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(57) Abstract: Provided are 2-pyridone derivatives which have excellent herbicidal activity and exhibit high safety to useful crops
and so on; salts thereot; and herbicides containing same. In more detail, 2-pyridone derivatives represented by general formula [I]
or agrochemically acceptable salts thereof, and herbicides containing these compounds are provided. In general formula [I], X' is
an oxygen atom or a sulfur atom; X2, X3, and X* are each CH or N(O).,; m is an integer of 0 or 1; R' is a hydrogen atom, a Ci.;,
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. Ci~Cg/N\NOTFILFILFFE; Ci,~Ce/NAFILFILRILT A ZILE ; C,
~Ce/N\NBT7ILFINAINKRZILE, PE/E, F/ (Ci~Cs7ILFIL) T7Z
JE D (Ci~Ce7ILFI) TE/E;, Ci~Ce7IILTI/E; ALK
FUIE Ci~Ce7NaAXLHILRZILE  AILNESILE £/ (Ci~
Ce7ILFI) TR/ AIRZIE ;¥ (C{~CTIFIL) T/ AILKRZ
IWE  Ci~Cs7UILE ; Ci~Ce7IaXxVAM2/Ci~Cs7ILXILE
Ci~Ce7ILaAFIC,~CeT7IFILE, Ci~Cs7ILFILFAC,~Cs7
IWHEIILE  Ci~Ce7ILFIARILT 4 ZILC,~CsTILFILE; Ci~Cs7
IWHRILAIKRZILC  ~Ce7ILFILE ; Ci~Ce/NATFILFILFFC,~Cs
FILEILE  Ci~Ce/NOFILFILRILT A ZILC~CeT7ILFILE,; Ci~
Ce/NATILFILAILKRZIILC ;~CsTILFILE  X[EVT7/ Ci~CsTILF*
WEERL,
Fr-. RO, BELE2EORSH—#ICHE ST, TNEIADRIAEERES
LTWARFRFEHRIC, REBRXIBRRF. RERTFRUERETFLY
EBREND 1 ~4EOATORTEATHIERRETHS4~8BIREMML
TH&EL, SDEEICHAESAERGEINOQOYVRF V778, ZrOE
Ci~Ce7ILFILE ; Ci~Ce/\AFILFILE; Ci~CesT7ILaFxIE; C
1 ~CeNATILaFVE  RFAFVETERINTH &L,
RERUR7IE, EWMIMHMI LT, C,~Cs7ILFILE; XFTz=/)LC,~C
s TILFILAFRIAILRZILEERL,
Fl=. RSRUR7IE, ThoN—#ICH>TINONEELTWRERERT
EHICE~6BREBBLTVTEELL., COLEFICHRINIZERPIIRK
URDPHEE LTV AERREFUNMIBRREFNINELTOTE &L,
REBRUROE, EWMIMHILT, KRREF; Ci~CsT7/ILFILE,; NReR7
B XIIC,~Ce7ILaFPhILRZILEERL,
Fl=. RERURE, ThoN—#ICH->TINONEELTWRERET
ERIIE~BEREBHLTNTE L, COE., CORPICRIRURH
BELTLWAERREFUNIHRERFRY  XEBERFLANMELTLTE
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[0013]

[0014]
[0015]

[0016]

&<,

RIOE, N"AFVREF, = rOE;, O7/&;, Ci~Cs7ILEILE; C,~C

/NATILFILE  Ci~C7ILIXVE, RIEC,~Ce/\AT7ILIXVEF

®L.

AllE¥, C (R'TR12) &KL,

AzlL, C (R18R'4) [ X[EC=0%%L.

A2lE, C (R15R16) XKL,

R'', R'2, R'3, R4 R'"SRUR'6[F, AWNMIMILT, KRREF;

XIEC i ~CesTILFILEEZRL.

Frz. RTERSEINOMN—EICTHE>TC,~CsTILFLUEHETBRKL.

BT ARERFELICEEFERLTLEN, |

THREIND2—EY FUFERRXEITOERELHBT SN BHIE,

(2) ®IEE (1) [CERBD2—-EY FUFERXEZOEEFERSEL

TEETHILEHHMET HRER,

(3) HIE (2) [CEBOKREFDAMELTERV /XI(TEMICOET

5l LERMETIRERDOER,

(4) HIE (2) [CEBOKREFDAMELTERV /XI(TEMICOET

LI LERMETIRESE,

DR
AFEED—HEX [1] TRENE2—F FUBERNEZFDOEELHE

SNHIEE, M, REE. KA, FRMMICRET IBAOREZNRYT

HIENTE, SHICHREY. AREDLGLEICHLTEVWRERERTH

E. BEELTEN-ERNRZEITHLDTH S,

RAEZERT H-HODREDHE
RPAMEICRBE SNBSS RURAZEICOVWTEHRAT 4,
NATFURFEF, TvRRT, BREF. REEFXEIAVRREFTH

%o
Ci~CDEIULRHREFT L THETOHFITLIREIL., ThITHRLTE
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[0017]

[0018]

ESNTLLIEDTRUATHENHF TREINDBEEATHSLERLT

Wb, BIZIE, COBETIERFEN1~3THD I EEZRLTEY., C,~
CoDRETIH, KREMN1~6THSHEETLTHEY, C,~C,, DXL
Tld, REEN1~12THDIZEETLTVE,

Fiz, TILFILE, FILTZUVEBEDORFHEICLKDIEDHRAIZEVLTIE
. BICHEEALZWMESIZE, /LTI (n—) THDZEETT,

Ci~Ce7ILFILELIF, HITRELLGVRY, REHEMN1~6DEEX
(EREBEROT7ILFILEERL, BIRIEAFIL, TFIL, n—TOEL, A
V70BN, n=TFIL, sec—TFIL, A1VTFI, ter t—TFI
s N=RUFIL, 1V=AFILTFIL, 2=AFILTFIL, 3—AFILTFIL
CI=IFALTAEEL, 1, 1=UAFILTREL, 1, 2=UAF)ILTA
EIlL, 2FRUFIL, n=~F VI, 1 —AFILRUFIL, 2—AF)LRY
FIb, B=AFIARUFIL, 4—AFIRUFIIL, 1 —ITFILTFIL, 2—
IFILTFIL, 1, 1=DAFILITFIL, 1, 2=DAFILTFIL, 1, 3
—OAFILTFIL, 2, 2=DAFIILTFIL, 2, 3—TUAFILTFIL, 3

B—=UAFITFIL, 1, 1, 2—=FYAFLTOEL, 1, 2, 2—F
JAFITOEL, 1—IF)IL—1—AFILTOEL, 1 —IF)L—2—4
FILTOELZEDEZZEFDLIENTED, REHI1~6DFFEFLLTILF
IWEELTIEH, REH1~4, XE1~3DEHEIIEDBEEROTILFILE
BEFLND,

Ci~C,7ILFILELE HIBELGLRY, REHEN1~120EH
RIEAEHERDTILFIILEEZTRL, FIZIELEREITRLIZC,~CsT7ILFILE
DBIRIZMZ, n—=A~ATFIL, 1 —=AFIATUIL, 5—AFIAFIIL,
1, 1=DAFILRUFIL, 2, 2=DAFILRUFIL, 4, 4—DAFIL
RUFI, 1 =—IFIRUFIIL, 2—IFLRFIL, 1, 1, 3=k
FILTFIL, 1, 2, 2—=+rYAFILTFIL, 1, 3, 3—LUAFILITF
I, 2, 2, 3=RFUAFILTFI, 2, 3, 3—bFUAFILITFIL, 1—
JOELTFIL, 1, 1, 2, 2=TFT S AFILTOEIL, n—=F I FIL,
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[0019]

[0020]

[0021]

1—=AFIANTFIL, 3=AFILATFIL, 6 —AFILATFIL, 2—IF
IWAXDIL, B, B=UAFIAXUIL, 2, 4, 4—FJAFILRUFIL
CI=IFL—1—=AFIRUFIL, /2, 1=AFNLFIFIL, 2—4
FILATGFIL, B=AFILFIFIL, 7T—AFLFIFIL, 1 —IFILAT
FILE, 1, 1=DAFIATFIL, 6, 6 —TAFIATFIL, TV,
1= AFIL/ 2, 2=AFII/ Z)b, 6—=AFIL/ =)L, 1 —ITFILFY
FIL, 1=TAELATFIL, n—=/ =)L, n=TFTYIL, n—=T2T VI,
N—FTULEDREZEFICENTEDS, KRK1~1200FFLLTIL
FILEELTE, REH1~8., 1~6, XiF1~3DEHEXTHIEHKD
TILEILENZEF LN D,

Ca~CegiZ7A7ILEIIEEE, BICRELGWRY, REHHAI~8D
LHoaT7ILELEERL, Bl o0 TOEL, Yo TdFIL, AR
DFILRE I OANZUIIEDREZETFIIENTED, REHI~8DHF
FLWLWr/O7ILFILEE LTI, REH3~6, XlF4~602-0O7IL
FILENZEITFEND,

Cy~CgZ7A7IEIC ~CeT7ILTILELIE, HIIRBELGWRY.,
DOOTFILFILBARUTILEFILBONLEOERTHOIRFZHMNI~8D
OAF7LFIIIIEYEBRSINZRIEN1~6DT7ILFILEZTL, X
oo 7oELAFIL, 1= 7aELIFIL, 2= 070EL
IFII, 1= 7AELTREL, 2—29070ELTREL, 3—
o0 JOELTREI, PO TFILAFIL, POARVFILAFIL, ¥
DANFUIAFILEDEEZHIFEIENTES,

Ci~Ce/NATFILFILEELE, 1TEAUL, H#ELIE1~10E, LUK
FLLFT1~5BEONOSVEFICE > TEBRSNRFHN 1 ~6 DEH
RIFHEEROTILFIILEEZRL, FIZETILABDAFIL, 2004 F)L,
TOFAFIL, D)0ABAFIL, 280 AF)L, RYTILABAFIL,
fysOooiAF/L, 20QTTIAAOAF)L, TOFEDSTILAOAFIL, 2
—)LADIFI, 1—9B00IFI)I, 2—900IF/)L, 1—-TOFIF
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I, 2—=TOFEIFI, 2, 2—=CT7LFAOIFI, 1, 2—2H00TF
J, 2, 2—o4500IF), 2, 2, 2—r)Z)AFOITFIL, 2, 2,
2—tkyspoxTFIL, 1, 1, 2, 2=TFT+rZT7LFAOIFIL, RUET
AOIFI, 2—JOEF—2—-HO00TF)L, 2—4H0OO0—-1, 1, 2,
2—FT +Z7/0AO0IFII, 1—=HO0O0—-1, 2, 2, 2—FT+Z7/LA0O
IF), 1—=%BB70EL, 2—90070E/)L, 3—90RTJOEL,
2—JOoxEJOE)L, 3—JOEJAOEIL, 2—TJOF—1—AFILITFIL
. 3—3—F7JOEL, 2, 3—YyOnJOoElL, 2, 3—TJOEJO
/i, 3, 38, 3—+rYyziAOFOr)L, 3, 3, 3—rypOooJor
Jb, 3—JOE—-3, 3—C7)AO0TOEL, 3, 3—HOO—-3—7
LAnz7oeEl, 2, 2, 3, 3—FThrZT7NAFBTAEIL, 1—-TOE—
3, 3, 3—hrUZLAOTOENL, 2, 2, 3, 3, 3—R2AT/LAO
JOEIL, 2, 2, 2—RFYTALAO—1—KYTZILAOAFILIFIL, A
JaRolAnoFoEl, 1, 2, 2, 2—FrST7I0FO—-1—FrYTILF
OAFIJITFI, 2, 3—PHOO—1, 1, 2, 3, 3—RUATJ)LAO
JoE)l, 2—4900JF)I, 3—00TF/L, 4—H0O00TFI/L, 2—
sg00—1, 1=AFILIFI, 4—TJOFTFIL, 3—TOF—2—4
FILTAENL, 2—TOEFE—1, 1=UAFILIFIL, 2, 2= 00—
1, 1—=AFILIFIL, 2—900-1—900+AF)L—2—AFJLTF
e 4, 4, 4—bYZ)LABTFII, 3, 3, 3—kUT)LFAO—1—4
FILTAENL, 3, 8, 3—hkUTZiAO—2—-AF)LTOEL, 2, 3,
4— k)OO 7FIL, 2, 2, 2—k)HO0O0—1, 1=UAFILIFIL
. 4—900—4, 4—TJNFATFIL, 4, 4—2900—4—DJ)LF
OJFIL, 4—J0OF—4, 4—27)LFABTFIL, 2, 4—270F—4

