(12) BHFBAZRNICE SV T LRSI -ERHE

(19) t R MBI FT A HEHEE
EfREHR

12 00O O O I O

43) EREAREE ': 10) ERAEES
2006 ££11 A 30 B (30.11.2006) WO 2006/126692 A1l
(51 ER4FHSE: T (YANO, Tomoyuki) [JP/JP]; T 4268646 5% [ IR ik
C07D 231/20 (2006.01) HiREI 3 0 1 Fith Bl HF R E MK L4 A Shizuoka (JP).
Q1) ERHEES: PCTIP2006/310600 (74 FREA: thFf 35 (NAKAMURA, Shizuo); T 1100016

ERHAEERAHE2TH24B108 X571
JU 3 B Tokyo (JP).

@) HEE (RTOGLRY., £ TOBREOENREN

(22) ERHEER: 2006 ££5 H22 B (22.05.2006)

(25) ERHFEDEE: AAXEE T HE): AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR,
. ) BW,BY,BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM,
(26) EIFRABADEEE: B AR DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, HR, HU,

ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, KR, KZ, LC, LK,
LR, LS, LT, LU, LV, LY, MA, MD, MG, MK, MN, MW,
MX, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL, PT, RO,
RU, SC, SD, SE, SG, SK, SL, SM, SY, TJ, TM, TN, TR,
TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, ZW.

84) fHEE (RTROBWVRY ., £ TOEEDLERENT

(30) BEET—4:
$5E82005-148889 2005 £F5 A23 H (23.05.2005)  JP

(71) HEEA CkEZBR< £ TOEERICDINT): BMElE
AHED R{EZFEFR (SAGAMI CHEMICAL RE-
SEARCH CENTER) [JP/IP]; 72521193 #Z)I| B #E#H

MR 2 7 4 3—1 Kanagawa (JP). B EF Sl &4t
(KAKEN PHARMACEUTICAL CO.,LTD.) JP/JP]; T
1138650 REEXH R AEIA 2 TH 2 8 F 8 F Tokyo

&8): ARIPO (BW, GH, GM, KE, LS, MW, MZ, NA, SD,
SL, SZ, TZ, UG, ZM, ZW), 1—35 > 7 (AM, AZ, BY,
KG, KZ, MD, RU, TJ, TM), 3 — 0 w /% (AT, BE, BG,

CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE,
IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR),
OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML,

ap).

(72) #RAE, 5LV

(75) R E/HEA CKEIZDLTOA): NE B MR, NE, SN, TD, TG).
(UCHIDA, Atsushi) [JPJP]; T 1940213 RITHATH i/ pramsm.
MHEBAT20409-19 Tokyo UP). #HB MMF ~ gpemexges

(YOKOTA, Wakako) [JP/JP]; T2290014 #Z=]I| IR +H1&
RTELRG6TH16-15-2 0 3 Kanagawa (JP).
H# |AR (HIRAIL Kenji) [JP/IP]; T2280821 #iZ)I 1R 48
HERTH#HESE 1 TH15-1 Kanagawa JP). X &

2XFa— FRUMOBREEIZDINTIE, EHRTEIND
KPCTHE Y FPOEEBEITIBEH INTINS Ta— FEBEE
DHAZ VR — ] 28R,

(54) Title: PYRAZOLE-1-CARBOXYLIC ESTER DERIVATIVE, METHOD FOR PRODUCING THE SAME AND METHOD
FOR PRODUCING PYRAZOLE DERIVATIVE

(54) RADRH: ESV—IL-1-ALRVBILTILEEER, TOREFERVFES V- LEEHREORER &

1 (57) Abstract: A pyrazole-1-carboxylic ester derivative
R represented by the general formula (1): (the symbols in

O R2 the formula are as defined in the description), a method for

>_N == (1) producing the same and a method for producing a 3-ary-

R3 o *N/ ,R4 l(')xypyra'lZf)le—l—carbo‘xaImde c'ienvatlve hav1'ng an herbi-

O cide activity and an intermediate thereof using the com-

pound are disclosed. According to the invention, a 3-ary-

loxypyrazole-1-carboxamide derivative which shows an excellent herbicide activity to weed which inhibits the growth of crop with-
out causing a chemical damage to the crop can be industrially advantageously produced.

57) B#: —8RBXOWOEPOREZHMECERLI-EBYTH D, ) CRENBZESY—IL-1-HILRUVBIRT
IEER, TORERE, RURIEIELAPZAVCREEEZETE3-TU—ILFXFILESY—I-1-hILRFH=
FEEAROCZOIHFOEERESRATIATNS, BEBRAICEIIIE, EMIEEE5Z1DL4L., ZFPOE
REEETIHEICH L CEBNAREEFEREEZFTI-TUY—ILFFLESY—IL-1-hILRFH = FEEFEITEMNIC
HAICHETEZENTES,

WO 2006/126692 A1 || 000000 0 0O O O 0



WO 2006/126692 PCT/JP2006/310600

oM E

I ——1—HNR BT AT VEEE,
ZORBEFER O 7 Y — VB EEORE F Ik

et 4y B

KEBE, BT 1 — B VBT 27 AR R UVE ORI il (F
DS VR, BICREEM A AT E T — A BE KT ORIk
BT B,

AFADE TV —/)L— 1 —HVR VBT AT AFERIE, BRERIOFZIR &
LTERRS =T ) —NAF BT Y —A— 1 —HARFY I FEEEOIET
ke LCHRRILAMTH B, '

R
BERIOEDESE LTERR3I TV —AFTETY—L—1—H/RF
+ I FHFHEMEIT, 33—kt FerX s ) — Lo 3AKEBELZO—T VU —kL,
ODFE§Y~W%1&%%ﬁ%t%N—ﬁWN%4w@kz@Eén5ﬁ(@
BABF02,/06643 95/ 7Ly MER) | ZOMEAL— h T, O-
Y LD ERRESES . ©F Y — LR 1 rERETF ERT ) — b Sh
TAERRMIDEIAE L, BT LS TEMFE LWRIEFELIESVERNLDOTHD

o

TRO—E=R (1)
. iy
2
@) ~ R (1)
VN L
R0 N=oR
THEINAEEDIZBWT, REEOR* BKERFCR! B AFILE, R2ETUR
CRABEEFTR! Do LEH D WER BN FLE, R BAZBRF TR A
AFNETHAI—E FuFi Iy ——1—WNVRBFLIEEREINT
WAR, FORBEFEICHOWTIEEMIZEEH I TR CRE®SFFE4320



WO 2006/126692 PCT/JP2006/310600

13 25HMESR) .

FBA DOBAR

TOEIREEFEOL LT, ARHOE 1 OBENIL, REFOFEDRSS L LTH
B3 —T7U—AFFIET S ——1—HVRFY I RFEFORE L
CLTHBRETY == 1 —INVR VBT AT VERBRERH®T S LICHY,
82 0BMIL. TOTENRMEFIERRET 52 L chb, SICE3 DRI
AREFEEEZETAE T Y —VFEELEZOTHEREDY 7Y —AVFEEERD
REFEERETHZLITH D,

AEAE LI, B BMNEERTIE-OICHEMALZERZFER, 3—k Fo
X7 Y —NBEEO IMERRT LIZT v ax v IV R=VEEZBA LR
ZO—T VU —bT5Z Lic kY, SHKEERE BT @RI R INR L < FTE
DTV —NVEABEATEHZZLEZRWVWELE, SHIBLNZI3 =TV —FF
TGS — 1 —ANRUBEEZAT ME I M AT NAVERE LRI LT
AT HZEICED, REEEHEZFETDH3 T I —AAFIETYS = —1—
ANBRXY I FFEE~LBSICHEL ZENTELIEEFRWEL, ARERALE
R BIZE T,

Tiebbh, AR,

(1) —#x (1)

R1

ST o

R0 N>R
(., RUIAFERFNIBBL TV THEIWVRER L ~6 DT A FAVELR
T, RIIIAFZERTF., " FVREFXEIERL TN THIVRELLI~6DT )V
¥NLEERT, RREABBALTVTHIWVWREHR1~6 DT VX ALEERT, R
BAEET. BRLTOCHIVN 7 2= VEIBHRL TN TL LN Y DK
#F7, AL, REEUVR! BWAFEFREF TR BAFLE, R?RUOR* BAFRRET
TR'BTrEAE HIVRRBEFAERVR BARFEF TR 32 FIVE
DA, RUTZFAEERLS, )



WO 2006/126692 PCT/JP2006/310600

TRENBET Y —— 1 —HVRBT AT VEEER,
(2) —fxX (2)
R1
HNé[RZ @
N™>0H
(KF, R'RUR* IR EAUERERT, )
TRENDH3—E Fux sy —AEHEkE, —KK (3)

o)
Q »OR® 3)
of
R0
(K, REIERLTHTLRVRFERL L ~6 DT VFNEERT, )
TRENBCTAFAIA—RR— bERIEEED Z LR e 15, —ia (

4)
R1
o) R?
yw\\ (4)
R%¥0 'N* OH |

(X, R', REEUVUR*IFHGLERLERERT, )
THRENS3—b Faxi vy ——1—HIARVEETRTGHERORES
B UTF., 8EHEL LTI ENDD, ) .
(3) —f= (4)

R1

R¥0  'N"“oH
(K, R', REEUR™IIRAEEFAULEKRERT, )
CREANBA3—t FeXxi v’V —L—1—BAVRUVBBT AT LVEHEKE —K
X (5)

R*—7Z (5)
(K, R FIBBRL TV THENWT == VEIER L TWTHIWEY U
BeRt, 23 0V VREFERT, )



WO 2006/126692 PCT/JP2006/310600

TRENA AT AT YV =V EBEEOFETIIKSIED I E2RHET S,
— iz (1 a)

