. 22mo | ) , HiEEEF )V LO. 15 gZEFEE100m |
[SHEMLT-, KBP, BHEE100m | ZBFEE100m | ITBEMBLI-3D%E1
BREMNNTTHETLRE. Z0%,. EET2HMERLE. REEEYWES500
m | DKIZP > Y EAN, ITBREZERS B, XBEMEZEAL, 200K
IWALIZAERE L, Y 00KRILLHEZRMEEKTHEL., 10%NaC K
BRT2E%ESR LTz, BKRBII AP OLTRAKLZE, BET, 400
RILLEBEL, #FHYOTF7Y—IL—N—FXHA4F (11) (26. 6¢g
. INE7 5%) #5871,

(2) T bFUBRER (12) ODERK

500m I ZA7ZRIATAHZIHYOT7Y—IL—N—FFHA4 K (11)
156. Og (0. O05mo |) Z7EF=FYJI4A400m | ITEELT=,
FNICEEHERG6. Og, BEFEE7m |, 7R b2 20m | EFMLIz, KB
P TCRBEENISCERBABVEI AL, 6FHERLTREKRS
LTz, RGEEYERBAL. TBR2EREL. TEFZMJLERET
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[0102]

[0103]

BELTREE#RB, BEZ/0DORILLATERERL, A3 7V—LY
RUVJVAIE (12) 2/ IRE8. 4g . INFE59%),

(3) PAFNUNIzZNAFHOF7ZYVREYDUIFILIATIL (13) @
BHL

500m I ZA7ZRIATAHZIHYOTY—ILIORD ALK (12) 1
0. Og (0. 0383mo ) #72/—)L300m | ITHEELIz, £~
YOS UIFITRTIVIEREIE32. 0g (0. 23mo |) ZFEMLT,
2 ARFRIMBERZE1ToT-e T3/ —ILERETEEL., BREZH-. KE
Z200m | MY AOARILALITIEREL, 1 0%EE, BEMEREKRFT YD
L, 10%NaC | THFELT-, BKRETI AL VLTIZEL, FEEZE
ELT, BoN=-EEXVOAQRILLTEERL, 4, 7—2 (AFLTT
—I) —1, 2, 5—FFHTFYOEYPIUIFILIRTILE (13) (
BT, TATILE (13) £WVD, ) /- (IRE8. 6g., IRET70%),
RNT, TXATIK (13) ENaBH, BAETF. EXTRGETL, U7 =
JTFNLA=IUK (14) 2B, ThEBEFADIILERIGSEF 77O
EJoooORAFILEK (156) 2. CRICF) T ZIURRT A VER
BEETHRARZIVLIE (16) 2/, LIV T4 ERBISKYVEZL
HhEB, TLTCERIRATLEELCE Y Do LIBEER LT,

[0104] [1E17]

[0105]

N ™
- N, )
N PPy C

AF—L11

(4) SFE/7ILa—)LK (14) OERK
IXTILE (138) (1. 86g,. 5mmo ) &NaBH, (1. 30g¢g
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. 35mmol) DIR/—ILERKR (100m ) #SHEMBERE. R
BBRZEKIEAL, —BHRERICSEBRZABLTOT7 2/ 7ILa—/LK (1
4) #1B1 RE1. 41¢g, INE88%) ,
[0106] (5) 2 OOAFILIK (15) OER
FRT. Z/Ia—JLiKk (14) 1. 20g (3. 7mmo |) ®HONO
RILLBHER (50m 1) [TEIEFA=ZIL (Bm1) EUPY—NaBH, (
3ml) ZCOIETHTL., ZOHRIFEMBER Lz, RIEEZKITEA
L. REBKZFFT FUDJLTHML, Yy00FR/LATHE L, HEEEEK
BB IO LTEEL, BEBELTE-ESIEZASLLELTYON
AFILK (15) #/Ff- (IRE1. 08 g, INEB8O0%) ,
[0107] (6) RREKRZ=VLIE (16) DER
SgO0AF)ILE (15) (146mg, 0. 40mmo |l) &b Tz=
IWiRA 74> (115mg, 0. 044mmol) DRMILIVER (6m |
) 2 AMMEBER LTz, MBZE2BL. T—TILTHRELTRRAKR=ZD LA
12 (16) 2B IRE116mg., INE4L46%) ,
[0108] ARRAKRZULIE (16) ZAVWTERIRTILEEL4—EZILEY D=
TLEEER L=, LTOREHERT,
[0109]
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[1E18]

Nos 7SN

S\
NT~F

AFx—LI12

[0110] (7) EZILA (17 a) DERK
KAETF, RAKRZDLIE (16) (150mg, 0. 24mmo |) &K
BEiEhUoL (MiE85%, 30mg) MIAR/—ILBER (8m 1) [Tp—
TAHILILEYDY (24puL, 0. 26mmo |) #MA. FDEBET1
BERIRE R, ERT1RBER L, MBE2BL. DS LUELT, 4,
7—2 (AFNLTIZI) —1, 2, 5—FF7oF7YVAEYDU—6— (4
—EZIEYDY) (T, EZIK (1 7a) &£V, ) 2%\ IRES
3mg., IRFE53%) ,
[0111] (8) FBHIARATILEELEYD=ULIE (18a) OER
EZJLE (17a) (50mg, 0. 12mmo |) ETOLAXHUEE
EMIXTIL (36mg, 0. 08mo |) MRILIVEKR (3m ) %#3
BREMBERE,. ABE >BLTEEIRTILEEL4-EZLEY DY
LiE (18a) #8f,
[0112] &HBI7.
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BB 6 TERL-ARARZDLIE (16) ZHEYMHEELT, FHEIX
TILEELI3I—EZIE) SO LEEZER L. UTIZEBBIZTRT,
[0113] [1E19]

A%—113

[0114] (1) EZILE (17 b) DER
KAETF, RAKRZDLIE (16) (150mg, 0. 25mmo |) &K
Blth U JL (iE85%, 30mg) DIR/—LIFRK (4m 1) [Tm—
TAHILILEYDY (26 L, 0. 28mmo |) #MA. FOEBETI
BERIR R, ERT2HMER Lz, MMBESBL. DS LUELT, 4,
7—2 (AFNLTIZI) —1, 2, 5—FF7LF7VAEYDU—6— (3
—EZILEYDY) (T, EZILK (1 7b) &V, ) %%\~ IRES
4mg., IRFE51%) .
[0115] (2) FBHIRATILEELEYDZULIE (18b) OEM
EZJLE (17b) (50mg, 0. 12mmo |) ETOLAXTHUEE
FEHEIRXTIL (37mg, 0. 11mol) MMILIVER (5m1) %#5
BEMBERE,. ABE >BLTEEIRTILEEL3-—EZILEY DY
LiE (18b) ®#H{1-,
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[0116] & RkfEl 8.