4—DI)WLABDTFIL, 3, 4—2900-3, 4, 4—+yTJNLAOT
FIL, 8, 3—vA0O—4, 4, 4—+YTJLFOTFIL, 4—T0E—
3, 8, 4, 4—TFTb+ZT7/AQTFI, 4—TRE—-3—90O00—-3, 4

4—rYZLAOTFIL, 2, 2, 3, 3, 4, 4—~XHI)ILAFOTF
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[0022]

I, 2, 2, 3, 4, 4, A—~FHI)LAOTFIL, 2, 2, 2—Fr17T
WAOD—=1—AF)L—1—=FrYTLFBAFILIFIL, 3, 3, 3—+U7Z
JAro—2—rYyz)iAOAFILTOEL, 2, 2, 3, 3, 4, 4, 4—
ATaILAOTFIL, 2, 3, 3, 3—TFThrFT7LFO—2—KrYTILA
AAFILTOEN, 1, 1, 2, 2, 3, 3, 4, 4—FH B 7)A0TF
I, /FI0AaTFIL, 4—4H00-1, 1, 2, 2, 3, 3, 4, 4—
OB T)LAOTFIL, 5—T)LAORVF)L, 5—9O0ORUFI, 5
5—7)ILAaRVFIL, 5, 5=/ 0ORVF)IL, 5, 5, 5—FKUT
LAORUFIL, 6, 6, 6—hFUTILAOANFUILE, 5, 5, 6, 6
6—RUBITNAOANFVIEDELZETFLIIENTED,

Co~Ce7 L)L EF, FHIRELGWRY, REHEHN2~6DEH
RIFDEFHKOTIL = ILEEZRL, HIRIEEZ)L, 1 —-TARZL, 1Y
JORZJL, 2—=TARZJL, 1 =TT, 1 —AF)L—1—-TARZL
C2=TTIII, 1=AFI—2—-TORZJ, 3—TTIIL, 2—AFJ
—1—=7JORZIJL, 2—AF)—2—-TARZJL, 1, 3—TEALITI,
1—RUTZIIL, 1—IFIL—2—-—TORIJ, 2—RUTZ)L, 1—+F
W=1—=TFTZ)L, 3—RUTZI)L, 1=AF)—2—TFTZ)L, 4—RY
T, 1=AFIL—83—=TTZ)b, 3—AFIL—1—=-TTZ)L, 1, 2—
DAFII—2—=TARZIL, 1, 1=DAF)L—2—TARZIJL, 2—AF
W=—2—=TTFTZI, 3= AF)I—2—=—TFTZ)L, 1, 2=DAF)IL—1—-7
ARZJL, 2—AFIL—83—=—TFTZJL, 3—AFJIL—83—-TF7=)L, 1, 3
—RUBTDIZN, 1—EZ)—2-=TARZ), 1 —=—A~"FtZ), 1—-7
AEL—2—TORZIL, 2=~FEZ)L, 1=AFIL—1—-RUTZ),
1—IFIL—2—TTZ)b, 3—~"FEZJL, 4—~"FEZ)L, 5—~"FF
e 1 —=AFIL—4—RUTZI, 1—IFNL—83—-T7T=)L, 1— (A
YIFI) EZI, 1—IFIL—1—AF)—2—-7ORZ)L, 1—IF/
—2—AFI—2—TORZJIL, 1— (4VTREL) —2—-TARZ/L,
2—AFI—2—-RUTZI, 3=AFIL—83—RUTI, 4—AF)L—
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[0023]

[0024]

[0025]

3—=RUTZI, 1, 8=VDAFL—2—TFTZ)L, 1, 1=UAF)L—3
—TJTZI, B=AFI—4—RUTZL, 4—AFI)L—4—RUTZ),
1, 2=VAFIL—=—8—TFT=Z), 1, 3=VAFIL—8—TF7=)L, 1,
1, 2= bFUAFIL—2—=-TORZ)L, 1, B=AFHTIZ)I, 1—E=
W—=3—=TTZI, 2, 4—~"FHIIJEQEZEFLIILENTE S,
KRR 2~6DFFELVWTILTZILEELE LTE RFH2~40EHXEH
RO T ILT ZILENEIF 5N,

Co~Ce7IFoJLELE, HIIRELGVRY., RIRHEN2~6DEH
REAEFEROTILFZEZERL, HIAETFZIL, 1-TREZL, 2
—JOEZL, 1—TFZ)b, 1—AFIL—2—-—TOE=ZIL, 2—-TF=Z)L
3—TFZII, 1 —=RUFZI, 1-IFIL—2—-TOEZIL, 2—RY
FoIL, 3—RUFZIJL, 1—AF)L—2—TFZ)L, 4—RUFZ)L, 1
—AFII—=83=TFZIJb, 2—=AFIL—3=TFZ)b, 1 —=~FI)L, 1
— (n=7REI) —2—THEZL, 2—~"FPZ)b, 1 —IF)L—2—
TFIIL, 83=AFTDIL, 1—AFI—2—-RUFZ)b, 1—FF)IL—3
—RUFZJ, 4=AFI—1=RUFZJb, 3=AFIL—1-RUFZJ
CEBEAFVZNU 1T —IFIL—-3—TFZI, 1 —IFIL—1—AF)L—
2—7JOEZL, 1— (Y THEL) —2=TOE=ZIL, 1, 1=U4AF
W—2—=TFZ)b, 2, 2=DAFIL—3—TFIIFEDEFEFLIEN
TE5, REF2~6DIFFLVWTILXIZILEELTE, REH2~4DE
HXIEDRBEIRO T ILFZILELNEF SR B,

Ci~Ce7/LaxTELF, HICRELLGWVRY RFZHMN1~6DEEX
FRIEERDTILIXOEZRL, FIZIEARFS, TEFD, TAKREY
CAVTARXY ThXL RUFILFFI, AXVIILFXFLFEOEER
(FHIENTED, REH1~6DFFELLTILIFIELE LTI, REHK
1~4, XF1~3DEHEXFAEEHKOTZILIFVENFEFLNDS,

Ci~CeZILaAFLC~CTILFILELIE TILFLBARUTILOF
CEBADRIRROEREATIRFHEN 1 ~6DT7ILaAFVICKYBRESNE
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[0026]

[0027]

[0028]

[0029]

[0030]

[0031]

[0032]

RIEEN1~6DTILFILEZRL, BIZIEAEIAFIL, ThXIAF
W, AVTARXTIAFIL, RUFILFFIVAFIL, A RFOIFIL, Th
FUOIFLFOEEZZEFLIENTES,

Ci~CsZILaAFxLC~CeT7ILaAFILHEEIE, FILOAXZIERHEIELD
BERZHTH. REEN1~6DT7LAFVICEKYBERSNIZRFRHRI 1 ~
BDTIaAFIEERL, FIZIE, AFFIARFEY, TEFRIAREY,
2—ARXVIMFRY 2T XV MR OFQREEFEFLIIENTES

Cs~CegPO7ILFIC ~CeTILFILAFXIEELE, 202O7ILFIL
BARUTILEXILBIDELREDERTHIRFEMNI~8DL/O7ILFIL
[CRYUBBIN-RBZEN1~6D (FILFIL) —O—HZEZTRL, fIXEL
S2O7OELAFLFFRY, 90 TOELIFILFFY, O ORVFIL
AFINAFRVEQREEZEFLIIENTED, REFHI~8DIFFELLII YO
FILFIILEELTIE, REEI~6D7OF7ILFILENETFLND,

DT/ Ci~Ce7IIaXTEEE, PILAXIEAIREDEREET S
UT/RICEVBBRINERFZHNA 1 ~6DTIILaFOEERL, AIZE
2—SF/IhERD, 37/ TORXLVEDRERFIIEMNTED,

Co~Cel7O7ILFILAFIEEE, HIBELGEWRY, 0071
FILEINLEDERTHAIRREMNI~8D (/A7 ILFIL) —O0—&
Zarl, flzEson7oELAxD, o0 TdFLAFD, oaRVTF
WAFRD, 0ONZ VTR OEQREZETHIIENTE D,

Co~Ce 7oA XIELF, BICRELGEWVRY., 7iL7 =LA
MEEEDERTHORFEMN2~6D (FIL4r=)L) —O—HZRL., #lz
(EF2—TORZJAFVEOREZEIFHIENTES,

Co~CoZILXoNAXIELEF, BICRELGWVRY., ZILXZILES
MEEEDERTHSRFEMN2~60D (FILFZ)L) —O—HZRL., Hlx
F2—TOEZLAFLEOREREIFHIENTES,

Ci~Ce7ILFILFAELIE, FILTILBAINLEDEKRTHOIRFRHN
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[0033]

[0034]

[0035]

[0036]

[0037]

[0038]

[0039]

1~60 (FILFIL) —S—HZTRL, HIZAEAFILFF, TFILFA, n
—JOELFA, AVTOELFAEDREZEFLIENTED,

Ci~Ce7ILFIRILT 4 ZIEEE, PILXLBADLEDERTHS
RIEEMA1~60D (FILFIIL) —SO—HZTL, HIZAFAFILAILT 4=
Wy TFILRLIT A=, n—=TAELRLT =)L, A VTOEILRILT
A ZILEDEEFREIFHENTES,

Ci~Ce7ILFIRILRIJEELIE, FILTILBAINLEDEKRTHAR
REMN1~6D (TILFIIL) —SO,—EHZRL, HIZREAFILRILKRZ
ITFINRILKZIL, n—=TAEILRILKRZIL, 41V TAELRILEZILED
BEBFBHIENTED,

Ci~CeZIFXINRNRZNNAFVELE, PILXTILESNLEDEKRT
HEIRFHEN1~6D (FILFIIL) SO,—O0—HEETRL, BIZEAFILRIL
RIWAFY, TFILALRZNAX S EDREZFLEIENTES,

T/ (Ci~Ce7IFI) TR/EELEF, TILTILBADNLEDEKRTH
BRFHM1I~6D (FILFIIL) —NH-—HEZEZRL, FIZEAFILT/,
IFILTI/EDEEEFEIENTES,

D (Ci~CsTILFI) TR/ EEE, FILXILEBINLEDEKRTH S
REHEMN1~60D (FILFIL) ,N—EZRL, fIZEDAFILT7E/, O
FILTE/, AFILIFILTE/, OTOELTE/, DPTFILTI/ED
BEBFBHIENTED,

T/ (Ci~C7ILFI) FE/ALRZILEEF, 7ILFILESHNLERE
DEKRTHIRZFEMN1~6D (FILFIIL) —NH—C (=0) —&EETRL

BIREAFILT I/ ANKRZIIL, TFILTE/ ALKRZIILEDEEETFS
ZEMNTED,

D (Ci~CsT7ILFI) T/ ANLRZIEELIE, TILFILEBIMNLERED
ERTHOIRREMN1~6D (FILFIL) ,N—C (=0) —E%ZRL., fHlZ
EDAFILTE/AIKRZIN, STFILT I/ AIKRZIL, AFILIFILT
S/ANRZIL, DTRELT S/ AR, DTFILTE/ AILKRZIL
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[0040]

[0041]

[0042]

[0043]

[0044]

[0045]

[0046]

EOREBITHIENTED,

Ci~CeZILAFLAIRIILEEE, FILFILBINLEDEKRTH D
REBEFMN1~60 (FILFIL) —O0C (=0) —EHHERL, HIRIEAFD
AIWERZIL, TEXFIALRZIIL, n—=TORFIVHILERZIL, 41V T0OR
FUANRZLNEOEZEFLIIENTED,