R

;
2
QAR (1a)
3a >_N\ —_ R4a
R0 [\ oY

. R'. R: RUEUR®IFMELEFALE®RERT, ) |
CRISNA3—T U A dF TS —— 1 — B AR BT X7 LSRR
EHE QCIT. BEEE2 LHTAIERH5, ) .
(4) —f (1 a)
R ,
%F«%KR (1a)
R3ao \N/ O’R4a
(F#. R R: R*BRUR™IMEVEMUEKRLRT, ) |
TRENBEI—T U —AdFLETS—N— 1 — B AR VBT AT LS
MAKNETH - L M +5, —iX (6)
RI
2
~R (6)
HN\ p ’R4a
N~ O
G, R'. RERUR®IZIFIEEACEREZRT, )

TRENBE3I—T UV —LAFI Ty — LFHEEOREFE (LT, 8gHE3
EHTBRZERDHD, ) . KDY
(5) == (1 a)

R1
2
T 0
Rsao \N, O’R a

(FH. R R: RERUR“IRIEERUEKREZERT, )
TCRENDE3I—T IV —AFFIEFTYS—L—1—HNVR BT AT IVEEEE,
ks fEL T, — &KX (6)



WO 2006/126692 PCT/JP2006/310600

RI
HN)TRZ 4 (6)
N o R
(X#, R'. REERVUR*IIATRRERUEKREZERT, )
TRENDI =TV —AFF TS —LFEEEE-OL, Thé&, —KR (
7y - .
R*°—NCY - (7)
(P, RIFBHRINATOVTHIWVWRER1I~1 207 %L E, BBRENT
WTHEWVWRBEHSI~8DY 7 a7 Xk BRINTHWTS LWVRERT ~
11T IAFLE, BREENTHNTHLIWREELEI~6DT7 Ly =VE, B
ENTVTHIWREHI~6 DT NVFoEE BRSATHTHIWNWT ==L
BE BHRINTOWTHLIWREZ1I~6DT7 X LAFVE, BRINATHNTY
FOVWREHI~8DV I/ uT AF AL FUE BRINTHNTS JVVRERT ~
11DTIAFAFXVE, BREINTHTHIWRER3I~6DT V7 =4
XU, BHEINTOWTHLIWVWREBEERI~6 DT VI LTI VETER SN
TWThEWT 2= AV ERERT, YIIBRRF IMERFEZRT, )
TRENDA VYT F—MEXEA VFAVT X — MEERISSE D Z L 25
L5, —#K (8)

R1
Y R?
S (P
5_N N /R
H

R o)

EH, R R% R**, RPRY IR LR LE®RERT, )
TRENDET Y —LVFHEEDOREFE (UT, WEHE4A4EMTIILNDHD
o ) s

EEETHILOTH D,

P EEHT HHOHKRBEDOFE |
ABEBPOLT S —NV—1 - VKRB AT VHEERT, —AK (1)



WO 2006/126692 PCT/JP2006/310600

o) 2 '
>~«iIR 4 (1)
R3O 'N=~oR

O

(X, RUIKAFBRFNEIBHRL T THLIWVRER 1 ~6 DT VX IVEEZR
F. RZFARETF. ~aFVEFUIERLTOTH EVRER1~6 DT b
%W%%%%gR?d%@bfwT%iwﬁ$#1~6®7w#w§%§¢oR’
BARET. BRLTOTLEN 7 2o VEEERLTHTH LW Y OLE
%7, EL. R2RUR! NAFBFREF TR BAFNLVE, R? RUR* SKFREF
TR BFaELE, HAVERBZFALEROR BARRF TR BIAFILE
DOHFE. RUFZFAEEZERLS, )

TREANDEELETHILEMTH D,

BIEE—ME (1) BT, R REERUR) TRENHEHELLTWTH LW
REHL~6DTAFAEL LTI, EHERS LEOEROVTRTH-TH
k<, AFNE =FAE, TurrEk A Y Ta LB TIAE A VTTF
NE sec—TFNLE ter t—TFNE RUFLE A VYT INVE X
FRUFNLE, 1 —FATaNVE 1 —AFAVTFNVE 2—AFALTFNL
BHoAFIUNLE A IAFUNLE 2 FANTFANE, A ATFARFNVE
FEEPITRTHIELENTED,

R2TRENDH P VEFELTE, 7yRREF, BREF. RERFED
N URTFEPIRTHIENTE D,

R! CREINIBHRLTCNTHIWVW Tz S LTI, _UEVBREDOEBER
BELLT, "nuabFUEF REHR1I~1207AVFVE REH1I~60 17
WFLE REHRLI~6DTINVE, KREE1~4DTVaxs A I ETEHR
ENTREBHLI~120TVFNE, REHL1~6DTNLINLAFIHNE=)V
B OAIARFUE VTR BHBRTIVE REE1L~6DTAXASFTE
LTV AR VE, REK1I~6D uTAXIATF R, REKLI~60DT
NENLFFE. RERI~6DTAINVANLT = VE, REH1~6DTLF
NWANKR=VE, REH1~6D " aTAXVFAE REK1~6D 2T
XNANT 4 =N RER1~6D a7 AFLALKoAE, = beESS



WO 2006/126692 PCT/JP2006/310600

BT 57 R VERBIRTH I LRTED, TRV Y LR EOBREL LT
X, MU TAFdurFAE =tuE VT E BERF, 7oRRF T
2% U HARZ A EOBFRBIMEES, KSR B AR & THE L
£ 010 T b BT WA EOBRAE AL MIROS X2/ ST LA E LU,
XBICEBHICIE, 4A—TIAFd ez VE A—JnuTdz=VE 4—7
D%7I:w§\2,4—97»107;:W§\2,4—97pu71:w§
2,4, 5—hYsunvo=AEE, 2—run—5— K IAFEAFLT
ToE, 2— NI TIAFORAFAT = VE A— RNV IR AFALT o=
NE. 2, 4—FER (M) TZAFuRrAFN) Jx=E 2, 6—-Y7mnnr—4
— Ny TIAFRRAFNT 2=V 4 -V T ) 722 VE 4—3T /) —2—h
UINABRAFNT 2=V 2= AFNFAT 2= VE 4—AFNAVFAT =
SNVE 22— ATFNANARLT 42N T =)V A—AFNVALT 4=V T =)
H2—AFALARNVK=ZALT 2=V, 4—AFNVANVF=AVTz=vE 4—
RN INFaRAFAFFTeonNE 4A— )V INVFBRAFNVANT 4 =)V T o
ZAE A—FNYIAF O RAFNANK=ALT =)V, 2—=ba7c=VE
A4—=htaTdxz=LE 2—=to—4—-—RU)TNAFBRAFNT=VE 4
—=fp—2—hD)TNAFdRRAFNT 2= E, 4—=tu—-3—-F )Tt u
AFANTz=VE, 2, 6=V /un—4— M) 704 AFLT o= VE, 2
—mau—6—7NAa—4—hr)TIAFRRAFAT o VE 2—7un—6
e hH—d—RYTAFOAFAT =L, 2, A—V=ba—6—F) T
NACRAFNT 2= VEERGRTDHIENTED, o, TRNHDOXUEUER
rtoBHBEZ, FIXE, = beBEBTELTT I EALERTE, E6ITT
JERCT V= AEER AT VRTFRBRTNAFINEANLEBRT D LS
TE 3, |
RITEISNBBEHBRLTVWTHLIWEY OAEL LTI, Y PR EDER
BELLT, el VRETF, RERLI~1 207X LVE, REK1~60/ 0T
w%wg\V7/§\ﬁ§§i~6@7W%Wj%7%\:FD%%%ﬁT6€
VONEEFIRTDHIENTED, IOV PUVREOBEBREL LTIE, Y
INFuAFAE = buE VT E BERT, ToREF. TAaFUH



WO 2006/126692 PCT/JP2006/310600

VR =NER P OBEFRBIMEDS, KISEPRVER, BEOAFRES TH
BREDETHELL, EHIKINLEFRSIEEOEBRVEIIL) PVR 3L
RO/ UL 5 AHE L, |

SHITAKMICIE, 3—7unbYVr—2—A LK 5—/npb) Iy —
2—ANE 3, 5—Yr/ppvYTr—-2—AnE 4-7I/—-3, 5V
raae )Py —2—ANVE 3=YT /) —6—AFNEY V=2 —ANVE,
5—bv7w¢m;%w599y—2—4wg\3—7nd—§—b97w¢u
AFAEY Sy —2—ANE, 3—=tpbYIr—2—ALE 5—=Fat
VO —2—ANE, 3—=bta—4—RAFAEY—2—ANVE 3-—-=F
D—6—AMFIEYVI—2—ANLE, 2—uu—3—=tabt VI -6
—ANE, 6—/pn—3—=—hobYTr—2—-ANE 3, 5—Y=tipt
VOV —2—ANEEEZFIRTDHILENTED,

BIER—BR (1) TRENZETV—L— 1 —HNVRVBT AT NVEEEL,
REEEZATHE T Y —AFEEOTHEE LTAVWDSEE, R'IBAFILE
. R2BAKEREFREUOR*BREB LI ~4DTNAXINVETHDL I EBHFELL,
¥ R4, AEEFNIE2-uu—6—7Fu—4—r)7)FarF
N7z Xk, 2, 6—Y7uou—4— bR IAFaAFANT 2= VET
HDHZEDBFELLY,

Iz, AFAORESE LICOWTHRAT S, ZofEHE1IE, —fiRN (2

R

2
HNﬁR @
.

OH
(X, R'RUR* AR L FALERERT, )
TREND 3 -k Fax vy —AF8Ee, —KX (3)

o)
0 OR32
3 @
R330
(R, REEIBHBRL TV THLIWVWREZL1I~6DTAFAEERT, )



WO 2006/126692 PCT/JP2006/310600

TRENBIVTAIATI—RE— bERESEHRZ LICEY, —H&K (4)
R1
%;Jflw 4)
R¥0  N"“on

(K, R, REEUR*IFRIFELER UEKRERT, )
TREND 33—t FuF 5V —L— 1 —HARVBT AT AGHERERET
BHETH B, ’

BIECR® TRENHEBEBRLTHLVRBR1~6 DT AF L EL LTI, Bl
DRUICBWTEHALIZEBY TH D,
UERBLERE LICBIT RIS E L TIZRT,

Rl _ (R3aOCO)ZO R
__R? 3) - QW R?