BB 6 TERL-ARARZDLIE (16) ZHEYMHEELT, FHEIX
TILEEL 2—EZJE) OO LEEZER L. UTIZEBBIZTRT,
[0117] [4E20]

AF—L14

[0118] (1) EZJLK (17 ¢c) DER

kAT, RREKR=ZHLE (16) (100mg. 0. 16mmo |) &K

Bt H) 9L (ME85%, 30mg) MDIAR/—ILBHKE (4m 1) [ZTo—

TJAILIILEYLY (16uL, O. 18mmo l) Mz, FOEET

BERIRE R, ERT1RBER L, MBE2BL. DS LUELT, 4,
7= (AFNLT7zZ))—1, 2, 5—FF7oF7VAOEYDU—-6— (2—
EZILEYDY) (LUTF, EZIE (17¢) &S, ) 25 (IRE54
mg. IXE80%) ,

[0119] (2) BHIRATILEELEYDZULIE (18c) DERM

EZJLE (1 7¢c) (50mg. 0. 12mmo |) &JOLANTY U
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FEEIXTIL (36mg. 0. 183mo ) ODRILIVAE (3m 1) %3
ARIMBERE. TBREABLTEEIATILESL 2—FZILEY o=
LiE (18c) 21B71-,

[0120] &Rk 9.
UTFIZ, 4, 7—2 (AFILFIZIL) —1, 2, 5—FFHT7y0Or

JoU—6— (3—EUPZUL) OFRIXATIVEDERBIETRT,
[0121] [1b21]

21

Ax—L15

[0122] (1) OHEUIK (22) DER
ZSO7SAOFT2—FHEFIL—5—AFILFAT7xT> (21) %2 25.

00g(0. 18mo|) , BEES F)VLEO. 40 g AN, EFEE40m
| T84, BMLT-, RICHEEEIOm | LEEE4 Om | DRARERGRIC
2B T TET Lz, BT, BRLEAS 2AMKE L. REMER
SliEBL, LBAHZKTHEL, ZERT2EMEZIEL-, BIEYWELTS/
—ILTHEFERL, V7 bk (22) 2151 (RE20. 3 g, IRE68%
) o

[0123] (2) 7 bUikK (23) OERK
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[0124]

[0125]

[0126]

[0127]

D huk (22) 5. 00g(0. 015mo 1)EF7EFZFYILI
Q0m | ITAfELT-, Aftk. BFE81. 50m |, EKEFEE4. 38m | %
MZ. 4 0°CTEE., RICEHMMKG. 84 g#H/AL. 30MMRESE
f-%. 54 b ETEMBEFRSIERICTENLE-, BET. BEFZEEL.
BEZVDOAOMNRILLICEHE LTz, BMEBK, BEKOIRIZHKSEL., TRET
THRDLTRBELEZR, BET. XLz, #5L90OTKIF53T74—T
DEREHEIT o, T4/ —ILTEHERLI, D7 Uk (23) 251
(IRE2. 76¢g. INE58%) ,

(3) EUDILK (24) DOER
FRISRAIZCHT R (23) #1. 00g(0. 003mo I), T
R/—IL9O0Om | ZMA., 6 0°CITMEAL, BHELz, TAICT3—EaJI
722 2. 56g(0. 02mmo |)EHAEMLIz, RICKYIFILTIY
7. OOm | Z# AL, 1 8HEMBERR Lz, T4/ —ILEREBELT:
%, EEK, BINEEKDIEICTHREL. BET. 38R L. BEEHILY
O S T74—THMLE, T8/ —LTHERL, 4, 72 (AFL
FIZ)) —1, 2, 5—FFHTF7JyREYDU—-6— (3—EYDY)
(LT, EUDILEE (24) £W0VD, ) &FF- (IRE0. 75¢g., INFE64
%) .

(4) FEHEIRTILK (25) ODERK

EJDIE (24) 200mg(0. 51mmo |), FOEATHUEE
FEMEIRTIL 148mg(0. 51mmo |)ZERMLIV6m | ITEMER.
ERT—BBH L, RERTRESIEAZTV., EMEEEHEL TES
IXTILK (25) 81
A1 0.

BHEAIOICENT, JOEAFYUREEIXTILIIRZATIOEITOE
FUBEEIXRTILZAVTCERIRTIAKREEGR LIz, UTIZERHIER
ER
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Ax—LAL16

[0128] (1) FHEIXTILIE (26) DERK

EJDILK (24)
EEETRTIL

200mg (0. 51mmo |), ZAETOFAY

127mg(0. 51mmo I)ZFILIV6mMIZEHEE

 BRETEBRLE, REERTERERSIEAZITL., BEYMEFEEHELTE
T XTILK26) 25T,

[0129] &R 1 1.

LATFIZ,

7= (AFIFI=L) —1, 2, 5—FAFHT7yOr

JOor—6— (4—EUYZOL) DFEEIXATIVEDEREHIZTT

[0130]
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[0131]

[0132]

[0133]

[1£23]

AE—AL17

(1) EUDILE (27) DER
FRISRAIZCHT R (23) #1. 00g(0. 003mo I), T
R/—IL9O0Om | ZMA., 6 0CITMEAL, BHEL, TAICT4—EDJI
722 2. 56g(0. 02mmo |)EHAEMLIz, RICKYIFILTIY
7. OOm | Z# AL, 1 5HEMBERR Lz, T8/ —ILEREBELT:
%, 1BEK, SAREEKDIEITHKEL, BET, R L. BBEHI LY
O S T74—THMLE, T8/ —LTHERL, 4, 72 (AFL
FIZ)) —1, 2, 5—FFHOF7VyREYDU—-6— (4—EYDY)
(LT, EUDILE (27) &ELVS, ) &/ IREO0. 67 g, IFE57
%) .