Ci~Ce7UILEEIT, BRI ~6DEBITHKBEIROIEHEAN LR
VEBENoFEEINSTUIEEZRL, BEEATILFILEDEHEICETIL
FILANLRZNLEENWS ZELTE, HIZERILIIL, TEFIL, TRESF
S, AVTREAZIL, TFYI, ENOSILEOREEZEFLIIENTE
%o

Ci~Ce7IFILANRINFFIEEL TILFILBINLEDERT
HOARFBEMN1~6D (FILFIL) —C (=0) O—&HZFRL, HIZIET7 L
S, JOEXZIAFL, 4V TOEA LA XL, ENnOqILE XD
EOREBITHIENTED,

Co~Ce7ITZIANRINAFVEEE, FILTZIILBINLEDE
RTHIRFHEMN2~6D (F7IL7=)L) —C (=0) —O0—&H%ERL, fi
ZIE 1 =TARZJAILRZNULAFD, 2—=TARZJLAILRZILET XD
1= TFTZIALRZIILAFY, 1 —AFI—1=TORZJLALKRIIL
TXLEDRFZRITHIENTES,

Co~Ce7IEDIANRINFFVEEE, FILFZIILBIVLEDE
KTHIARREMN2~6D (FILFZ)I) —C (=0) —O—HZERL. f
ZIE 1 =TAEZILAILRZNLAFD, 2—TOEZLAILRZILE XD
EOREBITHIENTED,

Ci~Ceg/\OFIFIFAEEEZ, NOFILFIILEBINELEEEOERTHS
REBEFEMN1~60 (NOTILFIL) —S—HZRL, FIZIE Do)L4D04%
FILFA, FUTLNABOAFILFAEDEZZFEENTED,

Ci~Ce/N\NATZILTILAILT 4 ZILEEE, NATILTILEBAINLEDE
KTHIRFRHMN1~60 (\AF7ILFIL) —SO—HHEFRL, flzErO
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[0047]

[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

AAFIAILT A ZIL, DTILABAFIILAIILIT 4 =)L, MY TILABAF
WAIWT A ZILFEDREEZEFLENTES,

Ci~Ce/N\NAOTIFIARILKRZIJILEEE, NBTILFILEBANLEDEKR
THIRRHEMN1~60 I\ATFILFIL) —SO,—&H#FERL, flxEsnno
AFILAIKRZIL, DTILAOAFILRILKRZIL, R TILABDAFILRIL
RILEDREZFDLIENTEDS,

T/ (Ci~Ce7ILFI) FE/ALRZILEEF, 7ILFILESHLERE
DEKRTHIRFFEMN1~60 (FILFIIL) NH—C (=0) —&H%ERL
BIZIEAFILTE/ AILRZIAURIEIFILVT S AILRZIILEDEEETFD
ZEMNTED,

D (Ci~CsT7ILFI) T/ ANLRZIEELIE, TILFILEBIMNLERED
BERTHS (FILFIL) ;N—C (=0) —EZRL, fIRAEXCAFILTZ/
AILRZIL, SITFIVFT I/ AIRZIL, AFILIFILT I/ AILKRZ
CTOELT I/ ARz, PTFILTE/ AILKRZLEOREEFLH
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{LEhES R! R® X? X3 x*
1-187 Et CF, CH CH CH
I-138 Ph CF, CH CH CH
I-139 Bn CF, CH CH CH
I-140 (4-OMe)Ph CF, CH CH CH
I-141 Me CF,Cl CH CH CH
I-142 Et CF,Cl CH CH CH
1-143 Ph CF,Cl CH CH CH
I-144 Bn CF,Cl CH CH CH
I-145 (4-OMe)Ph CF,Cl CH CH CH
I-146 Me OCH, CH CH CH
1-147 Et OCH, CH CH CH
1-148 Ph OCH, CH CH CH
1-149 Bn OCH, CH CH CH
I-150 (4-OMe)Ph OCH, CH CH CH
I-151 Me H CH CH CCH,
1-152 Et H CH CH CCH,4
I-153 Ph H CH CH CCH,
I-154 Bn H CH CH CCH;,
I-155 (4-OMe)Ph H CH CH CCH,
I-156 Me H CH CH CCl1
I-157 Et H CH CH CcCl
I-158 Ph H CH CH CCl
I-159 Bn H CH CH CCl
I-160 (4-OMe)Ph H CH CH CCl
I-161 Me H CH CH CF
I-162 Et H CH CH CF
1-163 Ph H CH CH CF
I-164 ~ Bn H CH CH CF
I-165 (4-OMe)Ph H CH CH CF
I-166 Me H CH CH CBr
I-167 Et H CH CH CBr
I-168 Ph H CH CH CBr
1-169 Bn H CH CH CBr
1-170 (4-OMe)Ph H CH CH CBr
1-171 Me Cl CH CH CCl




WO 2010/089993 48 PCT/JP2010/000607
[%=8]
tEoEs R' R’ X x® x*
1172 Et cl CH CH ccl
1173 Ph cl CH CH ccl
1-174 Bn c CH CH ccl
1-175 (4-OMe)Ph c CH CH ccl
1-176 Me F CH CH CF
1-177 Et F CH CH CF
1-178 Ph F CH CH CF
1-179 Bn F CH CH CF
1-180 (4-OMe)Ph F CH CH CF
I-181 Me F CF CF CF
1-182 Et F CF CF CF
1-183 Ph F CF CF CF
I-184 Bn F CF CF CF
I-185 (4-OMe)Ph F CF CF CF
0]
1186 Ly Me CH CH CH
0
1-187 > OCHj CH CH CH
0
1188 J@s H CH CH CCH,
0}
1189 J@ H CH CH ccl
0
1190 Je s H cH CH CF
0
1191 J@ s H CcH CH CBr
0
1-192 X, Me CH CH CH
0
1-193 /@[0] OCH, CH CH CH
0
I-194 ) H CH CH CCH;
0
1-195 ) H CH CH ccl
0
1-196 ) H CH CH CF
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[$9]

LEVES Rl0 R’ X* ). X*

1-197 /@[()j H CH CH CBr

1-198 @Me Me CH CH CH

1-199 @Me OCH, CH CH CH

1-200 iq_/ Me H CH CH CCH,

1-201 @-Me H CH CH cel

1-202 @M H CH CH CF

1-203 ) Me H CH CH CBr
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O O O Rl
oy
OH ™ ~x?2
Xfng\Rz
{L&HE R! R? X2 X3 x*
I1-1 H H N CH | CH
II-2 Me H N CH | CH
II-3 Et H N CH | CH
II-4 n-Pr H N CH | CH
II-5 i-Pr H N CH | CH
II-6 c-Pr H N CH | CH
I1-7 n-Bu H N CH | CH
II-8 i-Bu H N CH | CH
I1-9 t-Bu H N CH | CH
1I-10 c-Pen H N CH CH
II-11 CH,CH=CH, H N CH | CH
I1-12 CH,C=CH H N CH | CH
I1-13 CH,CF, H N CH | CH
I1-14 C,H,0CH, H N CH | CH
IT-15 C,H,0C,H, H N CH | CH
II-16 CH(Me)OEt H N CH CH
I1-17 CH,0CH,CF, H N CH | CH
I1-18 CH,SMe H N CH | CH
I1-19 CH,SEt H N CH | CH
I1-20 CH,SOMe H N CH | CH
I1-21 CH,SOEt H N CH | CH
I1-22 CH,SO,Me H N CH | CH
I1-23 CH,SO,Et H N CH | CH
I1-24 Bn H N CH | CH
I1-25 (2-F)Bn H N CH CH
I1-26 (3-F)Bn H N CH | CH
I1-27 (4-F)Bn H N CH CH
I1-28 (2-CDBn H N CH CH
11-29 (3-CDBn H N CH CH
I1-30 (4-C1)Bn H N CH CH
I1-31 (2-Me)Bn H N CH | CH
I1-32 (3-Me)Bn H N CH CH
II-33 (4-Me)Bn H N CH CH
I1-34 (2-CFy)Bn H N CH CH
II-35 (3-CF;)Bn H N CH CH
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{LEHES R! R? X2 X3 xX*
I1-36 (4-CFy)Bn H N CH | CH
I-37 (2-OMe)Bn H N CH | CH
II-38 (3-OMe)Bn H N CH | CH
I1-39 (4-OMe)Bn H N CH CH
I1-40 CH(Me)Ph H N CH | CH
I1-41 Ph H N CH | CH
I1-42 (2-F)Ph H N CH | CH
IT-43 (3-F)Ph H N CH | CH
I1-44 (4-F)Ph H N CH | CH
I1-45 (2-CHPh H N CH | CH
I1-46 (3-C)Ph H N CH | CH
I1-47 (4-C1)Ph H N CH | CH
I1-48 (2-Me)Ph H N CH | CH
I1-49 (3-Me)Ph H N CH | CH
I1-50 (4-Me)Ph H N CH | CH
I1-51 (2-CFy)Ph H N CH CH
II-52 (3-CFy)Ph H N CH | CH
II-53 (4-CFy)Ph H N CH | CH
II-54 (2-OMe)Ph H N CH | CH
II-55 (3-OMe)Ph H N CH | CH
1I-56 (4-OMe)Ph H N CH | CH
I1-57 (3-F-4-OMe)Ph H N CH | CH
II-58 (2,5-Me,)Ph H N CH | CH
II-59 (4-F-3-Me)Ph H N CH | CH
I1-60 —<N:‘) H N CH | CH
11-61 —(Q H N | CH { cH
11-62 —1 H N | CH | cH

Me
11-63 ——41:(‘; H N | cH | cH
mes | —<F o H N | cH | cH
Me
11-65 _@ H N | cH | cH
I1-66 % H N | CH | cH
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[F&12]
{L&mEs R! R2 X2 X3 x*
4/\\’Me
11-67 N,{q H N | CH | CH
Mé
CF;
11-68 ——(;\'IG H N | cH | cH
Mé
N. Me
I1-69 —«S] H N | CH | CH
N
II-70 —<’SIL H N CH | cH
Me
N-CF3
II-71 —<’N,{q H N CH | cH
Mé
I1-72 _CS H N | CH | CH
I1-73 —Csoz H N | cH | cH
7N\
-74 | -N_0 H N | cH | cH
11-75 _NCS H N | CH | cH
11-76 \? H N | cH | cH
-77 N4 H N | cH | cH
Cl
11-78 N4 H N | cH | cH
Me
I1-79 N7 H N CH CH
OMe
11-80 }q_/ F H N CH | cH
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[%&13]

LamES R R? x| x x*
II-81 @—Cl H N | cH | cH
1-82 N2 Me H N | CH | CH
wes | —{ )-CF H N | CH | cH
I1-84 ~ )-OMe H N | CH | CH

aYs
Me
11-85 /= H N | CH | cH
\
CF;
II-86 = H N | CH | cH
2
OMe
11-87 ) H N | cH | cH
N
II-88 \—-16 H N | cH | CH
11-89 \_1& a H N | CH | CH
11-90 \_16 Me H N | CH | cH
o1 | —{ )-CFs H N | cH | cH
I1-92 Qom H N | cH | cH
11-93 § N H N | CH | CH
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ILEMmEE R! R2 X2 X3 x*
I1-94 —<Ni> H N | CH | cH
Nt
N=
11-95 —%:/2 H N | cH | cH
CF,
Ne— OMe
11-96 %iqz H N CH CH
OMe
11-97 ‘% H N | cH | cH
11-98 Qg H N | CH | cH
O
O
11-99 Q - H N | ¢cH | cH
F
11-100 CHZ—@ H N | cE | cH
Me
11101 | CHy< 1 H N | CH | CH
o-N
Me
11-102 CHZ{:&/ H N | cE | cH
1I-103 NH, H N | ¢cH | cH
11104 NHMe H N | CH | CH
I1-105 OMe H N | CH | cH
1I-106 OEt H N | CH | cH
-107 CH,CH,OMe H N | CH | CH
11-108 H N CH | CH
1I-109 H N CH | CH
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[#15]
{LEHES R! R2 X2 X3 x*
Me
10 | —< g H N | CH | cH
N4
Me
~CF3
w1 | < H N | cH | cH
NS
Me
Me
I1-112 —<\S7r H N CH CH
N'N
s | —{ )Br H N | cH | cH
II-114 ‘@ H N CH CH
11-115 CH20H20@ H N | CH | CH
11-116 _QNoz H N | cH | cH
-117 @CN H N | CH | cH
11-118 on H N | CH | cH
0
II-119 CHzocHz‘Q H N CH | cH
11-120 CH,CN H N CH | cH
I1-121 Me Me N CH CH
I1-122 Et Me N CH | cH
II-123 Ph Me N CH | cH
11-124 Bn Me N CH CH
I1-125 (4-OMe)Ph Me N CH CH
II-126 Me i-Pr N CH | cH
11-127 Et i-Pr N CH | cH
I1-128 Ph i-Pr N CH | CH
11-129 Bn i-Pr N CH | CH
11-180 (4-OMe)Ph i-Pr N CH CH
I1-131 Me CHF, N CH | cH
II-132 Et CHF, N CH | CH
I1-133 Ph CHF, N CH | CH
II-134 Bn CHF, N CH | CH
I1-135 (4-OMe)Ph CHF, N CH | cH
11-136 Me CF, N CH | CH
I1-137 Et CF, N CH | CH
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[0151] [FK16]