HN\ - - >—N\
N">0H R®¥0 N"“OH
(2) (4)

(H#, R, REEUR*IIFFLLRALERERT, )

AR IEEP CEMT A Z &N TE S, BFEE LTL, RISICEEZRITS 2
VB THONIEERT N TE, XUEBY, My YLy, Zuan
VY UEDOEEFERRKBRIALE, vy ~xV . I F CEOREHER
{BRBRER, PxFrz—FT)NV, VAV TabLz—F), ¥r7aXrFR
CFArT—FN, F Tk RurFy (THF) . YA MRy #r (DME) .
1, 4—UFXVBO—TNLVREE, TR N AFVZFAT M V7
OAXY ) EOF N, JaafRi s, YranRE o EOal U REE
L TER=RNUA, Fubd= P YAVEO= N VREE, BEEBT L, BT
oL, BT FN, Tat A UBAFNEOT AT NVREBRE, N, N—UXF
NWENLLT IR (DMF) . N, N=UAFATEFTIR, N=AFrrn)l
RU%DT I FRBE, ¥ /=N, =& )= AV TaArTNLa—LED
T a—VREE, DMSOHDIWIEIINOLDREEHER VWD ENTE D,

ARIHEOFEETICERT A LICL VIREEFR LTI LN TE D,
WELLTH., NITZFATIL, IA Y TEEATFAT IV, R TFALT



WO 2006/126692 PCT/JP2006/310600

I N—AFALELKY Y, N, N=TVRAFLT7=Y> N, N—YVTFNLT
=Yy, 4—tert—7FN—N, N=UAFALT=Yr ©YIr Eal
L AFUY, UTHEYIanL TRy, YTV s ats sy, A IEY
—NVEOFRER,. REET R UL, REVY UL REKFEF NV UL KRB
KEFEHVU L, BT RV UL, BEEV YV VLA, TRITAX IRV, T hY
DAL RXYR, AU Th—ter t—7 hRIF KRS LY UL KR
BYTA FRIGATIR, ZFAVFIA ter t —FTFAVFIA, Y
FOLSA I TaELT IR, FPIAFATINVIFUL VFULAFHAF
NV T YV REOT VL) EREEETRVDZ LR TE D, WETEHIIHL
TO. 1~3URAVTRESEA LI, WELS BHMEES T ENT
5 .

R EIZ DWW TR HIBRIZAR WA, 0TCTHhH 15 0 COFEH HEEREIT
NEBRETREIEDRZ LI, MBI BIHEZH/LIIENTE D, /FbdN
TAERPIIERNT D L BRROKIMER T LR TE L0, LERLITH
FERREICLVBRTLIZ LB TE D,

KEGDFEEE 25— (2) TRINAET Y —AFEEIL, #l2F0r
ganic Synthesis, Collective Volume, 6, 7
91 (1988) IKHWHMEINTWAHFEZHST, e FFV U EB—FT FTRT
NHEEE L DRILGICL VB SICH/ET 52 LR TES, 3—k Fakxi v’y
V= — 1 —HNVR VBT AT NVHERIIEEREGOEEREYW E UCHFET
A0, — X TCREEET VI —NAEOEE TR L,

BIEE—E3 (4) CRANB3—k FEFUETV—A— 1 —HARVEET A
FAFEEEY, REESEZ2ETIET Y —AFEEORHEEE L THWSHE.
RINBAFNLE, REPAKZBERFROR?* BREH1I~4ADTALINVETHDZ
EDBFE LY,

Wiz, ABHOREFE2IZOVWTHRHAT S, ZOREHE21F, —KK (4

10



WO 2006/126692 PCT/JP2006/310600

o) R2
>\‘—N~)j @
R3%¥g N

OH

(XF. R'. REERVR*IIATFEERACE®REZRT, )
TREND3—t Fuax Iy —n—1—INVKR BT AT LVFEEEKE, —K
X (5)

R*—7Z (5)
(X, REIFBHRL TV THIVNW 7 2o VEEFBHBRLTHTHLLIWVWEY DL
EE2RT, 23 aFVREFERT, )
TRENDZ AT AT YV —NVEBREOFETICKSSES Z &2k, —iRK
(1a)

R1
O>—N)\/[R2 4 (1a)
R0  N=~gR"
(##., R R:L RBRUR™IFIACEFALEKRERT, )
TRENB3I—TIV—AFFIET S —— 1 —HNVR BT AT VFEEE R
BT HHETH D,
%%R“T%éhéﬁ@bfnf%;w7::w£ﬂﬁ§@bfwf%iwe
DONEL LT, BRORIICEBWTCHHALELBY THDH, £/, ZTRE
ha a7 vRFELTUL, 7vRRF. BEEREF. REFFELFARTOIZL
MTE 2,
UEEFIE 2 BT RIS Z L TIZRT,
R Rz R'
QA AR O g >jR2
R3ao>_N‘)NIOH R3a0>—NN/ R
) (1a)
(P, R, R:L R™ RURUZIFAFLEFUBERERT, )
AR I o F ALK BORIRAIE L COBBEOEFEETICEMKT 2, HEL L
T, KB T RV DL, FRIDAT IR REET PV UL, REEH ) U A,

11



WO 2006/126692 PCT/JP2006/310600

FRUBARARFYR, FRIDAZRFVR, WU TAL—~ter t—7 K
R, KEREF R Y DA, KEEEA Y Y LEOT VA ) @BEE F)TFATI
v FUTFAT I, NeAFAEALRY v, BUDL, DAFAT=) %
DEMT I VEERAVWDZ LN TE D, BEOHEREIIRFITHIRITALVDE, KIS
BEEICH L CYEUEAVWTRGEEMRTSZ &L, IWRR BRI ZRED
EMTES, |

RS T 5 2 LA TE, FUSICEE RIES VBB CHIVTERT
ZERTED, WL LTE, flXE, YxFr=—F N THF, 1, 4V
F¥H% . DMEZOT—FVRER, 7 =FIN, Fo’d=FILVED
= hYNME, BT, TuF VB FLVEOT AT VE, NUEY RV
Ty, FULy, 7aaXr B BOFERRICKERELE, DMF, N—XF
rral) FrEon7 I ME, DMSO, Kb2WEIhbDREGEEEZEMRTD
TENRTED, PTHRFEHREVATDMF HDWEDMS ONEHFFELLY,
FRAGIREIZHOWTIEEICHIBRIZ A2 23, 0°CAH 1 5 0 COFMEAN HEERIT
NEBEETCRIGSELZ LICLY, MRS BPMERLIZ LB TE D, RIGHK
T#iT., BEORMBRIECLY BRI EHBDLIZ LN TE LN, LETHNED
FhIuw b7 74 —HDHVEIERBFCIVBERTLIZLEHTED,
#iE—iR (1 a) TRENDZI—TIV—AFXFIETYS =L —1—ANERY
B 2T VEEHEKY, REEMEZATIE T Y —AFEEKOFRELE L THRND
Bh, R'BAFLE, RIBAFERFRUOR?* BPREFEZL~4DTNVFNET
HHZENFELL, £, R, 2—mpu—6—TNFu—4—-F)7T
NABAFALT = VE, XL, 2, 6—Y7ua—4— M) TAFarAFNT
T NVETHDZ EBFE LY,

Wiz, ARBORIEFESIKOVWTHAT S, ZofELE3IE, —H&K (1
a)

R1

2
%FJ%IR (1a)
RG  NTNoRP

@
(X#F, R, RE R*RURMIIAGELFACE®RERT, )

12



WO 2006/126692 PCT/JP2006/310600

TCRENBE3I—T IV —NAFFIETS—NL—1—HNVRUBET AT NVEEKE,
MAKRSRTAHZ Lok, —f= (6)
R!
2
S R (6)
) ,R4a
N O
(FHF, R RZRUR®IIHECE B UEKREERT, )

CRENB 3 —T VA ¥ L ET Y —AREERRET 5 FETH B,
WL BLEHIE 3 IR T A RGN E L TITRT,

R1 R1

R2 R2
= [— =
N 4a H ’\8\/[ 4a
RSGO /R N/ /R

(@) (0]
(1a) ®)

(X, R'. R%L R“EUR*“IIHIEALERERT, )

IS BRSS TR E 3 D VT EMFH CEMT S5 &R TE D, b
AHERIZOWTIIICHIRIT A2 < . Bl X TR, FiBE. V) VB S OEEBRAFERH
THZENTED, BOFEREBIC OV TIBICHIRIZ RV, AV LEE
WZONWTITAICHIRRIZ AR < . Bl ZIEKER LT b Y oA KERMED D U A KER(E
BN LR EOEMERPFERTAIZENTE S, HEOERARIZ OV TS
WEIRRIZ VY, RN ter t— TAFAEOGRIIBESRHET T, £hlHD
AR N EOR AR T CIKSHET 5 2 & BHE LU,

ARIGIBAEP CERTH LN TES, BFEE LTE, ISIKEEZRIESR
WA THNITERTAZENTE, _U¥r, brzy, FvLby, o
VPV EDEERRACKERBLEL, RU v ~FY U AT F U EORRIER
{bABREE:., YxFLz—TFTN, DAY T —T)V 7 aXFIVA
Farxz—F )N, THF, DME, 1, 4—UAXVHOx—TNVRIEBH, 7T
Ry AFAZFAL b, o~k ) vE0r N, saaiRvhs Y
saarpLEO U RERE, TEh=rU A, Tut=rILED=}
U NREAE, BiBE= T, BREE T L, BEEET T, TuF UBATFALED
T ATNRERE, DMF, N, N=YAFATERTIFN, N-AFArEr )R
VEQT I RRB, AZ)—N, TE )=, AV TR ELT A= LVEDT