(2) FEIRTILK (28) DER

EJDIE (27) 300mg(0. 77mmo |), FOEATHUEE
FEMEIRTIL 214mg(0. 77mmo |)ZMILIDOm | THEMEE.,
ERT—HER Lz, RIGRTHRREIEBZETL., BYETETERL TES
IXTILK (28) %81,
BRI 2.
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FIZIINEIIRKATIzZDILEFTRAWV-EFEIXTILAEESE/RL-. LT
(Z&ERBIZETRT,
[0134] [1E24]

AF¥—L118

[0135] (1) EUDILIK (29) DERK
CHEUR (3) 300mg(1. 08mmo 1)&E3—FaJ)ILT Y
Tml (10mmo NEIHFH225m | THMER., 2HBENRERE
To1ze RIER TR, REBELER., DUATILAZLYIOT NI T4
—REETV, BMYWEIBMLIz, S5ICTR/—)LTEERL, 4, 7—
D7z )—1, 2, 5—FFHTFVOEYDU—-6— (3—EYDY)
(LT, EUDILE (29) &LV5, ) /- (IRE324. 80mg. ¥
F48%) ,
[0136] (2) FEHETXTIIK (30) OER
EUDILK (29) 200mg(0. 57mmo |), FOEAXTHUE
FEMEIRTIL 158mg(0. 57mmo |)ZEMILIV6m | ITEMER.
ERT—HER Lz, RIGRTHRREIEBZETL., BYETETERL TES
IRTILE (30) #8&f=,
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[0137] &R 3.
4, 7= (FOEFIZL) —1, 2, 5—AFFTTI/ALEY DU
6— (4—EYPY) DEFEIRATIKROERBIZTT,

[0138] [1£25]

AxX—A19

[0139] (1) bk (22a) DEK
=ZO075R322—F7EFIL—-5—-—TOFF4A7z> (21) % 20. O
Og(0. 10mo |) , BB FJVLZEO. 30g AN, EFEE4O0Om |
T8, BB LT, RICEEE3Om | LEEEA Om | DEARERIGKIZ 2
BN THET LR, BT&. BRLAaNs 2 BRKE Lz, RIEWMZERSI
EAL, LEBAEKTHSEL, ZIEHMT2HAMERL, EEYMETSL/ —
IWTHEHERL, Y7 b2k (22a) 215 (RE26. 3 g, IRE58%
) o
[0140] (2) U7 bk (23 a) DEK
Dok (22a) 5. 00g(0. O11mo 1NEF7ERZLUL
150m | ITHEMELTI-, AR, BFFE1. 50m |, EKEEE4. Om I %
Mz, 4 0°CTEE, RIZCEMMEKG. 0g /AL, S30LBREIET:
®., E54 P ETHBERSIEBICTEM LUz, BET. BEEZEEL. &
BE/OORIVLISERE L -, SBAMEEK, EBKOIBITHKEL, HEE<Y
RUJLTHELRE, BET. 8Lz, A5L90OIFIZT74—TH
MEREIT R, I8/ —IUTEHES&ELZ, P7 ik (23 a) &2/
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[0141]

[0142]

[0143]

[0144]

(IRE2. 67 g. IWE55%) ,

(8) EUDILIK (24a) DER
FRIZRAHKTYT K (23a) 2. 00g(0. 004mo I)
[Z, TR/ —IL90m | Z&MZ, 6 0°CITMEAL, BELIz, Thiz4—F
aOYILFIY 2. 56g(0. 02mmo |)ZERELI-, RIZFJIFIL
FIV7. 00m | #H/AL., 2 4BMMBER Lz, T4/ —ILEZRHEHE
F L%, BBk, BAMESEKDIEIZHEL., BET. &I8L1E=, BEEZAN
LAY IS4 —THEELT-, T4/ —ILTE#ERL, 4. 7—2 (
JOEFIZIN) —1, 2, 5—FFHTTFTVYREYDU—6— (4—E
DU) (LR, EYUDILK (24 a) EWVD, ) /(- (RE1. 184,
INZE 5 1%) ,

(4) FHEIXTILEKDERK

EUDILEK (242a) 200mg(0. 57mmo ), FOEAFHY
BEEMTIRXATIL 158mg (0. 57mmo |)ZEMLIV6m | ICARE
. ERTHREH L, RISBRTRRSIEBZTL., BMEEZERLTE
IR TFILEEST-,
BRIl 4.

4, 7=yl (2=TJzZ)L)FITZI]-1, 2, 5—FFHIFVDEY
DU—6— (4—EVPZUL) OFEIRTIVKOEEHIETRT .
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[1£26]

Tetrakistriphenylphosphine
Palladinm

N A b
N7~ S

k&N pheaylboronic acid
S

24a

RF—120
[0145] (1) $iKkAYTULVITHERWN=EDILE (831) DERK
FILTUEHMULI-FRATISROICEYDILK (24a) #200mg (O

38mmo l) TFrIFAMJTIZIKRR T4 INTDY LA
TmgH AN, 2M—REBF FUDLBR 2

12

8m Il &ERVEY 4m
THEMLIz, 7z VE 99mg (0. 83mmol) #I42/—
I 2m | THEMBL., RIGRITERA LTz, £D#&. 8 0°CT 5 KMEMEER
L7ze RISEICK20m I2F AN, V00FKRILLERANTHEHELZ, 200
RILLERETEEL, BEEAXT Y-/ O00FRILLATEHERL, EY
DK (831) #IRE120mg, INE6 1% TH=,

[0146] (2) FHEIXTIIK (32) OER

EYIILIK (831) 8300mg (0. 58mmo |) , FOFEAZTHY

BEEMTIXATIL170mg (0. 58mmo |) ZRILIY8m | ITAfRE
ERTBRERLE, REERTERSIERZTL., BEHEEZELTE
MIXTILEK (32) 26/,

[0147] &R 4.
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4, 7—[ (1 —F27FII) FTZI]—-1, 2, 5—FFHP7VyoOE
Jov—6— (4—EYT=ZOL) DFEEIRTILVEADERBAZETRT,
[0148] [1b27]

Tetrakistriphenylphosphine
Paliadium .