{LEHES R! R® X2 x? x*
I1-138 Ph CF, N CH | CH
11-139 Bn CF, N CH | CH
I1-140 (4-OMe)Ph CF, N CH | CH
1I-141 Me CF,Cl N CH | CH
I1-142 Et CF,Cl N CH | CH
I1-143 Ph CF,Cl N CH | CH
I1-144 Bn CF,Cl N CH | CH
II-145 (4-OMe)Ph CF,Cl N CH | CH
1I-146 Me OCH, N CH | CH
11-147 Et OCH, N CH | CH
1I-148 Ph OCH, N CH | CH
11-149 Bn OCH,4 N CH | CH
II-150 (4-OMe)Ph OCH, N CH | CH
II-151 Me H N CH | CCH,
11-152 Et H N CH | CCH,
1I-153 Ph H N CH | CCH,4
1I-154 Bn H N CH | CCH,
II-155 (4-OMe)Ph H N CH | CCH,4
I1-156 Me H N CH | ccl
1I-157 Et H N CH | ccl
I1-158 Ph H N CH | ccl
11-159 Bn H N CH | ccl
II-160 (4-OMe)Ph H N CH | ccl
1I-161 Me H N CH | CF
11-162 Et H N CH | CF
I1-163 Ph H N CH | CF
II-164 Bn H N CH | CF
II-165 (4-OMe)Ph H N CH CF
11-166 Me H N CH | CBr
11-167 Et H N CH | CBr
11-168 Ph H N CH | CBr
11-169 Bn H N CH | CBr
II-170 (4-OMe)Ph H N CH | CBr
I-171 Qj’ Me N | CH | cH
11-172 ‘QO OCH; N | CH | CcH

0)
1-173 QO 9 H N | CH | CCH,
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LEmES R! R? X? X? X*
I1-174 Q} H N | CH | ccl
11-175 ‘QB H N | CH | CF
I1-176 Q} H N | CH | CBr
177 {%j Me N | cH | cH
I1-178 Q} OCH, N | cH | cH
1-179 _on H N | CH | CCH,
11-180 Qﬁ H N | CH | ca
11-181 ‘Qj H N | cH | cF
1I-182 Qﬁ H N | CH | CBr
183 | —{ ) Me N | cH | cH
184 | —§ ) OCH, N | cH | cH
185 | —§ ) H N | cH | cCH,
186 | —{ ) H N | cH | ca
187 | —{ ) H CH | CH | CF
I1-188 Was H CH | CH | CBr
11189 **’I;lMe Me N | cH | CH
11-190 —«lee OCH, N | CH | cH
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{LEHE’E R! R? X2 X3 x*
N.
1-191 —«SILM H N | CH | CCH,
e
N-
I1-192 ——«SILMe H N | CH | cal
N-
11-193 —«SjLMe H CH| CH | CF
N-
mio4 | L, H CH | CH | CBr
II-195 (4-Me)Ph Me N CH CH
I1-196 (4-Me)Ph OCH, N CH CH
I1-197 (4-Me)Ph H N CH | CCH,
I1-198 (4-Me)Ph H N CH | Ccl
11-199 (4-Me)Ph H CH | CH | CF
I1-200 (4-Me)Ph H CH | CH | CBr
11-201 CH,c-Pr H N CH | CH
11-202 CH,CH=CF, H N CH | CH
11-203 CH,C=CF H N CH | CH
Cl. Cl
11-204 H N CH | CH
cl
11-205 A o H N | ¢cH | cH
11-206 CH,NH, H N CH | CH
11-207 CH,NO, H N CH | CH
I1-208 CH,NHCH, H N CH | cH
11-209 CH,N(CHy), H N CH CH
11-210 CH,SCH,CF, H N CH | CH
II-211 CH,SOCH,CF, H N CH | CH
11-212 CH,S0,CH,CF,4 H N CH | CH
11-213 CH,0H H N CH | CH
11-214 CH,OBn H N CH | CH
11-215 C,H,0C,H,0CH, H N CH | CH
11-216 CH,Oc-Pr H N CH | CH
11-217 CH,OCH,c-Pr H N CH | CH
11-218 CH,OPh H N CH | CH
11-219 CH,SPh H N CH | CH
11-220 CH,SOPh H N CH | CH
11-221 CH,SO,Ph H N CH | CH
11-222 C,H,0C,H,SCH,4 H N CH | CH
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{LAHBE R' R? X2 X3 x*
Ti-223 | €,H,0C,H,SOCH, H N | CH | CH
II'224: C2H4OCzH4SOZCH3 H N CH CH
11-225 CH,OCH,CN H N | cH | cH
11-226 CH,CN H N | CH | CH
1-227 CH,OCOCH, H N | cH | cH
I1-228 CH,COCH; H N | CH | cH
11-229 CH(OCH,), H N | CH | cH
11-230 CH,CO,CH, H N | cH | cH
11-231 CH,CH=NOCH, H N | cH | cH
I-232 | CH,ON=CHCH, H N | cH | cH
I1-233 CH,CON(CH,), H N CH | CH
11-234 N(CH,), H N CH | CH
11-235 OCH; H N | cH | cH
11-236 M

ﬁg} e OH N | CH | CH
- - M N
11-237 ﬁ%} o 0, N | CH | cH
-9 o M
11-238 4@ ¢ CN N | CcH | cH
11-239 @Me o-Pr N | CcH | cH
11-240 ﬂMe CH,c-Pr N | cH | cH
11-241 i:/ Me CH,CH=CH, | N | CH | CcH
N.
11-242 —<’S]LM CH,C=CH N | CH | cH
e
N
11-243 —(’SELM CH,CH=CF, | N | CH | cH
e
N.
I1-244 —«S]L CH,C=CF N | cH | cH
Me
N cl
] 2
11-245 —<S:LMe ACI N | CH | cH
N.
] N cl
II-246 —<S1Me Ay N | CcH | cH
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b E S R! R? X2 X3 X*
N-
I1-247 — 1 Oc-Pr N | CH | CcH
5 Me
N-
I1-248 —«SILM OCH,c-Pr N | cH | cH
e
N-
11-249 —451 OCH,CH=CH, | N | CH | CH
Me
N
I1-250 = OCH,C=CH | N | CH | CcH
Me
N
11-251 — 1 OCHF, N | cH | cH
) Me
N.
11-252 — OCH,OMe N | cH | cH
Me
N
I1-253 — 1 OCOCH, N | cH | CH
Me
11-254 005 SCH, N CH | cH
I1-255 Q &3 SOCH, N CH | cH
11-256 Q&‘} S0,CH,4 N CH | CH
1-257 Q(}; SCF, N CH | CH
11-258 Q(j SOCF, N CH | CH
1-259 QJ SO,CF, N CH | cH
11-260 Q G‘} NH, N CH | cH
I1-261 ‘Q (5 NHCH, N CH | cH
I1-262 ‘Q 03 N(CH,), N CH | cH
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{bEBES R! R? X? X3 X*
11-263 ‘Qj NHCOCH, N | CH | CH
I1-264 ‘Qj CH,0H N | CH | CH
11-265 Qj CH,0Me N | CH | CH
11-266 Qﬁ CH,SMe N | CH | CH
I1-267 Q‘} CH,SOMe N | CH | CH
I1-268 Qﬁ CH,S0,Me N | CH | CH
I1-269 Q} CH,SCF, N | CH | CH
I1-270 Qj CH,SOCF, N | CH | CH
I1-271 Qj CH,SO0,CF, N | CH | CH
-272 Qj CH,CN N | CH | cH
1-273 {%3 CH,CH=NOCH;| N | CH | CH
1-274 Qj CO.H N | CH | CH
-275 Q} CO,Me N | CH | CH
11-276 ‘Qj CONH, N | CH | CH
-277 Q}‘} CONHMe N | CH | CH
I1-278 "% CONMe, N | CH | CH
11-279 Qj o N | cH | cH
I1-280 (4-NOyPh H N | CH | CH
I1-281 (4-CN)Ph H N | CH | CH
I1-282 | (4-CH,=CHCH,)Ph H N | CH| CH
11-283 (4-CH=CCHy»Ph H N CH | CH
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{LEmE s R! R? ). X3 x*
11-284 (4-c-Pr)Ph H N CH CH
11-285 (4-OCHF,)Ph H N CH CH
11-286 (4-SMe)Ph H N CH CH
11-287 (4-SOMe)Ph H N CH CH
11-288 (4-SO,Me)Ph H N CH CH
11-289 (4-SCF,)Ph H N CH CH
11-290 (4-SOCFyPh H N CH CH
I1-291 (4-S0,CF,)Ph H N CH CH
11-292 (4-CO,Me)Ph H N CH CH
11-293 (4-COMe)Ph H N CH CH
11-294 (4-CH,0OMe)Ph H N CH CH
11-295 (4-CH,c-Pr)Ph H N CH CH
11-296 (4-CH,CH=CF,)Ph H N CH CH
11-297 (4-CH,CH=CF)Ph H N CH CH

a gl
w298 | ()< H N | CH | CH
Cl C1
11-299 Ocﬂz H N CH | CH
1300 | —( )-0—<] H N | CH | CH
O
11-301 @ H N CH C
\_\ H
o2 | —{)0__ H N | cH | cH
11-303 W % Me H N | cH | cH
0
11-304 —{ )NH, H N CH CH
Me
1I-305 NH H N CH CH
O]
1306 | —( )-NEMe H N | CH | CH
307 | —{ )NMe, H N | cH | cH
11-308 —QCHzOH H N | CH | CH
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e &S R! R® X? ):§ x*
-309 | —( )-CHySMe H N | cH | cH
II-310 —Ocn,,som H N | cH | cH
II-311 —()-CHaSO,Me H N | cH | cH
11-312 —@—01{2501?3 H N | CH | cH
1-313 Ocnzsome H N | cH | cH
1814 | —{)-CHSOMe H N | cH | cH
315 | —{ )-CHyN H N | cH | cH
316 | —( )-OCH;0Me H N | cH | cH
11-317 —Q“OCHz()CFa H N CH CH
1318 | —{ )-OCHON H N | cH | cH
11-319 —@JN_OMB H N | cH | cH
11-320 —(_)~CcooH H N | cH | cH
I1-321 —(_)—CoNH, H N | cH | cH
11-322 —@comme H N | CH | cH
11-323 —@-CONMeZ H N | cH | cH
324 | — <7 H N | cH | cH
I1-325 *@0-1;0 H N | CH | CH
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[%&24]
LEHES R' R? x| x xX*
0 Me
11-326 ‘Cb}' H N | CH | CH
\_/ CFs
s Me
11-327 N 5§ N | CH | cH
e
I1-328 )= H N | CH | cH
I1-329 () / H N | cH | cH
11-330 )Xo, H N | cH | cH
11-331 —(_)-oN H N | cH | cH
11-332 7 H N | cH | cH
11-333 —~)-oHr< H N | cH | cH
F
- =\ ¥
11-334 @J H N | cH | cH
_ c g
11-335 (\Ni I H N | cH | cH
Cl
11-336 ) H N | CH | cH
N
/ |
11-337 ) o/_/ H N CH | CH
N
I1-338 9 d H N | CH | cH
11-339 /0 H N | CH | CH
I1-340 —QO—CHK} H N | CH | CH
11-341 —{,_)~OCEF; H N | CH | cH
T /-—OMe
I1-342 \/ 0 H N CH CH
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LEHES R! R? * | x* | x*
343 | -~ _)-0CH0CE, H N | cH | cH
I1-344 —( _)~OCHsCN H N | CH | cH