13



WO 2006/126692 PCT/JP2006/310600

Na— VREE, DMSOHBWEIINODREEEREZA VD LN TE D,

RIGREIZOWTIEHSICHIERIZZ2 VS, 5 0CH 5 1 5 0 CORMN b H Sk
N RECRESEH 2 LIk ), INRE BRMERS T LHRTES, B
NIRRT 2 2 LR RORIGIER T2 Z B8 TE 308, LERLIE
BRAERECIVERTHIZLEHTE D,

BTEE—RR (6) TREND3—TV—AAFL T/ —LFEHEEkE, BRERE
WAEETHET Y —ABEEOFREE LTRVSEE. RIFAFAERVOR
EMAERFTHAHAIENFELL, /2, R**F, 2—Yur—6—7/4n
—4—hrVTAFOAFAT 2= VEE X, 2, 6—Y7ra—4—FY T
FRRAFNT 2= VETHDI EBGFELY,

(RIS, AREAORNEFEAICOWTHAT S, Zo®iEHE41L, —iKK (1
a)
R1

2
?FN%If (12)
R¥G  NNRP

0
(X#, R'. R’ R¥*EUR™|IFIEC LR UEKRELERT, )
TREANAI—TIV—AFXIET Y —)L— 1 —INVR BT AT VHERE
ks fE L <. —Hx= (6)
R‘

2
>~ R (6)
HN\ s . R4a

N~ O
(XF, R'. R*ERUR"ZAFELRICE®REZERT, )

TCREANDI—TV—AFXIVET Y —AFEEKLE-OL, Zhd, —FR (
7)

R°—NCY (7)
(K, RUFBHRINTOWTHIWVRER1I~1 207 vFE BT
WTH LIWREH3I~8DY 7 a7 x ik BREINTHTYH XIWREHT ~
11D7IFLFNE BRENTHTHEIWRER3I~60DT7 V=L, Bf
ENTHWTHIWVRER3I~6 DT AF=LE BRI THTHLIWT =1

14



WO 2006/126692 PCT/JP2006/310600

B BRINTWTHIVWRERI~6DT LI AAFVE, BSATHNTY
FWREKI~8DI /T AFALFVE, BRENTWHWTHXWRFERT ~
11@?5»%»%%?%\Eﬁénfwf%;mﬁ$§3~6®7w&:wj
FUHE, BRINTOWTHIVWERERI~6 DT LI AA X VENITERS L
THNTHEWVT 2 =AdF v ERRT, VIIBRERERF UIRERTFEET. )
TRENDA VT F— MAXEA VFATYTF— MAZRIGSEH T LITLY
.~ (8)
R1
2
Y&—N " . (8)
RE-N  N® o R°
H

(., R, R% R**, R°ROVYIRIFELFALEREERT, )
TRENDET Y —NVFEELEET L HETH D,
BMERSTHEINDREL 1 ~1 207 AFAELE LTE, BEERKL LES
BROWTFNTHoTHLEL, AFALE, =FLE otV AV 7obEn
B OTFANE A VTFALE, s-TFLE, t-TFLE RUFALE AVT
INE, ZARCFAE, 1 —TFATOELE, 1 —AFATFLE, 2—2
FNTFNE, ~AFINVE A INFUNLVE, 2—FATFAE 4—AFN
RUFNE ATFALE, 1 - AFANTUNVE FIFNVE TIUNME T~
FUNE, RFUNEERHRTHIENTED, TRHDTAXNVEF 1T
CEF. REMI~8OL I nT ALK, LT K, = ok, RER1~6
DT NHFNFFEE, REFEL1~6DOTAILAFVE TR FrT7 ) E,
REH1I~6DT LIV HINR=VE, IARFUE TIUNVEET—E
PEBHBRINTVWTHEL, EBICEAKMIZIE2 —rnxFLE 2-T70E
TFLE, 3—ZuaFut’ L 3—TJAFaTub L vr/arabe R
FLEE, T aRCFARFNE, VI aAFUNVAFNE VT ) ATFE,
Q=T ) TFNEE, 3T /TN E = b AFNE 2 - AFATH
TFAME, A RFUAFALE, TRXVAFAE, 2—A RXVIFAKE, 2-—
sonx hFXFUAFAE, FRIe RaI7AT7 U E, A MFTVINLR= VAT

15



WO 2006/126692 PCT/JP2006/310600

NE TNV HARZAAFAE, 1 —A SRV ANR= AP FLE 1 —T

FE¥v LRV FALE, 2—Z XV INVRNZFVE IVRFIATF
NE T r=pAE, 1 —TEFLzFALE, 3—TEF LT E°/1/g\ 7 x)
INE A—suuTzFuNE 2, A-UTAF T FUNE 4—AF
NI 2 FUNEE A=AV TRENT 2 NVE A=A Y TFAT =T VE
A= rRAR AT 2 FUNE 4T ) T7=F vV 4—=teT =
FUNEERPIRS DI ENTE B, ]

RO TCRINDRBHI~8Dv 7 a7 A NELLTUE, Y7y )VE
CyruaTdFLE vraXvFE voank v Yo ud s FVER
CHEFIRTHIENTE D, (72, ZhbDyrzu7 XA E T ul VET,
REH1~ADTAFINE, REBE1~4DTAFAZFXHINKRoLVE, VT
JEBEETBHRINTWVWTH L, EBICEFEHICE. 1—2AFArvrarlaen
B 2 2—UAFAIIuFub K, 2—suovsura i 2, 2
—YrumuyrsuFa Vi 2—A XA R= ALV I T aEVE 2 —
VT vrvurae vk 2—AFAvraXrFAE 3 - AFv sy
FNEFELZHITRTDHIENTE D,

RETHRENARERT~11DT7TINFNAEL LTE, XU LE 1—7
o )VZFLE, 2 —Tx=m Az FAKR, 1 —Tz=mATuvVE 1 —FT7F
NAFNE, 2—FTFNAFNEEERRRTHIENTED, ZNLDOT TV
SAEOEERR LIS UET. RERL~1 207 A% NVE, RER1~
6D T IVFNLE, REHR1I~6DTAXIALXFTE, RERLI~60 0T
NFENATFE REH1I~6DTAINTFAE, REH1~6DTLFALRANL
FRoVE, REB1I~6DTAIALIFVHINR=NVE, IARFVE, BBL
TWTHIWIANEANVE, T % = b AETEUEERSLTNT
HE, IHICEEBICIE, RUVALE, 2—TAFduXr PR 3-T %
oO_RUUNE A—TAFaxXrUNE 2—snaXrUnEE 3—-7max
VIONEE, A—rnuRUUE 2T aER0UNVE 3T RENUUNL
B, A—ToERUULE 3, 5—VIAFeRUUNLE, 3, 5—-VYnn

RUSNLE 3, 5—U7aERUUNE, 2—AFARUCIUNLE 3—AFNL

16



WO 2006/126692 PCT/JP2006/310600

NRUDNE A= AFARUINVE 2, 4A—VAFARUULE 3, 5V
AFNRONE 2= ) TIAFaRAFARCOLVE 3— ) TAdu AT
INRUDNVE 4—R)TIAda A FARVUNVE, 3, 5—1:“7<‘ (FY A
O AFI) RPN EE 2, 4A—ER (M) TAFRAFN) RUDLE 2—
ARFVANREARDNEE 3= MFVANVRARDNVE 4—A b
FIUHNREANRONVEE B—HANVRIINUINE 4 —HVRF TRV
AE. 3— (N, NeUAFAAANEAL) RUDE 4~ (N, N—UR
FIHNLNREALN) RPN E, 3— (N, N=UTFNLUHLNEA)) NP
NE, 3— (IN—ZFAL—N—-TatNVANLNEAN) XN 3—-UT )
NRUDNVE A=V T IR IUNVE 2—A MK IRUUNLE 3-A FFIUAN
VIONEE, A—ARFIURVUNLE 3, 4-TA IR IOLE 4—- 1)
TINFaRA NI RCUNE ATz ) FRIRCVNE A AFNVTFFRY
ONE A—RAFNAANKARDNE 2—=baRUULE 3—=tn1
RUUNVE A—=ta_UPnE 11— (2—T74FrT7 =)L) ZFVE,
1— (2—Zun7xz=)) =FLE 1— (2—TaET==)V) =FNVE,
1— (3—7nrFurvz=)) =FAE 1— (3—mrnT==)V) =FLE
1= (3—TuaFETxz=)N) mFAE, 1— (4—TnNrFrTx=)b) TF)NL
H 1— (4—murdz=)) =FLE 11— (4—TaET7x=)L) TFN
BEo1— (2— RV IAFRRAFAT =)L) =FLE 1— (3—HYT7AFt
QAFNTz=)L) ZFNLE, 1— (A—RM)TAFRAFNLT =)L) ZFN
H o 2— (3—TuETdxz=N) =FALE 2— (3—RMITIAFORAFALT =
=) TFALE, 3—TxzoATubt AR 4A— Tz VT FAREREERHIRTD
T ENTEBD,

R TRENDIRBEI~6DT A= VEL LTI TINVE 2-AFL
—2—FuXoprik 2—TT=NE 3T Tk 2—_UT=vE 3
—RuFoLE 2—~FoVE 3 ~AFEoNVEEZEEHIRTAILENTE
5, £fc. INLOTNAT=AEFI v VRFETEBRIATHTH I, #
i, 2—7npp—2—TuRoE 3—JunyuX=mE 4-7oo—
2—T T NEELPTRTDHIELENTE D,

17



WO 2006/126692 PCT/JP2006/310600

RO TRINDBEEHI~6 DT AF =L EE LT, EHEKD L IEOER
DWTFNThHoTh L, 77U FNLE 1 -TFr—-3—AVE 3—AF
N1 —FFy 3 ALK, 2—TFoAME, 2—NUFoAE, 3—UF
SNVEEERRITRTHIENTED, £z, ZhbDTAF=VEI vT VEF
ECEBRIN TN THLEL, i, 3—7ardn—2—Fuv=nrE 3—7
mhéz—?ﬁf:w§\B—fm%—Z—fmﬁ:wg\4ffD%—2—7
FoLE, A—TuE—3-TFAEERFRTELATES,