AF—Ls21

[0149] (1) #ARAYTUUTERW-EY DL (33) DER
FILIVEBRLIFRISXRIHBRTEYDILEK (24a) 200mg (
0. 38mmo l) &, TrIFAM)TIZNUNRRT A INTDD L 1
2. Tmg& AN, 2M—kEF ) IL2. 8mI ERVEL4m | TH
BLf-, 1—FI7FNLKROVEE144mg (0. 83mmo |) T8/ —
L2m | THEMBL, RIGKEIZEALZ, ZDO#%. 8 0°CT 6 KFEMEER L
fzo RIGRIZKZ20m | Ar, Y8AOKR/ILLEZANTHE L, Y00K
IWLAZRETEEL, BEEAXT Y-S O0O0FR/ILLATEHERL. EUD
JUK (33) #IR€E190mg., IRE55%TH-,
[0150] (2) FEHEIXTIIK (34) OER
EYDILK (33) 300mg (0. 58mmo |) . FOEAFHY
BEMIRATIL170mg (0. 58mmo | ) ZR)ILI>8m | TiafEk
ERTBRERLE, REERTERSIERZTL., BEHEEZELTE
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MIXTILEK (34) 26/,
[0151] &RfI1 5.
4, 7=l (2—=FTF)L) FTZ)]—-1, 2, 6—AFHF7VOorE
JOoU—6— (4—EYDZL) OFEEIXTIKOERBIETRT,
[0152] [1B28]

Tetrakistriphenylphosphine
Patladiem

2-naphthythorenic acid

[0153] (1) #ARAYTYUITERN-EYDILIK (35) ODEK
FILIVEBRLI-FRISRIIZEYDILE (242a) 200mg (O
38mmol) , TrIFAMITIZNUNRRATANRZTTVILT12. 7

mgZEAN, 2M—REEF FUDL2. 8m I ERVEYAm | THEMELT:
o 2—FT7FLAROVEE 144mg (0. 883mmo ) TH/—)L2m
| THEEL, RISKRICERA L, TD#&, 8 OCTSEMMEERLE. &
SRIZKZ1S5m I A, V80FRILLEFRAVNTHEHELT-, 200FKILLAE
BETEEL, BEFAXY Y-/ O00RIILLTERERZL-, EYDILEK (
35) #llE220mg. INFE6 4% THT-,

(2) BEIRXTILK (36) DERK
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[0154]

[0155]

[0156]

[0157]

EJILK (35) 300mg (0. 58mmo |) . FOEAXHUER
FMIXTIL170mg (0. 58mmo |) #FILIT>8m | TRk,
ERT—BBH L, RERTRESIEAZTV., EMEEEHEL TES
IXTILE (36) #H1.
a1 6.

4, 7=l (2=7O0®B)FIZI) 1—-1, 2, 5—FFHTTF7VOEY
DU—6— (4—EZIEYD=IL) DEEIRTILEDERBIZTRT .
[1£29]

A L23

(1) TFILIRATILK (837) DERK

200m I D=EA75RJPS bRk (283a) 2. 0g (4. 5m
mol) & IAR/—IL9O0OmI ZEMA. 6 0°CITMEAL. FEL. Th
(TS VIFITATIVIEEEEA. 8¢ (31. 4mmo | ) H#EMLT-
o RICKVIFLTEIU7m I ZRAL, 2 4FEMEBER Lz, T2/ —
IWEREBELE, BEK, AREEKDIRICHKSEL, BRET. &L
c BEHEHSLVOAI NI T4 —THEELTz, T2/ —/LTHEERAL. 4
7—-C (FJOEFIZIIN) —1, 2, 5—FAFHTTFYOEYSU—6—
IFILIXTIL (BT, TFILIATILE (837) &S, ) ZIRET. 1
8 g. INES5 1%THT-,
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[0158]

[0159]

[1£30]

Ax—LI24

(1) BARAYTIVUTERAWVZIFILIXATILK (38) OERK
FILTUBHBRLIEFATISAIIZIFILIATILE (30) 195mg
(0. 838mmo l) &, TRIFRAKRYTIZARRT 4 VNS VT LA
2. Tmg& AN, 2M—kEF ) IL2. 8mI ERVEL4m | TH
Ltz Z2zZ)LAROVEE101mg (0. 83mmo |) T4/ —JL2
m| TABL, RISKRICIRALE, T, 8 0°CT 5KRMMBUER L 1=,
RIGKIZKEZ1Em I An, 2708FRILLZANVTHELZ, 208K ILLA
EFRETEEL, BEEAXY - 0ORILLTEKRLEZ, TFILIX
TILK (38) #IE112mg. IRES58%TH-,