O
11-345 @3‘“" H N | cH | CH
II-346 N_/ SMe H N | cH | cH
I1-347 —( _)-some H N | CH | cH
11-348 —(_)-soaMe H N | cH | CH
11-349 —{)SCE, H N | cH | cH
11-350 ~_)-socr, H N | cH | cH
11-351 —{)500Fs H N | cH | cH
I1-352 iq—/ NH, H N | CH | CH
I1-353 ﬁ"/ NHMe H N | CH | cH
I1-354 ~(_ )N, H N | CH | CH
11-355 -@-NHﬁMe H N | CH | CH
11-356 ﬁ”/ < H N | CH | CH
11-357 ~< H N | CH | cH
11-358 —{D—«ZHz H N | CH | CH
11-359 —g%zﬂm H N | cH | cH
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{te&hEs R! R? x? X3 x*t
— NMez

11-360 — H N | CH | cH
N7 o
— Me

11-361 — = H N | cH | ¢cH
N7 o

11-362 Oy Me H N | cH | ¢cH

—Qs\N—o’

T1-363 @CH{O—M(& H N | cH | cH

11-364 ﬁ"/ CHzSMe H N | CH | CH

11-365 —%}cmsom H N | cg | cm

1I-366 —chizsozm H N | cH | cH

11-367 @—cmson H N | cH | cH

11-368 \_/ CH2S0CFs H N | CH | CH

11-369 @CHzSOzCFa H N | CH | CH

et | —{)-CHoN H N | cH | cm
o

-371 @0 H N | cH | cH

11-372 @ H N |C-0-C,H,0-C
o)

11-373 )L}O H N | cu | cH
0

1-374 /LLNﬁ H N | cH | ¢cH
_o

11-375 NHCO,CH, H N | cH | cH

11-376 NHCO,Bn H N | cH | cH

11-377 N(Me)CO,Bn H N CH CH

11-378 N(Et)CO,Bn H N CH CH

I1-379 N(Pr)CO,Bn H N CH CH

11-380 N(Me)CO;Me H N CH CH
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L& s R! R? )'Q X3 x*
I1-381 |N(Et)CO,Me H N CH CH
I1-382 |N(Pr)CO,Me H N CH CH
I1-383 |NHCO,Et H N CH | CH
I1-384 |N(Me)CO,Et H N CH CH
I1-385 |N(Et)CO.Et H N CH CH
I1-386¢ |N(Pr)CO,Et H N CH | CH
11-387 |NEt, H N CH | CH
11-388 |NPr, H N CH | CH
I1-389 |(2,3-F»)Ph H N CH CH
I1-390 |(2,4-F»)Ph H N CH | CH
I1-391 |(2,5-F»)Ph H N CH CH
I1-392 |(2,6-F,)Ph H N CH CH
I1-393 |(3,4-F,)Ph H N CH | CH
I1-394 {(8,5-F,)Ph H N CH CH
I1-395 |(2,3-Cly)Ph H N CH CH
I1-396 |(2,4-Cl,))Ph H N CH | CH
I1-397 |(2,5-Cl,)Ph H N CH | CH
I1-398 |(2,6-Cly)Ph H N CH CH
I11-399 |(3,4-Cl,)Ph H N CH CH
I1-400 |(8,5-Cl))Ph H N CH CH
I1-401 |(2-F, 3-OMe)Ph H N CH CH
II-402 |(2-Cl, 3-OMe)Ph H N CH CH
I1-403 |(2-Me, 3-OMe)Ph H N CH CH
I1-404 |(2-Cl, 4-Me)Ph H N CH CH
I1-405 |(2-Cl, 4-OMe)Ph H N CH CH
I1-406 |(2,3-(OMe),)Ph H N CH CH
I1-407 |(3-OMe, 4-F)Ph H N CH CH
I1-408 |(3-OMe, 4-C1)Ph H N CH CH
II-409 |(3-OMe, 4-Me)Ph H N CH CH
I1-410 |(8,4-(OMe),)Ph H N CH CH
II-411 |(3-OMe, 5-F)Ph H N CH | CH
I1-412 |((3-OMe, 5-C)Ph H N CH CH
I1-413 |(3-OMe, 5-Me)Ph H N CH CH
I1-414 |(3,5-(0OMe),)Ph H N CH | CH
I1-415 |(2-F, 4-Me)Ph H N CH CH
II-416 |(2-F, 4-OMe)Ph H N CH | CH
I1I-417 |(2-Cl, 4-OMe)Ph H N CH CH
I1-418 |(2-Me, 4-OMe)Ph H N CH CH
I1-419 |(2,4-(OMe),)Ph H N CH CH
I1-420 |(3-F, 4-Me)Ph H N CH CH
I1-421 |(3-F, 4-OMe)Ph H N CH CH
I1-422  [(3-Cl, 4-Me)Ph H N CH | CH
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{LEHES R! R? X2 x3 x*
11-423 |(3-Cl, 4-OMe)Ph H N CH CH
1-424 |(3-Me, 4-OMe)Ph H N CH | cH
II-425 |(2-F, 5-OMe)Ph H N CH CH
I1-426 |(2-Cl, 5-OMe)Ph H N CH | CH
11-427 |(2-Me, 5-OMe)Ph H N CH | CH
I1-428 |(2,5-(0OMe)y)Ph H N CH | CH
I1-429 |(3,4,5-(OMe)y)Ph H N CH CH
11-430 —N__ 80, H N CH | CH
T1-431 “N>_/S°2 H N | cH | cH

Mé
a3z | N0 H N | CH | CcH
Me
M43z | %S0 H N | cu | cH
Me¢e Me
I1-434 Me Et N CH | CH
I1-435 Et Et N CH | CH
11-436 Ph Et N CH | CH
I1-437 Bn Et N CH | CcH
11-438 (4-OMe)Ph Et N CH CH
11-439 ‘Qj Et N | cH | cH
0O
I1-440 Q 0) Et N CH | cH
II-441 ‘Qg CHF, N | CH | CH
IT-449 QO_(} CHF, N | cH | cH
11-443 Me CF,CF, N CH | CH
II-444 Et CF,CF, N CH | CH
I1-445 Ph CF,CF, N CH | cH
I1-446 Bn CF,CF, N CH | CH
11-447 (4-OMe)Ph CF,CF, N CH CH
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ILEHE= R! R? x2 X3 X*
11-448 Q\j CF,CF, N | cH | cH
0
TI-449 QO_O) CF,CF, N | cH | cH
I1-450 Me H N | CCH;| CH
II-451 Et H N | CCH;| CH
11-452 Ph H N |CCH;| cH
I1-453 Bn H N |CCH,| cH
11-454 (4-OMe)Ph H N |CCH;| CH
11-455 on’ H N | CcCH;| cH
11-456 ‘< }0_0) H N | CCH;| CcH
11-457 (3-F-4-Me)Ph H N CH CH
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[$=30]
O 0 O RL
oy
OH ™ ~x?
X! X:—;’J\Rz
L& HE S R R? X2 X3 x*
-1 H H CH | cH N
III-2 Me H CH | CH N
I11-3 Et H CH | CH N
I-4 n-Pr H CH | CH N
ITI-5 i-Pr H CH | CH N
II1-6 c-Pr H CH | CH N
Io-7 n-Bu H CH | CH N
II1-8 i-Bu H CH | CH N
III1-9 t-Bu H CH | CH N
I1I-10 c¢c-Pen H CH CH N
Ir-11 CH,CH=CH,, H CH | CH N
II1-12 CH,C=CH H CH | CH N
IT1-13 CH,CF; H CH | CH N
IT1-14 C,H,0CH, H CH | cH N
I-15 C,H,0C,H; H CH | cH N
IT1-16 CH(Me)OEt H CH | CH N
III-17 CH,OCH,CF, H CH | CH N
III-18 CH,SMe H CH | CH N
IT1-19 CH,SEt H CH | CH N
III-20 CH,SOMe H CH | CH N
II1-21 CH,SOEt H CH | CH N
III-22 CH,SO,Me H CH | CH N
I11-23 CH,SO,Et H CH | CH N
I1-24 Bn H CH | CH N
I11-25 (2-F)Bn 5 | CH | CH N
III-26 (3-FBn H CH | CH N
III-27 (4-F)Bn H CH | CH N
II1-28 (2-CD)Bn H CH | CH N
111-29 (3-C)Bn H CH | CH N
I11-30 (4-CDBn H CH | CH N
II1-31 (2-Me)Bn H CH | cH N
111-32 (3-Me)Bn H CH | CH N
II1-33 (4-Me)Bn H CH | CH N
III-34 (2-CF5)Bn H CH | CH N
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LB R! R® X2 X3 xX*
II1-35 (3-CFy)Bn H CH | CH N
IT1-36 (4-CFy)Bn H CH | CH N
II1-37 (2-OMe)Bn H CH | CH N
I11-38 (3-OMe)Bn H CH | CH N
111-39 (4-OMe)Bn H CH | cH N
111-40 CH(Me)Ph H CH | CH N
II1-41 Ph H CH | CH N
TI1-42 (2-F)Ph H CH | CH N
I11-43 (3-F)Ph H CH | CH N
111-44 (4-F)Ph H CH | CH N
I11-45 (2-CDPh H CH | CH N
111-46 (3-C)Ph H CH | CH N
T1-47 (4-CDPh H CH | CH N
I11-48 (2-Me)Ph H CH | CH N
II1-49 (3-Me)Ph H CH | CH N
1-50 (4-Me)Ph H CH | CH N
II-51 (2-CF,)Ph H CH | CH N
III-52 (3-CF,)Ph H CH | CH N
I1-53 (4-CF2)Ph H CH | CH N
I-54 (2-OMe)Ph H CH | CH N
I11-55 (3-OMe)Ph H CH | CH N
I11-56 (4-OMe)Ph H CH | CH N
I1-57 (3-F-4-OMe)Ph H CH | CH N
I11-58 (3-F-4-Me)Ph H CH | CH N
I11-59 (4-F-3-Me)Ph H CH | CH N
TI1-60 —(L:IO H | CH| CH| N
I-61 @ H CH | CH| N
m-e2 | —CJ H |CH|CH| N
mes | < Me H |CH|cH| N
111-64 _(I:g s H CH|CH| N
TII-65 _(;gM H |cH|CcH| N
T11-66 K H | CH|CH| N




WO 2010/089993

[0167] [F32]

[0168]