RITEINBBRENTVTHLEWVWT ==L LT, RUVIAVBEDE
HEL LT, ~a b UREF REHLI~1 207 VX VE RER1~60D/ 1
FARNE, RIEL~60TINE, RERL~ADTAXIAAF A I B
TEBHRENZREZ1I~1 20TV NVE RERK1I~6DTLFNLTT AN
RV, IARIVE, V7 0, RER1I~6DT VXN AFVE, TV —
NAFVE, RER1I~6D a7 AXAFFVE REHL~6DTIVFILTF
FE. RERLI~6DTAFNANT 4 =E REHL~6DT LI/ ANLR
=NVE REBH1I~6D a7 XA TFAE KERL~60D/ 2T VX)L AN
T4 VE, RER1I~6D BT AFNVRA VKo NVE, = bnEERXFTLHT
T VEARFIRTAIENTE S, EHIZEEMICIE, 2—7A4FrT7c=VE

2_7UU7I:W§\2—7D%7I:W§\3"7Wﬁﬂ71:wg\3
—spnZzoVE A—TIaFduTdozonE A—JuuTdo=oVE 47
DETxoEE 2, 4a—UT7AFuTvzoVE, 2, 4—Y/auTz=)VE
.3, 5—vYryaturvz=\E 3, 5-Yr/unrz=E 3-—Jono—
2, A—UI7AFuTz=VE 2, 4, 5—FVZuvurvz=VE 2, 4—
Croua—3—AFLTxz=nNE, 2, 4—-V/np—5—RA XTI T = VE

2, 4—rsuua—5—A) T btNFF T VE 2—-TVvFu—4—
sap—5—2A ¥y Tz Vi 2—-T70FAn—4—snn—-5—AY7at
NAX Tz 2—TJNrFu—4—suaua—5—-—7uaxXrFLrrxr7
coVE 2—TAFu—4—Jun—5—-—7a ¥ FHT T o=V 2
—Indn—4—smo—-5— (1-TFr—=3—-AFxY) Tx=)VE 2
—INFun—4— b ) IAFRAFAT = AVE 2—ru—4— ) TVF

18



WO 2006/126692 PCT/JP2006/310600

‘u%%w71:w£\2—7mm—5—bv7wﬁnf%w7x:w%\4~7
NAB—3—Tx/)F TNtk 2—TNhFa—5—=rrT7z=/VE, 2
,4~V7wim—5—:hn7zzwg\2—%?»7::»%;3—%?»
Txo Vi A—AFNTz=nE 2, A—TVATFNT = VE 4T
T VB A—( YA TV A—t—TFAT7 o= VE 2—F
VINFaAFAT 2=V 3— ) IAARAFAT == 4—- DT
Wﬁm}?w71:w§\2,4~EX(FU7»%D}%wf7::w§\3
, 5—FR (M) TZAFBRAFNL) Tz 2—TEFALT7z=VE 4—
FroFLT eV, A=A IYNRLY AT 2=V, 2— A MFIHALRZALT
x:w%\2—Ik%Vﬁwﬁ:w7I:w%\3¥%h#?ﬁwﬁ:W7I:
NE 4—RA MR INR=AT o= VE 2—INFRF T T o= VE 4—F
NER¥FY Tz, 2—3F ) 7z 4—3T7 /) 7x=VE, 2—AF
¥ T7xz=)VFE 3—ARFTU Tz NVE 4 A MRUT==VE 3, 4—
VARV T 2= VE 4—A V7°bt:l CAFXT T oo VR 4A—t —TFNF
X 7 xz=mEE, 3—hUVTIAFARATFAFRY T 2= VE 4—- ) T A
AFNAFL T x=m)VEE, 3— T2 )F Tz 4—Tx2/)F 7 =)0
g\2—%%w%i7l:wg\4—%%»?%7;:»%\2—%%»2»7
_4:w7i:W§\4—%?WXN74;W7I:W%\Z—f?WXW$:W
T VE, A—AFNALAVK=ZNT x= i, 4— M) IAF R RAFALTFHT
2=V E A—RNYTIAFRAFARNLNT f =T =i 4— NV Tt m
AFNANKTZNT =V, 2—=hfha7x=VE, 4—=—bta7 = VESE
BHIRTHIENTE S,

RS TRENDREBL1I~6DTAFIAAFVELLTUL, A PFTE, b
¥UE, TubAdIvE AV TaAFXRVE TIATIVE AV TF
NEXTVE, s —TFNAFXVE, t —TFALFFUE RXUFATFE ~
XIUNAXVEELZFIRTHIENTE, TNHOTAFIATFVEZ, Nl
VBT, REEI~8DIruTAFNE REK1I~6DTLFAFF T,
REFL~6DTVXINTAE RERL~6DTAXNTF I INVR=VE,
ANKFVE, VT & =hak BRSHLTHTHLEWT IV E, BRSH

19



WO 2006/126692 PCT/JP2006/310600

TVWTHEWNT 2=V EET—EUEBEBRI N THTE LUy,

RSTRINBREEI~8DI /a7 XA 8L LTE, ¥Y7rTn
PAAF LR, LraTFAGRUE, VAU FAGRVE, YAty
NAXVE 7t FLAXRVEEEHRTIIENTED, £, Thb
DV IaTAINEF LRI AT VEF, RER1~4DT VX NVE, RER
1~4DTLFAFXRHANR=LVE, VT ) BECTEBRSIATHTHEL, &
EKEW%Km\1—f%wy7u7uewﬁ%y£\2,219f%wy&n
TubArtxoE, 2—Zunysuyu it TE 2, 2—Yunys
nro At E, 2—AMEFVAR=ZALIaTa N F R, 2-UT
JvraruaeitxiE, 2—AFAL T uXrFAGRUE, 3-AFAY
IR FANAXVEEEGIRT DI LB TE D,

RO TRENDREPMT~11DOTINFALTFVEL LTI, XUVULTFH
VE 11— Tz I FALFUE, 2Tz FALFVE, 1 -T2
ANTaELVEXRVE, 1 —FTFARAFAGIVE 2—FTFNAFALEFY
BELFIRTHILENTED, TNHDT IAFXNAXVEOFEFERR LT o
FUBT. REH1~120TAFLE, REH1I~6D a7 VX NLVE RFE
B1~6DTNLFNAXVE REH1I~6D BT AXLEXIE REKL
~6DTNAFNLNFAE, REK1I~6DTAFNANLEI=NLVE, REHLI~60
TAXLFXRTHIAR=AE, IAVREVE, BRLTHTHLIWIALANEAL L
% V7%, = huEST—EUEBREATHTH I,

RO TRENDIREBEELI~6DT AV r=rAXEE LU, EHERD LX
SRR DVIIBROVWTRTH-TH L, 1 —FaR=ArFFTE TIv
FXE, 2—AFN—2—-TFuaXonFF R 2—TTF=oAFXIVE 3 -
TFonNAxvE 2—_U Tt VE 3 RUTAFFVE 1 -V
raRyF AR VE, 2 —~FEo ARV 3 AT B AL FUE,
1—7a~nFto VA X VESERHRTIHIIENTED, £, ThbDT IV
FaNARVERAv S VEFETERINTHTH L, fIZE 2—7uR
—2—TuRonrtxvE 3—sunyaRo g vE 4—Jnw—2—
TFNAR L EERPIRT B LN TE D, |

20



WO 2006/126692 PCT/JP2006/310600

RO CRINBEEHI~6DT LI NAFEL LTI, BEHERD LT
SRERONTFNTH-oTH I, TuVFrtXv B 1-TFr—3—A
AFUHE 3-AFA—1—TFr—3—ANFFVE, 2—TFAARE
L2 RUF oA X VE, 3 RUF NG FVEEREGIRTHIENTED
o T, THODOTAF=NAFVEEIA AT VEFETERINL TV TH LS
BIRE 3—Tatm—2-—TFrvotdvE 3-—smum—2-Fnt’=
NAFUE 3—THE—2—TFuEoAAFUE 4A—ToE—2-TF=A
FXVE, A—T T -3 —TFoAFTFVEERFIRTEENTE S,

RO THRINABHREINTVWTHIWT 2= A X VEE LTE, RNUEBVER
roEHBEL LT, "aFURET RERLI~1 207V VE KEH1~6
DO T AFLE REE1I~6DTAXLEXVE, REK1I~6D 2TV
FLFFVE, REHR1I~6DTAXILFIE, REHK1I~6DTNALXNLANT
4=V, REH1I~6DTAFALANLKRNAE, RERL~6DTNVFNLF
VANKR=NEE, INVEXVE, BRLTHNTHLIWIANEANVE V7 &
o hoEER—EUEAEL T THLIWNWT 2o A X VEERHIRTHIENT
x5,

AFEBIZBONTIE, Bons—K&K (8) TRENHE T Y —LFEEKDOKRE
EHOBAEND, RIBAFLE, RIZBKZERFRUR BRFH1I~120D7
NENVETHHZENTFELL, RN, 2—7vuu—6—-—7VFu—4
— M)V RrAFAT7 o= VB X, 2, 6—Y7uu—4—F) T Fn
AFAT = VETHD I EHBFELY, &b, YRBRERFTHDZ &N
FE LV,

UHBEHIE 4B A RIGREZ U TICRT,

. R°NCY 1

R! R R
0 R? R? (7) Y. R?
>—N = _— HN = _ »—N =
RaaO N/ ,RAa ‘N/ ’R4a R5—NH \N, ’R4a
(1a) (6) (8)

(&, R', R?2, R?* R**, R°EROYIIFFEERLUEKREERT, )
AR NT, — &K (1a) TRENDI—TV=AFFIETS—N—

21



WO 2006/126692 PCT/JP2006/310600

1 —ANRUBT AT VENEEKE, MAKSBLT, —iK (6) THREND 3 —
TV AFIET Y —AFEEEAERSE DL TRIZOVTIE, ARCEESTE 3
THHALIZEBY TH D, |

BisE—MX (6) TREND I —T V=X T —VFEEL KN (
7) CRENDBA VT FR— MAXIEA VFA LT F— MEORIRIL, HEEDF
FETIRITHIIENTE, HEL LTI, AFELT I UL FRITATIER,
BREAF R Y UL, EEEAY YA, FRUTARA RFSR, FRIOAT RRUR
LAV TA—t =T hEVR, KEET MY A KEEEA Y U LEDOT VLY
EREEE, NV FATIV, MITFATIV, N=AFALEAR) Y
Dy DAFAT =Y R EOHEET IVEEAVWAZENTE S, BEDEH
BEITICHIBRIZ A2V,