(2) eEFOXTAFILE (39) DER

KAETF, TFILIXTILE (38) (255mg, 0. 50mmo |) D
THF&A®KR (8m 1) [CDOBAL®DMLIVER (FILKY vFa, &
E1. BM, 6ul) Z@T. TOHRKATTI30H, HELWTERTIO0H
L, RISEREKITEAL, 3%HC | KBKEMZ TEE GLRHIHE
®R) &L, v00RILLTHEL, #HEZEEMg SO, THEE, REBEL
THREESED DT IL (Kanto C-60) [CHBRSET—HR8 O CTMEL =
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o COVYNTILEEEETFIL (AOEL) THEL. EEREBREZERELTE
-BRE%H S LAOELT (Kanto C-60; Hexane/AcOEt = 2/1 (v/v)) . B K
OFAFILK (39) ZIRE8Img. IRFE 3 8% THT=.
[0160] (8) /OO AFILK (40) DERK
ERFOFIAFILEK (39) (100mg) £SoCl, (Bm1) YA
ORILLBER (3m 1) #2BHMBERL-. RIGEZKITEA, NaH
CO,THML, yO0O/RILLTHEL -, HMEREMg SO, TERL., B
EFBELTHBLEEEHS5 L (Kanto C-60; Hexane/CHCl; = 5/1 (v/v)) A0
LTYBR0AFILE (40) ZIRE102mg THI=,
[0161] (8) RRKRZ=ZVLIE (41) DER
SO00AF)LK (40) (107mg, 0. 22mmo |l) EPh3P (
63mg, 0. 24mmo |) DRILIVERKR (3m 1) %2 4EMMEBE
Ltz MBEHPBLTHRARZDLIE (41) ZIRE9 7Tmg., IRES 9
% THI-,
[0162] (4) EZILE (42) DERK
KAT. RAKRZILE (41) (210mg, 0. 28mmo |) &K
Blth oL (iE85%, 30mg) DIR/—LIF®K (8m 1) ITp-7
AILZIILEYDY (291 1,0. 31mmo |) EMA. TDEET 1R
BEVWTEERET 1 HERE# L=, XBZEABL, D5 L0ELT (Kanto C-6
0; CHCl3/AcOEt = 10/1 (v/v)) . EZJL{K (42) #INE118mg., INFK
7 8% THI-,
[0163] (5) FEHEITRXTIIK (43) OER
EZJLK (42) (108mg, 0. 20mmo |) &TOLANFTY U
EMIXATIL (63mg, 0. 22mmo |) DRILIVER (2ml) %
2 BEMEBER Lz, MBEABLTEY DI LIEDFHEIRTILE (4
3) T#’{f=,
[0164] &R 7.

4, 7= (1 —=F27FJL) FTZI]I—1, 2, 5—FFHPF7YyOE
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JOoU—6— (4—FEZJEYD=HL) OFEIXTILEOERBZTRT

[0165] [1E31]

AE—I25

[0166] (1) TFIITRATILIK (44) DER
FILTVUBHMLI-FAITIISRIIZIFILIRATILR (837) 216mg
(0. 42mmo l) &, TESFRARNYTIZNARRT 4 NSV LA
AmgEAN, 2M—REF R DI L3m | ERVEL 4. 5m | THMEL
fzo 1—=F7FLAOVE155mg (0. 90mmo |) ZIR/—)L2
5m| THML, RIGKRIZEAL-, Z0O#%, 8 0°CT 7 FfEMBELER L
fzo RIGRIZKZ1Em I An, Y80FKRILLEZAVNTHELz, Y00K
IWLEBETEEL, BEEAFY -/ O0O0RILLTERERLEZ. TFIL
IRTIK (44) #IRE154mg. IXE 60%THI,
[0167] (2) EFOFIAFILEK (45) DER
KETF, TFILIRTIE44 (268mg, 0. 44mmo |) DTH
FE® (3m 1) ICDIBALDRMLIVAR (ZILEY yFHE, BEA
5M, 6ul) Z#HT, TORKATTI05., MLTEIERTI 0nEH
Lf=o RIGEZKITEAL, 3%HC | KBAREMZ TEME CGEBRHIEEK)
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[0168]

[0169]

[0170]

[0171]

EL, /0ARILLTHELE, BIHEEMg SO, TR, BEBELTH
=% A4/ (Kanto G-60) [ZHEISET—®S8 O CTMELT-,
DU)HTIVEBEEITFIL (AcOEt) THEL. KPR EREBEL THERE
=% H S LAELT (Kanto C-60; Hexane/AcOEt = 2/1 (v/v)) . BE KO
VAFIUEK (45) FINET7 5mg., IRE3 0% TET-.

(3) /OOAFIUK (46) DERK
ERFOFIAFILK (45) (200mg) £SOC 1, (m 1) oA
ORILLBR (6m 1) Z2BEMBER Lz, RIGEZEKITEAL, Na
HCO,THHML, VAARILLTHEL, #MHZEEMg SO, TRIEL.
HMEBELTHE-BIEHTLNELT (Kanto C-60; Hexane/CHGI; = 5/1 (
v/v)) . 288 AFILE (46) ZIE 19 8mg THI.

(4) IRRKR=ZILIE (47) DERK

sOO0AF)LIK (46) (1083mg, 0. 18mmol) EPhyP (5
6mg, 0. 20mmo |) DKRILIVER (83m 1) %2 1EREMEBER
L1z MBEABLTHRARZDLIE (47) ZIRE99mg., IRE65%
THI-,

(56) EZJLK (48) DER

KAETF, RAKRZDLIE (47) (238mg, 0. 28mmo |) &K
Blth oL (fiE85%, 30mg) DIH/—/LBRK (3m 1) [2p-7
AILZIILEYDY (291 1,0. 31mmo |) EMA. TDEET 1R
WTEERT1RERER L, Tz 58, 175 L (Kanto C-60; CHCI;/Ac
OEt = 10/1 (v/v)) WELTEZJLIK (48) ZIRE126mg. IRETO
% THI-,

(6) EHEIRATILIK (49) DERK

EZJLK (48) (128mg, 0. 20mmo |) &TOLANTY U
EMIXATIL (63mg, 0. 22mmo |) DRILIVER (2ml) %
2 AMMBER Lz, MMBEHBLTEY SO LIEDFEEIXTILE (4
9) %1,
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[0172] &R 1 8.
4, 7= (2—=FTFJI) FTZI]I—1, 2, 5—FFHPF7YyOE
JOoU—6— (4—FEZJEYD=HL) OFEIXTILEOERBZTRT

[0173] [1B32]

Ax—L26

[0174] (1) TFILTRXTIIK (50) DERK
FILTVUBBMLI-FAITIISRIIIIFILIATILR (837) 232mg
(0. 45mmol) &, TESIFRARNYTIZNARRT 4 IS DI LA
EmgZAN, 2M—REEFT P TL3m I EARVEL 4. 5m | THREL
fzo 2=FT7FILAOVE166mg (0. 96mmo | ) ZIR/—)L2
5m | THEML., RIGRITIEA LTz, T0O#%, 80°CT TEIMEBAERR L=
o RIGKIZKZ1Em I A, 200FRILLZAVNTHELRZ, Y08KIL
LEBETEERL, BEEAXY -V OORILLTERESR Lz, ITFILIT
ATILE (50) #IE176mg., INFE6 4%THT,
[0175] (2) ERFOFTAFILE (51) DERK
KATF, TFILTATIEK (50) (250mg, 0. 41mmo |) D
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[0176]