72
L hE S R! R? X2 X3 x*
Me
T-67 ad H |CH|cH| N
M
CFs
y
II1-68 ﬂ H |CcH|CH| N
M
Me
69 | — 1 H |cH|co| N
S
N
mero | <L H |CH|CH| N
m-71 | TN H |CH|CH| N
Mé
I11-72 —Cs H |cH| cH| N
II-73 @soz 0 CH | CH| N
111-74 -NCO H CH | CH N
m-75 | -N_s CH | CH | N
111-76 v I |cH|cH| N
I-77 N /c1 H CH|CH| N
II1-78 N< H CH | CH N
Me
TM1-79 \l H |CcH|CcH| N
OMe
TIT-80 Wi H |cH|CcH| N
mr-s1 | ) H |CH|cH| N
TII-82 —@Me H |cH|cH| N
m-s3 | —{ )-om H | CH|CH| N
mss |~ )-ome H | CH|CH| N
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ILEMES R! R? X2 X3 x*
Me
I11-85 ) H |cH| CH| N
N
CF;
I11-86 o H |CcH| CH| N
N
OMe
II1-87 <) H CH | CH N
N
I11-88 @ H |cH|CcH| N
I11-89 —Q@ H |CH|CcH| N
TIT-90 Walt H |CH|cH| N
91 | —{_ -y H |CH|CH| N
T11-92 QOMe H | CH|CH| N
m-93 | < N H |CH|CH| N
TI1-94 —<N3 H |cH|cH| N
N/
_(N_
II1-95 i\T:/? H |CH|CH| N
CF;
N OMe
I11-96 —%2 H CH | CH N
OMe
I1-97 ‘% H |cH|cH| N
I11-98 ‘Qﬁ) H [CH|CH| N
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{LE&%hE = R! R2 .G X3 x*
Q o
T11-99 F H CH | CH| N
O
F
TI1-100 CHZ@ H [CH|CH| N
Me
I-101 CHz—{)}g H |cH|ca| N
Me
II1-102 CHZ{)I H CH | CH| N
II1-103 |NH, H CH | CH| N
I11-104 |NHMe H CH | CH| N
1I-105 |OMe H CH | CH| N
II1-106 |OEt H CH | CH | N
I1-107 |CH,CH,OMe H CH | CH| N
111-108 H CH | CH N
I11-109 H |cH|CH| N
Me
I-110 |~ H |CH|CH| N
\Me
i | <0 H [ CH|CH| N
Me
m-112 | 8y H |CH|CH| N
N—N
m-113 |~ ) H |CH|CH| N
III-114 @ H |cH|cu| N
IM-115 | CH,CH,0 I/q b H CH | CH| N
II-116 {I}NOZ H |cH|cu| N
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[%35]

L& S R! R? X2 X2 X*
I1-117 @CN H CH | CH| N
I11-118 {{} H |CH|CH| N
1119 CHzOCHz@ H |cH|ca| N
II1-120 CH,CN H CH | CH N
II1-121 Me Me CH CH N
1-122 Et Me CH | CH N
II1-123 Ph Me CH | CH N
II-124 Bn Me CH | CH N
II-125 (4-OMe)Ph Me CH | CH N
T11-126 Me Et CH | CH N
TII-127 Et Et CH | CH N
I11-128 Ph Et CH | CH N
TI1-129 Bn Et CH | CH N
IT1-130 (4-OMe)Ph Et CH | CH N
II-131 Me i-Pr | CH | CH N
IT1-132 Et iPr | CH | CH N
TI1-133 Ph i-Pr | CH | CH N
IT1-134 Bn i-Pr | CH | CH N
ITT-135 (4-OMe)Ph i-Pr | CH | CH N
111136 Me CF, | CH | CH N
I-137 Et CF; | CH | CH N
IT1-138 Ph CF, | CH | CH N
TI1-139 Bn CF;, | CH | CH N
IIT-140 (4-OMe)Ph CF; | CH | CH N
II1-141 Me CF,Cl1| CH | CH N
I1-142 Et CF,Cl| CH | CH N
II1-143 Ph CF,Cl| CH | CH N
IT1-144 Bn CF,Cl| CH | CH N
II1-145 (4-OMe)Ph CF,Cl| CH | CH N
IT1-146 Me OCH; | CH | CH N
IMI-147 Et OCH; | CH | CH N
ITT-148 Ph OCH; | CH | CH N
II1-149 Bn OCH; | CH | CH N
ITI-150 (4-OMe)Ph OCH; | CH | CH N
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(0] O (¢ /R 1
I N
OH ™Y, >x?
xﬁxgi\Rz

{LEHES R! R® X? X3 x*
V-1 H H N N CH
Iv-2 Me H N N CH
Iv-3 Et H N N CH
V-4 n-Pr H N N CH
V-5 i-Pr H N N CH
IV-6 cPr H N N CH
Iv-7 n-Bu H N N CH
IvV-8 i-Bu H N N CH
1v-9 t-Bu H N N CH
1vV-10 c-Pen H N N CH
Iv-11 CH,CH=CH, H N N CH
IvV-12 CH,C=CH H N N CH
Iv-13 CH,CF, H N N CH
IvV-14 C,H,0CH, H N N CH
IV-15 C,H,0C,H; H N N CH
IvV-16 CH(Me)OEL H N N CH
IvV-17 CH,OCH,CF, H N N CH
Iv-18 CH,SMe H N N CH
Iv-19 CH,SEt H N N CH
Iv-20 CH,SOMe H N N CH
Iv-21 CH,SOEt H N N CH
IV-22 CH,SO;Me H N N CH
IV-23 CH,SO,Et H N N CH
IV-24 Bn H N N CH
IV-25 (2-F)Bn H N N CH
IV-26 (3-F)Bn H N N CH
Iv-27 (4-F)Bn H N N CH
1v-28 (2-CDBn H N N CH
v-29 (3-CDBn H N N CH
Iv-30 (4-CDBn H N N CH
Iv-31 (2-Me)Bn H N N CH
IV-32 (3-Me)Bn H N N CH
IV-33 (4-Me)Bn H N N CH
IV-34 (2-CF»)Bn H N N CH
IV-35 (3-CFyBn H N N CH
IV-36 (4-CF,)Bn H N N CH
Iv-37 (2-OMe)Bn H N N CH
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{t&mES R! R2 X2 X3 x*
IV-38 (3-OMe)Bn H N N CH
IV-39 (4-OMe)Bn H N N CH
IV-40 CH(Me)Ph H N N CH
IV-41 Ph H N N CH
IV-42 (2-F)Ph H N N CH
IV-43 (3-F)Ph H N N CH
IV-44 (4-F)Ph H N N CH
IV-45 (2-CDPh H N N CH
IV-46 (3-CDPh H N N CH
1V-47 (4-CDHPh H N N CH
IV-48 (2-Me)Ph H N N CH
IV-49 (3-Me)Ph H N N CH
IV-50 (4-Me)Ph H N N CH
IV-51 (2-CFyPh H N N CH
IV-52 (8-CF»Ph H N N CH
IV-53 (4-CF,)Ph H N N CH
IV-54 (2-OMe)Ph H N N CH
IV-55 (3-OMe)Ph H N N CH
IV-56 (4-OMe)Ph H N N CH
IV-57 (3-F-4-OMe)Ph H N N CH
IV-58 (3-F-4-Me)Ph H N N CH
IV-59 (4-F-3-Me)Ph H N N CH
IV-60 _@ H N N | CH
IV-61 —@ H N N | cH
w62 | <3 H N N | cum

Me
v-63 | H N | N | cH
CF.
ves | —CT ? H N N | cH
N-
Me
IV-65 —q H N N CH
N-
IV-66 C & H N N | cH
S’
Me
IV-67 —{q\'{r H N N CH
Mé
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tEBES R! R? X? ). § X*
_/\rCF3
TV-68 N H N | N | cH
Mé
N-_Me
IV-69 2 H N N CH
—J
N
w70 | — I H N | N | cH
57 Me
N\I/CF3
IV-71 — N H N N CH

N

Mé
IV-72 _CS H N N | CH
V-73 _<jso2 H N | N | cH

—~N o
IV-74 - H N N CH
w75 | N S H N N | cH
7/
IV-76 N’ H N N CH
IV-77 N4 H N N CH
Cl
IV-78 N4 H N N CH
Me
¢ )
IV-79 N H N N CH
OMe
IV-80 ﬁ_/ F H N N | cH
IV-81 ﬁ_/ cl H N N | cH
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tAHES R! R? X? X3 xX*
IV-82 W H N N | cH
IV-83 @-01?3 H N N | cH
V-84 | —( )-oMe H N | N | CH

Me
V-85 o H N N | CH
CF3
IV-86 @ H N N | CH
N
OMe
IV-87 = H N N | CH
w
ves | (2 H N | N | cH
IV-89 \_ﬁ cl H N N CH
IV-90 \} Me H N N CH
V-1 | —J)-ors H N | N | cH
v-92 | —( )-OMe H N | N | cH
V93 | —( N H N | N | cH
IV-94 —<Nj H N N | cH
W
N=
IV-95 —<iqj\/> H N | N | cu
CF3
OMe
N=
v-96 | — ) H N N | cH
OMe
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{LEHES R! R? X2 X3 X*
IV-97 ‘C@ H N N CH
IV-98 Q bt H N | N | CH

O
O
IV-99 Q F H N N CH
F
IV-100 CHz"(O\/l H N N | cHm
Me
Iv-101 | cH,< I H N N CH
oN
Me
IV-102 CHg—g H N N CH
IV-103 |NH, H N N CH
IV-104 |NHMe H N N CH
IV-105 |OMe H N N CH
IV-106 |OEt H N N CH
IV-108 ' H N N CH
IV-109 H N N CH
Me
w-ito | < H | N | N | cH
Me
CFj
v | —< % H N | N | cH
N \Me
Me
w112 | - H N | N | cH
N’N
IV-113 N7 Br H N N CH
IV-114 Q/O, H N N CH
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[FK41]

EHES R! R? X2 X3 x*
Iv-115 | CHCHO @ H N N CH
IV-116 @N"z H N | N | CH
IV-117 _{T} CN H | N | N | cH
V-118 Q_‘} H N | N | cm
IV-119 CHzocHz—é H N N CH
IV-120 CH,CN H N N CH
Iv-121 Me Me N N CH
Iv-122 Et Me N N CH
IV-123 Ph Me N N CH
IV-124 Bn Me N N CH
IV-125 (4-OMe)Ph Me N N CH
IV-126 Me Et N N CH
IV-127 Et Et N N CH
IV-128 Ph Et N N CH
IV-129 Bn Et N N CH
IV-130 (4-OMe)Ph Et N N CH
IV-131 Me i-Pr N N CH
IV-132 Et i-Pr N N CH
Iv-133 Ph i-Pr N N CH
IV-134 Bn i-Pr N N CH
IV-135 (4-OMe)Ph i-Pr N N CH
IV-136 Me CF, N N CH
IV-137 Et CF, N N CH
IV-138 Ph CF, N N CH
IV-139 Bn CF, N N CH
1V-140 (4-OMe)Ph CF,q N N CH
Iv-141 Me CF.Cl| N N CH
IV-142 Et CF,Cl| N N CH
IV-143 Ph CFCl | N N CH
IV-144 Bn CFCl| N N CH
IV-145 (4-OMe)Ph CF,Cl N N CH
IV-146 Me OCH; | N N CH
IV-147 Et OCH, | N N CH
IV-148 Ph OCH, | N N CH
IV-149 Bn OCH; | N N CH
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{tEHBS R! R® X2 ). x*
IV-150 (4-OMe)Ph OCH, N N CH
IV-151 Me H N N | CCH,
IV-152 Et H N N | CCH,
IV-153 Ph H N N | CCH,
IV-154 Bn H N N | CCH,
IV-155 (4-OMe)Ph H N N | CCH,
IV-156 Me H N N CCl
IV-157 Et H N N CCl
IV-158 Ph H N N CCl
IV-159 Bn H N N CCl
IV-160 (4-OMe)Ph H N N CCl1
IV-161 Me H N N CF
IV-162 Et H N N CF
IV-163 Ph H N N CF
IV-164 Bn H N N CF
IV-165 (4-OMe)Ph H N N CF
IV-166 Me H N N CBr
IV-167 Et H N N CBr
IV-168 Ph H N | N CBr
IV-169 Bn H N N CBr
IV-170 (4-OMe)Ph H N N CBr
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[F43]
O O o Rl
Y
H l‘\x2
X{x*"’l\nz
LEHES R' R? X2 X3 xX*
V-1 H H N CH CH
V-2 Me H N CH | CH
V-3 Et H N CH CH
V-4 n-Pr H N CH CH
V-5 i-Pr H N CH | CH
V-6 cPr H N CH CH
V-7 n-Bu H N CH CH
V-8 i-Bu H N CH | CH
V-9 t-Bu H N CH | CH
V-10 ¢ Pen H N CH CH
V-11 CH,CH=CH, H N CH | CH
V-12 CH,C=CH H N CH | CH
V-13 CH,CF, H N CH | CH
V-14 C,H,OCH, H N CH | CH
V-15 C,H,0C,H, H N CH CH
V-16 CH(Me)OEt H N CH CH
V-17 CH,OCH,CF, H N CH CH
V-18 CH,SMe H N CH CH
V-19 CH,SEt H N CH CH
V-20 CH,SOMe H N CH CH
V-21 CH,SOEt H N CH CH
V-22 CH,SO,Me H N CH CH
V-23 CH,SO,FEt H N CH | CH
V-24 Bn H N CH | CH
V-25 (2-F)Bn H N CH CH
V-26 (3-F)Bn H N CH | CH
V-27 (4-F)Bn H N CH | CH
V-28 (2-C)Bn H N CH | CH
V-29 (3-CDBn H N CH CH
V-30 (4-CDBn H N CH CH
V-31 (2-Me)Bn H N CH CcH
V-32 (3-Me)Bn H N CH CH
V-33 (4-Me)Bn H N CH CH
V-34 (2-CF,)Bn H N CH CH
V-35 (3-CFyBn H N CH CH
V-36 (4-CFyBn H N CH | CH
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{tEHES R! R® X2 ).§ x*
V-37 (2-OMe)Bn H N CH CH
V-38 (3-OMe)Bn H N CH | CH
V-39 (4-OMe)Bn H N CH CH
V-40 CH(Me)Ph H N CH | CH
V-41 Ph H N CH | CH
V-42 (2-F)Ph H N CH | CH
V-43 (3-F)Ph H N CH CH
V-44 (4-F)Ph H N CH | CH
V-45 (2-CDPh H N CH | CH
V-46 (3-CDPh H N CH | CH
V-47 (4-CDPh H N CH | CH
V-48 (2-Me)Ph H N CH CH
V-49 (3-Me)Ph H N CH CH
V-50 (4-Me)Ph H N CH | CH
V-51 (2-CFyPh H N CH | CH
V-52 (3-CFyPh H N CH | CH
V-53 (4-CF,)Ph H N CH | CH
V-54 (2-OMe)Ph H N CH | CH
V-55 (3-OMe)Ph H N CH CH
V-56 (4-OMe)Ph H N CH | CH
V-57 (3-F-4-OMe)Ph H N CH | CH
V-58 (2,5-Me,)Ph H N CH CH
V-59 (4-F-3-Me)Ph H N CH CH
V-60 ~(\Njo H N | ¢cH | CH
V-61 ‘(S\J H N | CH | cH
vez | —C} H N | cH | cH