FIFEERTITHY 2B TE, RISKFEZREIRVWEBEETHNITERT S
TLMTEL, BEE LT, flxiE, v=Far—F ), THF, VA% H
. DMESDz—FNVREH, 7T b=tV FubtF=rIARED=}]
NV, BEF N, T A VB FAREDZATIVE, B by
VXL Yy, 7R B U EOFFRRICGKBERBE., YrunrAFr 78
D$»A\Eﬁkﬁ%%GADEV%%ﬁ\DMF\N—%%wEDUPV%®
73 FE, DMSOHDWIINODOBREEREZERTL2I LN TE D, KR
FEIZ DWW T EIRRIZZR VA, 0°CH 5 1 5 0°Co#EN bl EiRITN 2 IRE
TRIGSEDZEICEY, WRILBMWERDIZ LN TE D, RISKTRIZ,
BEOBNBBIECL Y BRIMEZEBL LN TEIN, RETHOIEINT L0
< N7 4 —HDHVEBERREFICLVERTLIIEHTED,

B, —HBR (la) TRENDI-—TV—AFXIETFTY—NL—1—ANLR
VEET AT VEEEE S L RIEF L 3 IEVWE L —BRRA (6) TREND 3 —
TUV—AFXIET S —AFEEEANT, TROKSICEY, —&K (8a)
TRINHET Y —NLVFEEZRETLII L HTE .

22



WO 2006/126692 PCT/JP2006/310600

R? | }I?Z
= '
R3 a0 >\/[O R4a ‘N’ O,R4 a
(1a) (6)
R°-NH, R
R? (73 : 19} R?
?_ >I 4a »—N‘)t[ R4a

C R5—NH N" ™0

(8a)

(K¢\RRIV\R“&UWFM%%&ED%%%iio)

TORETIE, ETYsunrg . suafis, OERESD A0 bF v
RUEE, NU¥y, My, ULV T uaaxXrBr R EOFERRIGKE
RIBHM D D\ T, BFERT TN, BEBR T o LR EDT AT IVREHEP T, 37
V=N F X TS —ABEER (6) EFRRATVHDIWVIRRT A EififE & &2
JGEEBHZEICED, kB (6 a) ZEKT D, RIGEEIZ OV TIRFITHIER
IRV, —30CHH 15 0COFANLEERIINEE TRIGSEDLZ &

VIR BRMERDENTE DS, RInKRTRIL, BHE ORQEZRE

XY ERMEEAIENTEIN, EFRMITEETLIZ L, EOEERD
ﬁﬁu%mézkﬁ?%éo

wiZ, LB (6a) KT IVLEY (7a) ZRIGSET, ET7Y—LFHE
k(8 a) BT S, TORIGIE, BEOHFETICERT DI LBMATHD
o HWEL LTI, AFEFT NIV TLA FRIDAT IR, REET MY UL KR
AVTL, AVTL—t =T XU R, KEET M) UL KBRS ) U LED
TAHYEREE, N=FATIy, PITFATIV, N=AFNLENERY
V. BEYDY VAFAT =Y VEOERT IVEERVD I ENTE S, HE
DEFARIIFEEGICH L TEBU EAVWTRREERTI I LI2ky, INRR
EHWEFGLZ L TED,

BT EESEER TITRO ZEBFELL, XUEBY, My FU L2,
THF., PxFNLz—FT)N, Zuaniih, Yr7aarFy AZ/)—) ITXH
=N, Fuabt’ L Tira— Y Ta )L T a—), t—TFNATa—u

. EiEe—F /). DMF,. DMSO%ZHA WA LNTE S, RiTER) OB

23



WO 2006/126692 PCT/JP2006/310600

IR ORI D EERITN  BE CEMT S D LR TE S, RIGKTHIZ
BEOBMEREIC L BEMYEELZ LN TELN, RETHIUIN T LB
e NI T T 4B BRI L VT AT L b TED,

DL LTELNE—RBR (8) TRENDETY —AFHEMKT. EHIC
ﬁbr%%azazaa<\@nt%§&ﬁé%¢o—wﬁ(s)T%énae
SV VAL LTI, EREROEADD. B

H,C
HsC - qa c CF,
Oy_N)jC ? N\ -
\ NH N
Cl
HsC
I Kf
N
w N
C,Hs—NH W’;I;r

Cl

(

TRENHIIEEYEFE LLFBTBIENTE D,
WIC, AEAAPEBHICEY . SOICHEMIEREAT 0, AEBFIXZ, Zhbo
BHZ L > CTRABREIND D TR,

Ehafl 1
(t-BuOCO),0 9>—>f1\
o N

HQiL
N™ ~OH t-BuO N"S0OH
(t—Bu:ter t-7FNLE)

3—bFpFT—5—-RAFALEIFTY—1L (225¢g, 2. 3mol) ODAF)/
—1 (700mL) WEILFYZFAT I (320mL, 2. 3mol) &AM
Z30/9H6 0O CTH#ALE, RWTY—~ter t—7FNATD—HRRX—bF (5
00g, 2. 3mol) ®AX¥/—N (300mL) BWRAMTHAML, 6 0°C
T6REMMEBERE Lz, KK TR, RISREWZREMEL, T LIER&EEZ~F
PRI F AT —TATHERETHILIZEY, 33—k FaFxr—5—-2F
S ——1—HNVRBter t —7FLORAREIK (441. 0g, R
97, 1%) 2B/, @A :169~171C (HfR) , 'H-NMR (DM
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SO, bMSO—-d,, ppm) :61. 53 (s, 9H) , 2. 37 (s, 3
H), 5. 70 (s, 1H) . e Faxy7a b IRBTER1oT,

LN 2 a

EWE 1 EREIC3 - FrFfy—4, 5—VAFAEI Y —LeP—ter
t =T FAVH—ARR— b ERESELZLICEY, 33— Frfd—4, 5
—VRAFAET S —N— 1 —ANRVEEt e 1 t —TFALOAGEIRE (INF: 7
5. 4%) R, A 262~264C (5 , 'H-NMR (CDC 1,
, TMS, ppm) :81. 63 (s, 9H), 1. 87 (s, 3H), 2. 4
0 (s, 8H), 12. 50 (brs, 1H).

EHat 3

>ﬁl\ (MeOCO)%0 o >$1\
HN > N
N >\h_N

OH MeO

OH

(Me : AFNLE)

33—t Ra¥xi I — (9. 14¢g, 93. Ommo 1) ORAFZ /) —/ (
90mL) WHKIC )V =FALT7 I (13. OmL, 93. 2mmo 1) &M%
1 OB THB L, ROTKATIRVAFATI—REX—F (12. Om
L, 112mmol) MAF¥ /—/L (1 0mL) BWEEHBTHRML, ZIRT T4
BRI L7, RUSKT#. RIGEEDEZBRGEL. fH LRz~ RO
CIFNT—FNATCHRETHIEICEY 3 - FaFxFy—5—AF LTV —)L
—1—INKRUBAFALOAGREK (11. 7g, INFE: 80. 5%) &/,
s :181~183C (#fE) , ' H-NMR (DMSO, DMSO—d, p
pm) :82. 40 (d, J=0. 9Hz, 3H), 3. 85 (s, 3H), &

76 (d, J=0. 9Hz, 1H), 10. 71 (s, 1H) .

Eifl 4

- (EtOC0),0 0 )<
HN > N
N N

OH EtO

OH

(Et : =FNLE)

25



WO 2006/126692 PCT/JP2006/310600

3—t RkaF 53— (2. 45g, 25. Ommo 1) D=F /) — (
25mL) WIKIChY =F A7 I (3. 5mL, 25. Ommo 1) &Mz 1
O%%iﬁ?ﬁ#bko&wfkﬁTﬁyl?wVﬁ—ﬁ*—b(3.8mL,
25. Tmmol) ®x=# /—/b (5mL) WREBETHEML, FRT T 3K
WL, RISRT#H#, RISESDEZREL. TH LRz~ ROVT
FAET—FATHEEFTHILICLY 3 - FRX Y —5 - AFALETY =N —1
CANRVEBIFAOEGERE (3. 1g, WE: 71. 7%) %87k, BA:
198~200C (%f) , 'H-NMR (DMSO, DMSO—d,, ppm)
+81. 31 (t, J=7. 1Hz, 3H), 2. 41 (m, 3H), 4. 31
(q, J=7. 1Hz, 2H), 5. 76 (d, J=0. 8Hz, 1H), 10
77 (brs, 1H) .