[0177]

[0178]

[0179]

THFB® (3m 1) IZDIBALDKMLIVER (FILRYyFHE, 1
5M, 5ul) Z#HT, TORKATTI305., MLTEIERT6 OEH
Lf=o RIGEZKITEAL, 3%HC | KBAREMZ TEME CGEBRHIEEK)
EL, /0ARILLTHELE:, BIHEREMg SO, TREL, BEBELT
/- E2 U HTIL (Kanto C-60) ITHEEHET—HR8 O CTMELT=,
COVIATIERBERIFIL (AOEt) THEL, HEREREZEL TH:
%BE%HSLNELT (Kanto G-60; Hexane/AcOEt = 2/1 (v/v)) . B KO

FOAFILE (51) ZIRE95mg., IRE 4L 1%THI,

(3) /OOAFIUK (52) DERK
EROFIAFILIK (51) (200mg) £SOC I, (ml) MY O
ORILLBR (6m 1) Z2BEMBER Lz, RIGEZEKITEAL, Na
HCO,THHML, VAARILLTHEL, #MHZEEMg SO, TRIEL.
HMEBELTHE-BIEHTLNELT (Kanto C-60; Hexane/CHGI; = 5/1 (
v/v)) . 2BBAFILEK (52) ZIRE20 1m g THT=.

(4) RRKR=ZJLE (53) DERK

sO0AF)LK (52) (100mg, 0. T7mmol) EPhP (4
9mg, 0. 19mmo |) DFILIVER (3m|) F24FMMEER L
T=o RBEPBLTHRARZ VLR (63) ZIRE6 1Tmg, INFE4L2%T
B/,

(5) EZJLEK (54) DER

KAT. RAKRZILE (53) (170mg, 0. 20mmo |) &K
Bk h oL (fiE85%, 30mg) MIF/—)LEK (83m ) [Tp-7
AILZIILEYDY (214 1,0. 31mmo |) EMA. TDEET 1R
WTEERTA5MEIE#H L=, XBZE»BL, hFLA0ELT (Kanto C
-60; CHCl3/AcOEt = 10/1 (v/v)) . EZJUK (54) #llE83mg. INZE
6 5% THI,

(6) FEEIXTILE (55) DERK

EZJL{K (54) (150mg, 0. 283mmo |) &TOLANFTY IR
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[0180]

[0181]

[0182]

[0183]

FEMEIRTIL (75mg, 0. 26mmo |) DRMILIVER (2. 5m |
) Z2AMMBER LIz, MBZEA»BALTE) DD LIEDFEETXTILE
(65) &%/,
BRI 9.

4, 7—v[(2—EZ7zZ)) FIZILI—1, 2, 6—FFHTF7VJO
EUSY—6— (4—EYDP=L) ODFEIRTILAOERBIZTT,

[1£33]

Tetrakistriphenylphosphine
Paliadium

bighenylboronic acid

AFx—127

(1) KAV TYUTERWEY DK (56) ODERK
FILIVEBRLI-FRISRIIZEYDIILE (27a) 200mg (O
838mmo |) & ThIFRAMJTIZIILRRT A INTDILT1 2
TmgZAN, 2M—REEF R D L2, 8m | ERVEVAm | THEFEL
fze EZzZ ROV 164mg (0. 83mmo ) IR/ —)L2m
| THEEL, RISKRICERA L, TD#&, 8 OCTSEMMEERLE. &
SRIZKZ20m I A, 2780FRILLEFRAVNTHEHELT-, 200FKILLAE
BETEEL, BEFAXY Y-/ O00RIILLTERERZL-, EYDILEK (
56) ZINE155mg., IN&E6 1% TH,

(2) BEIRTILK (57) DEK

YLK (56) (300mg, 0. 45mmo |) . FOEAFHY
BEMIXTIL145mg (0. 49mmo |) LIV 8m | TARE
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. ERTHREH L, RISRTRRSIEBZTL., BMEEZERLTE
MIXTILEK (57) &/,
[0184] &REfI20.
4, 7—v[(2—EZ7zZ)) FIZILI—1, 2, 6—FFHTF7VJO
EJPy—6— (4—EZLNEYDZIL) OFREIXTIVERDERHIZ TR
ER
[0185] [1k34]

AF—L.28

[0186] (1) #ARDY TYUITERWZIFILIRTILK (58) DER
FILTVUBHBLI-FATIIRIIZIFILIATILR (837) 200mg
(0. 39mmo l) &, TFIFRAMIJTIZUARIT 4 285 V9L
AmgEAN, 2M—REF R DI L3m | ERVEL 4. 5m | THMEL
fzo 2—=F7FNLAROVE140mg (0. 81 mmo ) ZIR/—)L2
5m| THML, RIGKRIZEAL-, Z0O#%, 8 0°CT 7 FfEMBELER L
fzo RIGRIZKZ1Em I An, Y80FKRILLEZAVNTHELz, Y00K
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[0187]

[0188]

[0189]

[0190]

IWLEBETEEL, BEEAFY -/ O0O0RILLTERERLEZ. TFIL
IRTILK (58) #IR&E165mg. INE6 4% TR,

(2) eFOXTAFILE (59) DER

KATF, TFILTATIK (58) (290mg, 0. 44mmo |) D
THF&A®KR (8m 1) ICDIBALDMLIVER (FILRY vFa, &
BE1. M, Tu 1) #8T. TOHKATTI304., MOTEETOE 00K
L, RISEREKITEAL, 3%HC | KBKEMZ TEE CLRIHESE
) £L. vB0RILLTHEL, MEEEMg SO, TR, BEZBELT
Br-Hxx>UH45IIL (Kanto C-60) IZHBISET—&R8 0O CTME LT,
COVIATIVERBEIFIL (AOEt) TH#%, RFREREBEL THE
=% H S LAELT (Kanto C-60; Hexane/AcOEt = 2/1 (v/v)) . BE KO
UAFIE (59) FIRE112mg, INFE4L 1%TH=,

(38) YOOAF)LK (60) DERK
ERFOFIAFILK (59) (200mg) £SOC I, (6m1) oA
ORILLBR (6m 1) Z2BEMBER Lz, RIGEZEKITEAL, Na
HCO,THHML, VOARILLTHEL, HMEHZEEMg SO, THIE, &
FEBELTHEESE®HTLAWELT (Kanto C-60; Hexane/CHGl; = 5/1 (v/
V)) . 2B80XAF)LK (60) #IRE20 1mg THT=.