Me
V-63 —g H N | cH | cH
V-64 __(;g ©¥s H N | CH | cH
Me
V-65 —(;Sf H N CH | CH
V-66 —(/S\'llI H N | CH | cH
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{tEHE R' R? X2 X3 x*
Me
4
V-67 _(N\'{: H N CH | CH
Mé
CF;
74
V-68 —(N\Il\g H N CH | CH
Mé
N Me
V-69 a0 H N CH | cH
_<Sj’
N
V-70 — | H N CH CH
S Me
N-_-CF3
V-71 —<’N?q/ H N | CH | CH
Mé
V-72 {s H N | cH | cH
V-73 _Csoz H N | cH | cH
V-74 N o H N CH | CH
_/
/N
V-75 -N_ 8 H N CH | CH
V-76 N7 H N CH | CH
V-77 }q / H N CH CH
Cl
V-78 N H N | CH | CH
Me
V-79 N, H N CH | cH
OMe
V-80 iq ) F H N CH CH




WO 2010/089993

[0182]

[5R46]

86

PCT/JP2010/000607

{t&mEs R! R? X2 X3 X*
V-81 N7 C H N CH CH
V-82 N7 Me H N CH | CH
V-83 ‘(N}CFs H N | CH | CH
V-84 QOME H N | ca | cH

Me
V-85 < p H N CH | CH
N
CFs
V-86 & ) H N CH | CcH
N
OMe
V-87 [~ H N CH | CH
N Y/,
V-88 \_ﬁ H N | cH | cH
V-89 {N/\fCl H N CH | CH
V-90 . Me H N CH | CH
V-91 \_ﬁ CFy H N | cH | cH
V-92 'QOMe H N CH | CH
V-93 N AN H N CH CH
N=
V-94 —<ﬁ> H N CH CH




WO 2010/089993

[0183]

[R47]

87

PCT/JP2010/000607

{tEHES R R* ).§ X3 x*
N=
V-95 —*iq;) H N | cH | cH
CF;
OMe
N=
V-96 _<i\r / H N CH CH
OMe
V-97 ‘% H N CH | CH
V-98 Q ‘3 H N CH | CH
O
{ %o
V-99 F H N CH | CH
F
V-100 CHz-(Oj H N | cu | cm
Me
v-101 | cH< I H N | cH | cH
o-N
Me
V-102 cnz{::bg H N CH | cH
V-103 |NH, H N CH | cH
V-104 |NHMe H N CH | CH
V-105 |OMe H N CH | CH
V-106 |OEt H N CH | CH
V-107 |CH,CH,OMe H N CH | CH
V-108 H | N | CH | cH
V-109 H N CH CH
Me
vio | <% H | N | cH | cH
N \Me
CFs
v |~ H | N | cH | cH
\Me




WO 2010/089993 88
[348]
ba % R! R® X2 X3 x*
8._Me
V-112 el § H N CH | cH
N
. "B
v-113 4@* r H | N | cH | cH
V-114 ‘C%‘/? H N CH | CH
CH,CH,0— Y
V-115 22 = H N CH CH
7 Y-NO
V-116 N— H N CH | CH
V-117 —ﬁi}%CN H N | cE | cH
V-118 Q()} H N | cH | cH
0
V-119 CHZOCHZ‘Q N | CH | CH
V-120 CH,CN H N CH | CH
V-121 Me Me N CH CH
V-122 Et Me N CH | CH
V-123 Ph Me N CH | CH
V-124 Bn Me N CH | CH
V-125 (4-OMe)Ph Me N CH | CH
V-126 Me Et N CH | cH
V-127 Et Et N CH | CH
V-128 Ph Et N CH | CH
V-129 Bn Et N CH | CH
V-130 (4-OMe)Ph Et N CH CH
V-131 Me i-Pr N CH | CH
V-132 Et i-Pr N CH | CH
V-133 Ph i-Pr N CH | CH
V-134 Bn i-Pr N CH CH
V-135 (4-OMe)Ph i-Pr N CH | CH
V-136 Me CF, N CH | cH
V-137 Et CF, N CH | cH
V-138 Ph CF, N CH | cH
V-139 Bn CF, N CH | cH
V-140 (4-OMe)Ph CF, N CH | cH
V-141 Me CF,Cl| N CH | cH
V-142 Et CFCl| N CH | cH
V-143 Ph CF,Cl| N CH | cH

[0184]

PCT/JP2010/000607



WO 2010/089993 89
[F49]

ILEHBE R! R? 'S x? X*
V-144 Bn CF,Cl| N CH | CH
V-145 (4-OMe)Ph CF,Cl| N CH | CH
V-146 Me OCH;, N CH | CH
V-147 Et OCH;, N CH | CH
V-148 Ph OCH, N CH | CH
V-149 Bn OCH, N CH | CH
V-150 (4-OMe)Ph OCH, N CH CH
V-151 Me H N CH | CCH,4
V-152 Et H N CH | CCH,4
V-153 Ph H N CH | CCH,
V-154 Bn H N CH | CCH,
V-155 (4-OMe)Ph H N CH | CCH,
V-156 Me H N CH | ccl
V-157 Et H N CH | ccl
V-158 Ph H N CH | ca
V-159 Bn H N CH | cal
V-160 (4-OMe)Ph H N CH | ccl
V-161 Me H N CH CF
V-162 Et H N CH CF
V-163 Ph H N CH CF
V-164 Bn H N CH CF
V-165 (4-OMe)Ph H N CH CF
V-166 Me H N CH CBr
V-167 Et H N CH | CBr
V-168 Ph H N CH | CBr
V-169 Bn H N CH | CBr
V-170 (4-OMe)Ph H N CH | CBr
V-171 Me H N N CH
V-172 Et H N N CH
V-173 Ph H N N CH
V-174 Bn H N N CH
V-175 (4-OMe)Ph H N N CH
V-176 Me H CH | CH | CH
V-177 Et H CH | CH | CH
V-178 Ph H CH | CH | CH
V-179 Bn H CH | CH | CH
V-180 (4-OMe)Ph H CH | CH | CH
V-181 Me H N N CH
V-182 Et H N N CH
V-183 Ph H N N CH
V-184 Bn H N N CH

[0185]

PCT/JP2010/000607



WO 2010/089993

[£R50]

90

PCT/JP2010/000607

{LEHhES R! R? X2 ). & X*
V-185 (4-OMe)Ph H N | CH | cH
V-186 Me H CH | cH | N
V-187 Et H CH | cH | N
V-188 Ph H CH | cH| N
V-189 Bn H CH | cH| N
V-190 (4-OMe)Ph H CH | cH| N
V-191 ‘Qg H N CH | CCH,

O
V-192 QO 9 H N | CH | cCl
V-193 Qo‘j) H N | CH | CF
V-194 j’ H N CH | CBr
O
V-195 Q 5 H N | cH |ccH,
0O
V-196 Q j H N | cu | ca
0
0)
V-197 Q b H N | cH | CF
O
V-198 Q _0) H N | cH | CBr
0
V-199 —@Me H N | CH | CcH,
V-200 —QMe H N | cH | ca
V-201 @Me H CH | cH | cF
V-202 i:/ Me H CH | CH | CBr




WO 2010/089993

[0186] [Z&51]

[0187]

91

PCT/JP2010/000607

Rl
Al N
Az I
\A3 OH ‘\XZ
4
=
ILEE R Al A? A? xX*| x*
VI-1 ‘Qg C(CHy,| CO |C(CHy,|CH| CH
O
VI-2 ‘Q)O C(CHy,| CO |C(CHyp,| N | CH
0)
VI-3 Q‘g C(CHy,| CO |C(CHy,|CH| ccl
O
VI-4 ‘Qg C(CHy,| CO |C(CHy,|CH| CF
O
VI-5 Qg C(CHy,| CO |C(CHy,| CH |CCH3
O
VI-6 ‘Qg CHCH; | CH, CH, |CH| CcH
VI-7 Qg CH, |CHCHs| CH, |CH| CH
VI-8 ‘Qg CHCH, | CHCH,| CHCH; | CH| CH
O
VI-9 Qj’ CHCH,| CH, | CH, | N | CH
VI-10 “Qg CH, |CHCH,| CH, | N | CH




WO 2010/089993

[0188]

[£52]

92

PCT/JP2010/000607

LEHES R! Al A? A | x| x

VI-11 —Qg CHCH; | CHCH3| CHCH; | N | CH
O
O

VI-13 ‘Qg CH, |C(CHy,| CH, |CH| CH
O

VI-14 "Q‘j) CHCHy | CH, |[C(CHy,|CH| CH
()

VI-15 Qj) C(CHy,| CH2 CH, | N | CH
O

VI-16 Qj’ CH; |C(CHy,| CH, | N | CH
O

VI-17 Qg CHCH; | CH, |C(CHy,| N | CH
0]

VI-18 ‘Qg CHCH, | CH, |CHCHy|CH| CH

VI-19 Qg CHCH, |CHCH;| CH, |CH| CH
O

VI-20 Qg CHCH; | CH, |CHCH;| N | CH
O
o

VI-21 Q o) C(CHy,| CO |C(CHy;|CH| CH
0

VI-22 Q ) C(CHy,| CO |C(CHy,| N | CH
o

VI-23 Q o) C(CHy,| CO |C(CHy,|CH| CCl




WO 2010/089993

[£R53]