EHhih 5
F CF3
O/~
>—Q:L 'FQI;j/ —_*
tBuO  N"“OH Cl
0O — F CF;
>N L
t-BuO N

0]
Cl

3—bERaFL—5—RAFAETYS—V—1—HWLRVEEter t —TFN (
33. 0g, 166mmol) &REIV VA (28. 1g, 203mmol)
ODMSO (250mL) BKIZ3—run—4, 5—Y74axyy )7
wﬁUF(4o.0g,185mmol)®DMso(50mLf%%%mk\
8 0°CT 2B LTz, RS THR, RIGIREM%E 2 E/N/LIFERE (1L
Y WhT. WL EA, 0. 1EA/LAERET U U ABREOANT Y
VCIERBEET A Licky, 3— (2—7muup—-6—TNFu—4—-FY T
FAERAFNT 2= VFFY) —5—AFAETS——1—ANVKRVEEter t
—7FLOBREREE (59, 5g, INE: 90. 7%) K, MR : 142~
144°C, '"H-NMR (CDC1l, TMS, ppm) :61. 59 (s, 9H
), 2. 49 (d, J=0. 7Hz, 3H), 5. 78 (d, J=0. 7THz,
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1H), 7. 37 (dd, J=2. 1Hz, J, ,=9. 4Hz, 1H), 7. 5
4 (m, 1H) .
EHEFI6 ~1 0 ‘

EREFIS L RBEIZ3 — e FrF T Y=~ 1 —ANLVRVERter t —TF
NHERENOBBERC L EREARBRE ) DU LRSS ED I EICLY
L ERERRIE TS 3 BB oA X IET Y —A— 1 AR Bt e
t— T FABUEE L3 —EBRE Y OAAFIET Y~ — 1 — ARV B ¢
er t—7FNFHEEKLEB, UTF. £/ TR R/ BR/ NMRRAXT
MR R 5, |
EhiHl 6

3— (2—=ha—A4— RNV TINABRAFAT 2= AFHY) —5—AFNE
S —1—HNRUBter t —7FN/BECEE WNE: 62. 2%/
B - 68~70C/'H-NMR (CDC1l, TMS, ppm) :§1. 61
(s, 9H) , 2. 53 (d, J=0. 6Hz, 3H), 5. 92 (d, J=0

6Hz, 1H), 7. 64 (d, J]=8. 7Hz, 1H), 7. 82 (dd,
J=1. 9Hz and 8. 7Hz, 1H), 8. 23 (d, J=1. 9Hz,
1H) .

EHa 7

3— (2, 6—Y7uu—4—hM)INABRAFAT 2= VFFL) —5— K
FAETFTS—N—1—HNARVBEter t —7FNL/BBEEPNER: 95. 8
%,/ FhsE:159~161C/'H-NMR (CDC1l, TMS, ppm) : §
1. 60 (s, 9H) , 2. 48 (d, J]=0. 8Hz, 3H), 5. 70 (d
, J=0. 8Hz, 1H), 7. 63 (s, 2H) .

Ehel 8

3— (2—/nmpm—6—=ha—4—h)IAARRAFAT = EFY) —
5—AFNETFTS—)—1—H)VRVEEter t —7FN/ABEENE: 4
1. 0%,/@s:119~121C/'"H-NMR (CDC1, TMS, ppm
) :61. 57 (s, 9H), 2. 49 (d, J=0. 8Hz, 3H), 5. 9
2(d,J=O.8Hz,1H),7.98(d,J=2.1Hz,1H),8
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19 (d, J=2. 1Hz, 1H) .
Ehafz 9

3— (3—smm—5—hYTAFAAFALY S —2—ALFFY) —5
—AFAETS——1—HNRUBEter t —7FN/AGREGEKIE: 90

5%,/Fh&E: 90~92C/"H-NMR (CDC1, TMS, ppm) : 3§
1. 64 (s, 9H) , 2. 58 (d, J=0. 7Hz, 3H), 6. 08 (d
 J=0. 7Hz, 1H), 7. 99 (d, J=2. 1Hz, 1H) , 8. 25
~8. 40 (m, 1H) .
L 1 0

3— (2—/nu—6—TAFa—4— R ) IAFABAFILT =T FY)
—4, B—UAFAETS—L—1—INVKRUBter t —TFNL/AEEIKS
N :54. 6%/FH:138~139C/ " H—-—NMR (CDC1, TMS
, ppm) :61. 56 (s, 9H), 2. 02 (d, J=0. 4Hz, 3H)

2. 40 (d, J=0. 4Hz, 3H), 7. 36 (dd, J=2. 1Hz,
Js=9. 4Hz, 1H), 7. 45~7. 55 (m, 1H) .
Fhes 1 1

F CF3
3 e —
>N F
MeO  N”"OH Cl
o >ﬁLF CF3
%N,/Kj
N

Cl

3—bt Faxy—5—AFLETS—L—1—hLFRVBATFNL (1. 56¢g
, 10. Ommol) &REENY YA (1. 38g, 10. Ommo 1) ®DM
SO (15mL) Bilc3—san—4, 5—Y7Afu~yy N 744 R
(2.21g,10.Ommol)%mzf4o%ﬁ8ﬁﬁm%ﬁﬁbtoﬁm
“TH%, RGREEWE 2FENL/LIEEE (30mL) IZHiT, =L CHIHL
7z, HHSBE ALY, KTHhIEL, BAKEEE~ 7 XU LA THBE, BRELEE
Lz, BN -BEEV YIS N DT A7 aw NTTT7 40— (BT /L ~F
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Yr=1:5) THUTHZLIZEY, 3— (2—Imu—6—-—TAFa—4—
FYTAABAFAT 2= dFY) —5—AFAET Y —— 1 — ALKV EE
AFAOEGEK (1. 60g, IWE: 45. 4%) %8k, BA: 123~1
25%C, 'H-NMR (CDC1l, TMS, ppm) :82. 55 (d, J=0
8Hz, 3H), 3. 94 (s, 3H), 5. 87 (d, J=0. 8Hz, 1
H), 7. 38 (dd, J=2. OHz, Jz=9. 4Hz, 1H), 7. 50
~7.60 (n, 1H) . ’
EhE s

Fl12 '
_ F. CF3
0 )= .
>N F
EtO N OH Cl
0 o Fu~_CF3
N _
N™ ™0

Cl

33—t Fa¥xs—5—AFAETS—L—1—HNKRVEBETZFNL (1. 36¢
, 8. Ommol) LREEHIY YA (1. 1g, 8. Ommo 1) ADMSO (
15mL) Bkizc3—2sun—4, 5—y7rFaxyy M)A R (1.
77g, 8. Ommo 1) Mz, 4 0°CT8ERMEMER LTz, RIGK T,
RIGIEEM%Z 2/ LEEE (30mL) ZHiF, B /L TRt L7z, Ak
JBEAbE, KTUE L, BARBY 7 XU A TSR, BREZELL, &
bNEEEZ VATV T A< NI T7T7 44— (BT )V ~FH=1
:7~1:5) THRTHIZILIZLY, 3— (2—/nu—6—7NFa—4—
R TIAFEAFAT 2= FFHY) —5—AFAETY——1—HNLR B
TFLORGER (2. 14g, WE: 72, 9%) G, @A :127~1
29°C, 'H-NMR (CDC1l, TMS, ppm) :61. 40 (t, J=7

1Hz, 3H), 2. 53 (d, J=0. 8Hz, 3H), 4. 41 (q, J
=7. 1Hz, 2H), 5. 81 (d, J=0. 8Hz, 1H), 7. 38 (d
d, J=2. 1Hz, J4z=9. 5Hz, 1H), 7. 50~7. 60 (m 1
H) .
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FEhaf 1 3
o BjF CF3 H\F CF3
Sl e
t-Bu0 N O | N0
Cl of

3— (2—=/mu—6—TNFa—4—F)TAAORFLT = VEFY)
— 5= AFAET S =1 —HANVRBter t—7FNL (49. Tg, 12
6mmo 1) OEEETFA (100mL) AEZ3EL/LHC1 (40mL)
ANz, 2EEEMBGER Lz, BISKTHR, RINREWEKKR T 1EN /LK
bF FY U AR TIER YGRS L, KRB~ /XU A TRER, BEEEET
Brlickn,. 3— (2—/uE—6—TAFu—4—h)TAFaRFLT <
ZNAFXRY) —5—AFAETY—AOHGBEK (33. 0g, RER:89. 0
%) &, BiAE:116~117C, '"H-NMR (CDC 1, TMS, pp
m) :82. 24 (s, 3H), 5. 69 (s, 1H), 7. 36 (dd, J=
1. 8Hz, Juy=9. 4Hz, 1H), 7. 50~7. 60 (m, 1H), 9

00~9. 30 (brs, 1H) .

EEgl14, 15 ,

EHB1 3 LRRICS —BR T 2=V AF T — 1 —INR Bt e
rt—7FNLERITII—BHRYY IONLAFIET SNV —1—INVEAR B ter
t =7 FNLEIEN/LHC | FETFTTHAKGESTDHZ LIZLY ., ThLHRIG
433 BB T2 VLAFFXFIETY—AERE3-BHREY ) OLAFUET Y —
NFEE LG, LT, £/ RNE/FR/ NMRAXT b ii#ld
ZaXs
R 1 4

3— (2, 6—Y7uu—4—-KN)INFaRAFALT 2= VEFY) —5— A
FAESTY =N/ AEEE/INE:91. 4% /Fsm:153~155C/H
—NMR (CDC1l,, TMS, ppm) :62. 27 (s, 3H), 5. 638
(s, 1H), 7. 64 (s, 2H), 8. 75~9. 70 (brs, 1H) .
EHif 1 5 |

3— (3—7mu—5—h Yy I7AFaRrRFrY)vr—2—ANLFXY) —5
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—AFAES Y=L/ AEEE/INE: 86. 4% /Ba:109~111C/
'H—NMR (CDC1, TMS, ppm) :02. 32 (s, 3H) , 5. 8
6 (s, 1H) , 7. 77 (d, J=2. 3Hz, 1H), 8. 03 (d, J=
5. 8Hz, 1H), 9. 40~11. 50 (brs, 1H) .

o ) F CF3 _F CF3
N s HN
MeO N0 N™™0

3— (2—7un—6—7NFR—4—RN)IANFRRAFANT =V FFY)
—5—RAFAETS——1—ANKREEAFNL (0. 53g, 1. 5mmo ]
) »xF /) —) (1 0mL) BWRIZ5%KE{EFT Y vA (8mL) X, 2
RERANEET LTz, RIS TH. RIGIREDHOEEEZEEL. ROTKEMZ
. FERRTFACHIE LTz, BB Z AbE, KTHE L. BB~ 7R U A
THER%G, BREEELL, BONERERZ VI NSV T L0 T T T 4
— (EiBA=F ) ~XP =1 :5) THEITHIZLICEY, 3— (2—7num
—6—TNAa—4— NI TINFURAFALT 2=V FFHY) —5—AFALETY
—VOBERERE (0. 39¢g, INHK: 88. 2%) 2R/