(4) RRAKRZILIE (61) DERK

soOO0AF)LK (60) (100mg, 0. 16mmol) EPhP (4
S5mg, 0. 17mmo |) DRILIVER (3m 1) Z24FMMBLERL
f=o RBEHBLT, RAKRZVLIE (61) Z, IRE6 1mg, IFE4L2
% THI-,

(5) EZILIK (62) ODEK

KAT. RAKRZILE (61) (252mg, 0. 28mmo |) &K
BEiEhUoL (MiE85%, 30mg) MIAR/—ILBER (8m 1) [Tp—
TAHILIILEYDY (29 1,0. 31mmo |) ZMZ, TOEETI1H
M, StV T=EETA4 5 7MIEE Lz, MBEABL., A7 LLELT (Kanto
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[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

C-60: CHCI;/AcOEt = 10/1 (v/v)) . EZILK (62) #IRE126mg,
IR 6 5% THET-,

(6) EHEIRXTILIK (63) DERK

EZJLE (62) (150mg, 0. 22mmo | ) ETOLAXHUEE
EMEIRXTIL (69mg, 0. 24mo |) DRILIVERKR (2. 5ml)
2 BRMBER LTz, MBEABLT, EVS_ILEDOFEEIRTILA
(63) #8571,
BRI 2 1 (ERBRf) .

tE&ELT, 4, 7-CT7xZ)I—1, 2, 5—FFHTFYOEFIDY
IFILIRTILDFEEIRATILEREER LT,

50m I ZO7ZXA2ATERBF1IDIRTILE (4) 1. 0g(1. 6m
mo 1 )Z30mIDIR/—JLICHEE LTz, EZ~KOH 0. 11¢g(3
Ommo |)ZHMLT-, SEEMEBERET %, RISEE®MES50m
| DKAFI LT . KBREEB T H 1 IZARLUEBRESE-, EBRYEK-
TR/ —L(1:1)TEHERL., DIILRVEBAKESRR IREO0. 47 g, INE
8 1%) ,

50m | ZA7SAATAIKRUVEAEREZT7Omg (0. 1 7mmo |)EN
—ERFAFIRIDULERF21Tmg (0. 18mmo I )EDMF20m |
[SAfE LTz, CNICDMFSm IITBBELIZN, N —2ioanxiiLh
IWRSA T R37mg (0. 1 7mmo NE309MNITTHETL=. BTH
. EET3OBMER L, WET. DMFZ2EALI-, BEEL VAT
ATLYAT NI ST+ —THBEEL, BEIXTILEKEZRE IRE9O0mg
. URE7 8%) .
HAARY ~ILEIE

GRIEA &)
ERLI-HABREBEICDMSOZRAVTEE 1 0 “MOBAREHEL
 BARROBES K UVRIVERERDAEET o1
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[F&1]
B UE R HARE A= TR

{nm) (nm) (nm)
SR 411 531 120
& 2 437 608 171
B3 402 511 109
= L 412 518 106
B HFIS 409 517 108
S RE6 415 528 113
& RE7 418 532 114
AL 416 535 119
S RE9 539 660 121
B0 531 650 119
EeA N 528 648 120
SrH12 382 513 131
S R13 516 698 182
EEEA 500 710 210
BEBI15 532 722 190
aR#i16 516 682 166
BRI 509 688 179
SH%18 535 700 165
iR 533 730 197
aHl20 529 715 186
B RkfH21 404 527 123

[0197] (#&R)
BEHAI 1ML 2 20FABRIET, WTHLERKITEBRTETH 1=, C
NITH L, BRAFAVEREXFZREFEEHLAVERBI2 3D#EN
BRE, BEEKIIBEEIEDIIENTERDI oz, -, ERLETRTO
HAEBRT100nmlUEDA M=V T A FELONT, T, 4, 7—
DT ZIUERTIE, BIGEREMN400~450nmTHEIDIIHL, 4, 7
—FIZIILETIE, BRIERN500nmUETHY., 600 nmElEDHE
REENEONT-, T, GEFI2 1OELEBEEZ1. 0T D&, ARHI
1Tk, 11, 2, A1 2TIE6. 0&. FEICEVRABENE O
T=5
[0198] AEKIEARERER
(BAREHAE)
HEEZT7TERWistar RatZAWL, 4%/ 37KRILLTILTER, O



WO 2012/111142 69 PCT/JP2011/053503

[0199]

03%4ILA—ILTITEER, 0. 1MAQLILBEGERICTERBETES:
T, BEEBEERYE L., 4%/ 5HRILLTILTE FIZTREEZT-
fzo RIT, FEEICKDUFADH A—DFRET 5728, 25%DEKRT 3
R (BEKPBS) [C2KMRESE-%, RIERITHAZEEL-80
CHOT4—T7)—HF—ICTHBEEESE -, BHEER., —20CITEEL
FOVARZY FT, 8 umDERUIFEMERL, X574 FASRITEEY {F
71z PBST207DHEEE 3EITL, EXFF UL FUEERT.
—BfEfmEtE-, RIZPBST1O0RMDEKH:E IEITH-T-1&. HIAE
BANLITRTEDUERAVWIHHEREIE-, £BK. PBSICTHEE
7L, KBEHARITHAR, HABEBETHELT-,

(&%)

1%k, ERAIONEXABREZAVTEELIEZLOT, H2(F, LEDOT:
H, Texas RedZAVWTEEBLIE-LDTHS, Texas Red
TlE, FRENREBEO-OHRAEDNANEEEIATNEA, GHfIoDH
ABRTHE, MICE2<BREFELES, REERNEDIT SV Y1 R—F—0HMN
gRINfz, Tz, REEREBO TS v aR—4—(CD2WTIE, [TLHH
|, RO BAREICHEERARETH > 1=,
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sk D& FH
FAcRIE1] UTO—H=X (1) . (2) XiE (3) TERINDTYV—ILFEK
Mo HHENBR,
[1E1]
R, Ky
Rl = —-,"N\ ) R1 ”N\ .
N Do f}i = /R
ﬁ N Ry N
R; R;
(1) (2)
R,
R
! // /N\
AR- +V - /X
RO N
Ry
(3)

(=% (1) BB&LUK (3) TIER,IE, ZLTH (2) TIER, &R,
D—AlF, — KL, —M, TREHh,

M, BEZHALTHLEVEYDSZILE, 27 I LE
BT EoILE, AT UEZILE, ERYDZILE, ER
TUZGLE, ASFVYILE, FTIVILE, AV UL
B, X/ UDLE RUJAZHETYILE, ROVFTI)ILE
RERDIAXH IO LETHEIERZNTFAVERE., HHVIE
BEFAELTHEVWEUDILE, 273 /&, SRH/T7I/H, ER
DOIWE, EXRSUIE, 128V YILE, FTIIVILE, x4V
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F5RIE2]

[FE3RIE3]

JILE, F/JILE ROVALZIEFIILE, RUVFFTIJILEXR
ERVIFTFHVYILETHIEREFEEZTL.,

L.l&. — (CH=CRg) ,—THRIh, MERDQEY DUIRET:
[ERDRVEVREEFERZT DY OH—THY. nlE1H55DEH
MY Reld, KREF EMEZELTLIVRFH1HH6
DEERFLZESIEROTILFILE  BEREZHLTHLIVORILEE
 BEREEFALTLEVNAZISVYDLE, EYDPZILESLUD
TUENSHAIBEMNLBREIN-ERRE  BREEZFALTH L2
WM7/E, SHTI/EBLUVABTI/ENLHIBENLERS
nNE=7E/8 EREZALTHEVEROXVE  BEREFALT
HEEVWTLAFVE BREFZELTELVTILTE FE; BRES
ALTHEWVWHLRTDULE  BREZALTHLVEFTREONT
nh1iEERL,

X (2) DR, ER,DFEE. K (1) Mk (3) DR BELUR
slE. ENEFNMIIC, KFRF. NOFVRF, BREZELTE
FWEBRRIEKREXEEHERIEKREXIERREERL,

XEEBREZALTLWTHLWERRETF. RERF. BRREF.
LYBREFRIFAOVEFERL,

R’ [FEBEEESATHEIVWTZILFILENS B BIEMERIEKERE
HdNIFERRILKRE,

An-l&, NOFUEMA A, CF;S80,~, BF, XIEPFg-
Y, )

EEDR.BLIUVURA, ThENRIIC, EMEZHELTL LW
FIZJE, 7520, EQVULE, A FVYILE, #FHVY)
WE, FTOTVIIILE, ESVIILE, EYDILEFELEF/ UL
BERTHERE1LHOEALER

LEOR, BLUR A, BEBREZFLTLIVWFIDUEERL
. REBRENS, BREFELTLLVEEERIEKFE, BERIL
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(5 RIB4]

KFREFLIERRETHIFRB2EHOHABR,
[1E2]

K, Ry
RI S '_/N\ _ R.l _‘_"__LV\
/X (\
N “““‘\‘-! M‘WN R, RN
RS- R;*»
(4) (3)
Ry
R
' / /N \
An  + X
Ry N
Ry
(6)

(=% (4) LUK (6) TIER,IE, ZLTH (5) TIER &R,
D—AlF, —BHXL,—M,TREHh,

M.lE, BEMEEZBLTHLVEY D OLE, 27 IV LE
BT EoILE, AT UEZILE, ERYDZILE, ER
TUZGLE, ASFVYILE, FTIVILE, AV UL
B, X/ UDLE RUJAZHETYILE, ROVFTI)ILE
RERDIAXH IV OLETHEIERZNTFAVERE., HHVIE
BEFALTHEVWEUDILE, 273 /&, SRH/T7I/H, ER
DOIWE, EXRSUIE, 128V YILE, FTIIVILE, x4V
JILE, F/JILE ROVALZIEFIILE, RUVFFTIJILEXR
ERVIFTFHVYILETHIEREFEEZTL.,
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[FE3RIE5]
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Loldk, M ERIDEY SUBRFRIFFIDAVEVIREFERT D
Joh—ThHY.

EEHES, HHWE— (CH2) .— (n[F1~40DEH . —NH
COO0O—, —CONH—, —COO—, —SO,NH—, —HN—-C

(=ENH) —=NH—, —0—, —S—, —NR (RIE7I/ILFIIE) .
—Ar— (ArEFFERIEKHFERE) . —CO—Ar—NR—, b
RABMNOBIRSINF-1BLULDOEREEZETRL.

X (56) DR ER,DEE, K (4) MHHK (6) DR BELUR
Jld. TNENRIIC, BEMEZFLTLLVWFIZUE, 77200
E,.EOVLE, ASFVIILE AXHVIILE F7O2T7IVIIL
E ESVULE, EUDILEFRLEF/ JILEETRL,

XEEBREZALTLWTHLWERRETF. RERF. BRREF.
LYBREFRIFAOVEFERL,

R' EFBERZSATHEIVTILXILEN SR IIEMRRIEKERE
HdNIFERRILKRE,

An-l&, NOFUEMA A, CF3S0,-, BF,XIEPF¢-
Y, )

LEDORBLUR, A, BEREZFLTLIVWFIDUEERL
. REBRENS, BREFELTLLVEEERIEKFE, BERIL
KEREFLIERRETHIFERBLILBOHNAER,
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