EREp1 7

~ F. CF3 O ~ F CF3
HN EtNCO y_N B
N=>o N™>0
Cl Cl

/—NH

3— (2—7mu—6—70Fu—4— )Tt aRrAF )T =)V EFY)
—5—RXAFLEFTV—) (5. 33g, 18. Ommo 1) OFEE=F) (50
mL) ?IE?&(C}\U;?;/I/T‘I‘/ (2. 02g, 20. Ommol) &x=FNnAY
vT7%—b (1. 42¢g, 20. Ommo 1) ZMx, FET4REHE#R L
FISHT#%, RIGREW%: 2ELV,/ LIEBEICHT, Eig—F/ (50mL X 3)
THIH Uiz, AHEEE /K TS L, BAREE~ 7 X2 U ACHEBE, EBRIZLY
ERAHZRYBRE HROOEEABEZE L, SoniclEsmmE Y Y
NAT 5 (BT ~FHo=1,/10) ZHOTHERTLHIZEIZLY, N
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—TFN—3— (2—run—6—7)NFa—4—hr)TIALFaAF LT =)V
F¥Y) —5—RAFAELIFTV—L—1—BLRXFHI FOREERE (5. 37¢
D 8 1. 6%) %487, @A: 84~86C, 'H-NMR (Aceto
ne—d,, Acetone, ppm) :61. 10 (t, J=7. 2Hz, 3
H), 2. 55 (d, J=0. 9Hz, 3H), 3. 26 (daq, J=6. 1
and 7. 2Hz, 2H), 5. 98 (q, J=0. 9Hz, 1H), 7. 3
9~7. 48 (brt, J=6. 1Hz, 1H), 7. 75 (ddq, J=2.
1 and Jz=0. 7 and 9. 7Hz, 1H), 7. 82 (dq, 1H,
J=2. 1 and Jg=0. 7THz) .

FEhaff 1 8

ERF L7 EERRIC3 — (2, 6—Y/ur—4— R TIAFRAFAT 2=
NEAFY) —5—AFAET S —NEZFAAL Y TF— MRISEEDH I LITL
D, N—xFL—3— (2, 6—Y7ua—4— R N)TIAVFaRrAF)NT =)L
X)) —5—AFAETV—NA—1—IAFRFY I FORBEENRF (5. 37¢g,
INR: 62, 8%) #EB/-, A :80~82%C, 'H-NMR (Aceton
e—d,, Acetone, ppm) :61. 10 (t, J=7. 2Hz, 3H
), 2. 55 (d, J=0. 8Hz, 3H), 3. 25 (dq, J=6. 1 a
nd 7. 2Hz, 2H), 5. 71 (q, J=0. 8Hz, 1H), 7. 37
~7. 48 (brt, 1H, J=6. 1Hz), 7. 67 (a, 2H, J=0

THz) .
ZEH 1

« F CF3
HN_ _ -
N">o0
Cl
0] F CF3
. %
NH N>

0 Cl

o) F CF3
el
Cl N0

Cl

3— (2—/unr—6—T7AFu—4— ) INFAAFALT 2=V FY)
—5—AFAEFY— (0. 59g, 2. Ommol) ®»Zunrikr/Ls (10
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mL) Bz aaXE Y saaAFL (0. 39g, 2. Ommo 1) %0
CTMZ. BREAICERBIZELRN L S OICER TIRHMERE L, RISREIKIZ
%bitkm7w79w7iy(o.61g,6.0mmol)£bvi%w7
I (0. 4g, 4. Ommo 1) ZMx, 5EEHMBVER Lz, RISKTRE,
RISEASK KBz HiT, 7aadkr s (20mLX3) THH L, A#ES
KTUEH L, AR~ 7R U ATRE L, MBICXVEBAEZIRI RS,
B DU A R E Lz, BONHERNE Y S AN 5 5 (EBT=FL
SAFHr=1,/10~1/5) 2AVTHERTEIZ LI, N=FT FF7EF
a7L7YN—3— (2—/uaa—6—TAFa—4—r)TAFOAFNLT <
ZAFFY) —5—RAFAET Y —— 1 —HNRXY I FOECKHTEEDE (
0. 25g, WE:29. 6%) %8B, 'H-NMR (CDC1l, TMS, p
pm) :61. 50~1. 65 (m, 1H), 1. 75~2. 05 (m, 3H) ,
2. 58 (s, 3H), 3. 32 (dt, J=6. 3 and 13. 9Hz, 1
H), 3. 48 (ddd, J=3. 7, 5. 7 and 13. 9Hz, 1H),
3. 74 (dq, J=7. 0 and 8. 6Hz, 2H), 4. 03 (dgq, J
=3. 7 and 7. OHz, 1H), 5. 79 (s, 1H), 6. 85~7.
10 (m, 1H), 7. 39 (dd, J=1. 9 and Juz=9. 3Hz, 1
H), 7. 56 (s, 1H) .

BEH| 2

C CF, 0 C F
HN — s | N
.N/ CI ‘N/ O

(0]
Ci Cl

0 C Fs
N
—_— NH N
oI

3— (2, 6—Y/7uu—4— RV IAFORAFA T = VFFY) —5—
AFALETY—/ (0. 78g, 2. 5mmo l) »ZuukRis (10m
L) BiglcZ7ouaXghr) 7o AFL (0. 49g, 2. 5mmol) %
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0CTMi., BRAWERICELRAD I HIZEETIMKMERLE, RIGRS
wizcr vserkazarzyarIy (00 51g, 5. Ommo 1) &MU
FAFI (1. 01g, 10mmol) ZMZ. 4REINBGER L, KIS
CTH . RISIERSHEKBIChiF, Zuakis (20mL X 3) THH L,
HRERE 2K B L. KRB~ 7 3 U A THEE L, BRI LY FORAI 2 B
DERE | WK DBEEABERE L, BONIMERME Y BTNV T A
EERTF L ~FHo=1:7) #ANTHETZEI0EY, N=F +5
E Fe7r7)dn—3— (2, 6 —Y7ua—d4— ) TIAFaXF V7=
LAFY) —5—RAFAEFY —L—1—HARFH I FOHGEE (0. 3
1lg, WEL28. 3%) 2/, @A :74~76C, '"H-NMR (CDC
1,, TMS, ppm) : §1. 45~1. 65 (m, 1H , 1. 75~2. 05
(m 3H), 2. 58 (d, J=0. 8Hz, 3H), 3. 32 (dt, J=
6. 2 and 13. 9Hz, 1H), 3. 47 (ddd, J=3. 7, 5.
6 and 13. 9Hz, 1H), 3. 60~3. 85 (m, 2H) , 3. 9
5~4. 15 (m 1H) , 5. 75 (q, J=0. 8Hz, 1H) , 6. 85
~7. 15 (m 1H) , 7. 66 (s, 2H) .

FEF E OF A FTREM:

AKFEBHOE T —N—1—ANKRBT AT AFEEDT. REEEEZFETD 3
—T7 V= AFFIET = N— 1 —HVRFY I FFEEOREFHEIEE LTH
AThb, £, AEBRICINE, BIRRY T —NV—1—INVKRVBRT AT IVEE
MikE TEMICAEFNCRESE T2 N8 TE DL, ZOEMERND Z &IZ
XV, REFEEEETHEY 7V — A FEEEDRIKHET LI ENTE D,
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Sk D #EH
1. —#&K (1)
R1
0 )jRZ )
R3o>_N‘N/ R

0
(e, RUIAFEF UIBRLTOTH LVRER 1 ~6 DT L FLELE
¥, RUIKEFEERF, "o FUEFXITEBRL TV THIWVWRERLI~6 DTV
FAEESZET, RIBHRL TV THLIVWRER1I~6 DT AXLEEZRT, R
BABERF, BHRLTOVTHEIWTZ = VENFERL TV TN Y DU
#F T, BEL. RIRUVR'DBPAEZERFTCR'BAFNLE, RPRVRDBIKRRFT
RINTa b LE, HANIRDZFAEEORDBAZERTFCRIBAFNLVED
BE. RUIT=FNALEEFR, )
TRENBET Y —NV— 1 —HNVR VBT AT VEEER,
5. g (1) KBLT. R'BAFLE, RESKREFROR®HSREM
1~ADTAINETHLFERELICTEHOE T Y —N— 1 —WNRBTRT
IR,
3. —RX (1) W T, R*MB, KEFEFXIZ2—7un—-—6—-—714n
—4—hKNY NI AFALT o= VEE T, 2, 6—Y7rnu—4—K) 7))
FOAFNT 2= VETHHERE L XF 2RO T Y —— 1 - IRV

@:sz%ﬁwo
4. —EX (2)
R1
R2
HN?j e
N™>0OH

(F. RUROCRAIIFIEE AU EkRERT, )
TRENRA3 -t Fuaxi sy —LgEkKkl —KRX (3)
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Q 3a
@) O>—OR 3)

(K, RYIBHRL TV THLWVRERLI~6 DT AXILEERT, )
TRENBSTARAIH—RE— bEREIED L EFHRETDH, —R (
1
O%NR&[RZ @
R%¥0  N®>on
(std, R'. RIROR™IME LR UERERT, )
TREND3—t FaFi eIy —L—1—ULVRVBT AT LVEEEORES

£
5. —i=X (4)
R1
0 R2
>_N\~ (4)
R3a0 N= OH

(P, RL RBRUR™IRFREFALEKEZRT, )
TREND3I—b Fax Iy ——1—IARVBT AT LHEEL, — &
X (5)

R4 —Z (5)

(Hp, REEIBHBL TV THIWVW T 2= VEEIERLTWTLIWEY U
BErRt, 23w UVEFERT, )
TREANABNANCF ATV =LV EEEOFEETICRIGI D Z EE2REET5,
—g (1 a)

R

2
3N (12
rR%G  N=Ng R

(@]
(P, R!, R% R¥*FZRUOR¥MIFIFKLFALCEREZERT, ) .
TRENASI—TIV—NAFFVETY—)L— 1 — IR BT AT VFHEERDOR]
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