93

PCT/JP2010/000607

{tEmEE R! Al A? Al x? | xt

VI-24 Q()} C(CHY,| CO |C(CHy,|CH| CF

VI-25 on C(CHy,| co |cC(cHY,| cH |ccHs

VI-26 on CHCH,| CH, | CH, |cH| cH

VI-27 Q()} CH, |CHCH3| CH, |cH| cH

VI-28 Q} CHCH, | CHCH,| CHCH, | CH | CH
O

VI-29 Q j CHCH;| CH, | CH, | N | cH
O

VI-30 Q 3 CH, |CHCH,| CH, | N | cu
0

VI-31 Qj CHCH, | CHCH,| CHCH; | N | CH
0O

VI-32 Q j C(CHy,| CH, | CH, |CH| cH
0O

VI-33 on CH, |C(CHy, CH, |cH| cH

VI-34 ‘Q} CHCH, | CH, |C(CHp,|CH| cH
O

VI-35 Q_‘} C(CH),| CH, | CH, | N | cH
(0]

VI-36 Q 3 CH, |C(CHy,| cH, | N | cH
O

VI-37 Q j CHCH, | CH, |C(CH),| N | cH
O

VI-38 Q} CHCH,| CH, |CHCH,|cCH| CH
O

VI-39 Q_O) CHCH, |CHCH,| CH, |CH| cH
0O




WO 2010/089993

[0189] [Fkb4]

94

PCT/JP2010/000607

{LE9ES R! Al A Al x2 | x*

VI-40 QO} CHCH; | CH, |CHCH,| N | cH
M

VI-41 —{q} ¢ C(CHy,| CO |C(CHY,|CH| cH
\——. Me

VI-42 N C(CHy,| CO |C(CHy,| N | CH
M

VI-43 —{\r} ° C(CHy,| €O |[C(CHy,| CH| ccl1
M

VI-44 @ ° C(CHy,| CO |C(CHy),|cH| CF
M

VI-45 —Q ° C(CHy,| co |c(cHy,| CcH |ccHs
\_ Me

VI-46 N CHCH,| CH, | CH, |CH| cH
\“ Me

VI-47 N CH, |CHCH,;| CH, |CH| cH
\_ Me

VI-48 N CHCH, | CHCH,| CHCH, | CH| cH
\” Me
\— Me

VI-50 N CH, |CHCH,| CH, | N | cH
\~ Me

VI-51 N CHCH, | CHCH,;| CHCH, | N | cH
\“ Me
\—- Me

VI-53 N CH, |C(CHy,| CH, |CH| cH




WO 2010/089993 95 PCT/JP2010/000607

[0190] [Z55]

LEmES R! Al A? A x| x
- )M CHCH, | CH
VEse | )Me .| CH, |C(CHY,|cH| cH
VI-55 N2 e C(CH),| CH, | CH, | N| cH
VI-56 _QM‘* CH, |C(CHp,| CH, | N | cH
VI-57 QM" CHCH; | CH; |[C(CHy,| N | CH
VI-58 ‘QME CHCH,| CH, | CHCH,|CH| CH
VI-59 ‘g}M" CHCH, | CHCH,| CH, |cCH| cm
VI-60 N2 Me CHCH; | CH, | CHCH;| N | CcH
N.
vier | — 1 C(CHy,| CO |C(CHy,|CH| CH
Me
N |
vi62 | —¢ 1 C(CHy;| CO |C(CHp,| N | CH
57 "Me
N
VI-63 ﬁ’sl C(CHy,| CO |C(CHy,|CH| CCl
Me
N
VI-64 —«S]L C(CHp;| CO |C(CHyp;|CH| CF
Me
N
vies | — I C(CH);| CO |C(CHp,| CH|CCH3
Me
N
VI-66 —«S]L CHCHy| CH, | CH, |CH| CH
Me

[0191]



WO 2010/089993

[0192]

[5R56]

96

PCT/JP2010/000607

LEMmES R Al A’ A (x| x
N
VI-67 —451 CH, |CHCH;| CH, |CH| cH
Me
N
VI-68 —<f81 CHCHj, | CHCH;| CHCH; | CH| CH
Me
N
vies | —< 1 CHCH;| CH, | CH, | N | CH
Me
N
VI-70 ——(fsj]\ CH, |CHCH;| CH, | N | cH
Me
N
VI-71 —qsl CHCH, | CHCH;| CHCH, | N | CH
Me
N.
VI-72 —«S] C(CH),| CH, | CH, |CH| CH
Me
N.
vizs | CH, |C(CHy,| CH, |CH| CH
Me
N
VI-74 —-45]\ CHCH | CH, |C(CHy,|CH| CH
Me
N
VI-75 ——«S]L C(CHy,| CH, | CH, | N | CH
Me
N
VI-76 —<SjL CH, [C(CHy, CH, | N | CcH
Me
N.
VI-77 -(/SjL CHCH, | CH, |C(CHp,| N | CH
Me




WO 2010/089993 97 PCT/JP2010/000607

[F&57]

{LEYES R' Al A? A X X!
VI-78 —(I:lM CHCH,| CH, | CHCH,|CH| cH

e
N
VI-79 —QS]\ME CHCH, |CHCH;| CH, |CH| CH
N.

VI-80 —QSILMe CHCH,| CH, |CHCH;| N | cH
VI-81 (4-OMe)Ph C(CHy,| CO |C(CHy,|CH| CH
VI-82 (4-OMe)Ph C(CHy),| CO |C(CHy,| N | CH
VI-83 (4-OMe)Ph C(CHy,| CO |[C(CHy,|CH| CCl
VI-84 (4-OMe)Ph C(CHy,| CO |C(CHy,|CH| CF
VI-85 (4-OMe)Ph C(CHy,| CO |C(CHy,| CH|CCH,4
VI-86 (4-OMe)Ph CHCH,; | CH, CH;, |[CH| CH
VI-87 (4-OMe)Ph CH, |[CHCH;| CH, |CH| CH
VI-88 (4-OMe)Ph CHCH; | CHCH,| CHCH, | CH| CH
VI-89 (4-OMe)Ph CHCH; | CH, CH, | N| CH
VI-90 (4-OMe)Ph CH, |[CHCH;| CH, | N | CH
VI-91 (4-Me)Ph CHCH, | CHCH,| CHCH,; | N | CH
VI-92 (4-Me)Ph C(CH,,| CH, CH, |CH| CH
VI-93 (4-Me)Ph CH, |[C(CHy,] CH, |CH| CH
VI-94 (4-Me)Ph CHCH; | CH, |C(CHy,| CH| CH
VI-95 (4-Me)Ph C(CHy,| CH, CH, | N | CH
VI-96 (4-Me)Ph CH, |C(CHy, CH, | N | CH
VI-97 (4-Me)Ph CHCH; | CH, |C(CHy,| N | CH
VI-98 (4-Me)Ph CHCH;| CH, |CHCH,|CH| CH
VI-99 (4-Me)Ph CHCH, |CHCH,;| CH, |CH| CH
VI-100 (4-Me)Ph CHCH; | CH, |CHCH;| N | CH
VI-101 (3-F-4-Me)Ph | C(CHy,| CO |C(CHy,| CH| CH
VI-102 (3-F-4-Me)Ph | C(CHy),| CO |C(CHy,| N | CH
VI-108 (3-F-4-Me)Ph | C(CHy,| CO |C(CHy,|CH| CCl
VI-104 (3-F-4-Me)Ph | C(CHy),| CO |C(CHy,|CH| CF
VI-105 (3-F-4-Me)Ph | C(CHy,| CO |C(CHy,| CH|CCH,
VI-106 (3-F-4-Me)Ph | CHCH, | CH, CH, |CH| CH
VI-107 (3-F-4-Me)Ph CH, |[CHCH,| CH; |[CH| CH
VI-108 (3-F-4-Me)Ph | CHCH; | CHCH,| CHCH, | CH| CH
VI-109 (3-F-4-Me)Ph | CHCHy | CH, CH, | N| CH
VI-110 (3-F-4-Me)Ph CH, |CHCHz| CH, | N| cH
VI-111 (3-F-4-OMe)Ph | CHCH, | CHCH,;| CHCH;{ N | CH

[0193]



WO 2010/089993

[0194]

[£%58]

98

PCT/JP2010/000607

{LEHBE R! Al A® A? X?| x*
VI-112 (3-F-4-OMe)Ph | C(CHy),| CH, CH, |[CH| CH
VI-113 (3-F-4-OMe)Ph | CH, |[C(CHy,| CH, |CH| CH
VI-114 (3-F-4-OMe)Ph | CHCH,; | CH, |C(CH,),;|CH| CH
VI-115 (3-F-4-OMe)Ph | C(CHy),| CH, CH, | N | CH
VI-116 (3-F-4-OMe)Ph CH, [C(CHy,|] CH, | N | CH
VI-117 (3-F-4-OMe)Ph | CHCH, | CH, |[C(CHy,| N | CH
VI-118 (3-F-4-OMe)Ph | CHCH; | CH, | CHCH;|CH| CH
VI-119 (3-F-4-OMe)Ph | CHCH, ([CHCH,;| CH, |CH| CH
VI-120 (3-F-4-OMe)Ph | CHCH; | CH, |CHCH;| N | CH




WO 2010/089993

[£R59]

99

PCT/JP2010/000607

0] 0 O 1
R
| N
RS SN
xfng\Rz
b E R! R? R? x3 | xt
VII-1 -QS H NH, CH| CH
0
VII-2 ‘Qj’ H Cl CH| CH
O
VII-3 _Qﬁ) H| osoMe |cH|cH
0
VII-4 Q j) H SCH, CH|CH
0
VIL-5 'Q)O H SOCH, CH| cH
0
VII-6 ‘Qj’ H| SO,CH; |CH|CH
0
VII-7 ‘Qj) H| SCHCF; |CH|cH
0
VII-8 ‘Qg H| SOCH,CF, |CH|CH
0
VII-9 —Qj) 1| SO,CH,CF, |cH|cH
0
VII-10 Q j’ H| OCOCH, |CH|CH
0
VII-11 8 H OPh CH|CH
0

[0195]




WO 2010/089993 100 PCT/JP2010/000607

[£%60]

{LEYES R! R? R? X3 | xt
VII-12 —Qﬂ) H SPh CH|cH
0
VII-13 ‘Qﬁ H| SOPh |CH|CH
0
VII-14 ‘QS H SO,Ph CH| cH
)
VII-15 Qj) | o0Sso,Ph  |cH|cH
)
VII-16 Q j’ H OCOPh | CH|cH
0
0 NA
I- Q N—
VII-17 8 H| L CH|CH
=\
VII-18 _Qﬁ) H| | N CH| CH
0
N\ —
VII-19 QOS H| Ny CH| CH
0 ~ N—
VII-20 8 H| SN CH|CH
VII-21 Q} H NH, CH| cH
O
VII-22 Qj H cl CH| cH
O
VII-23 Qj g| o0soMe |cH|cH
O
VII-24 Q} H SCH, CH|cH
O

[0196]



WO 2010/089993 101 PCT/JP2010/000607

[%61]
ItEHES R! R? R? x3 | xt

VII-25 Q j H SOCH, CH| cH

VII-26 'Qj H| SO,CH, |cH|cH
VII-27 Q} H| SCH,CF, |CH|CH
VII-28 ‘Qj’) H| SOCH,CF, |CH|CH
VII-29 Q} H| SO,CH,CF; |CH|cH
VII-30 ’Q} H| OCOCH, |cH|cH
VII-31 Q_O) H OPh CH|CH
VII-32 Q} H SPh CH|CH
VII-33 Q} H SOPh CH|CH
VII-34 ”Qj H| SO,Ph |cH|cH
VII-35 ‘Q_") H| OSOPh |CH|CH
VII-36 ‘Q} H| OCOPh |CH|cH
VII-37 Q} gl L n— CH|CH
N
VII-38 Q} H| Y"n |cH|cm

[0197]



WO 2010/089993 102 PCT/JP2010/000607

[%62]
{LEHES R! R? R? X3 | x*

(0) N=\
VII-39 Q 3 H| o N— CH| cH
VII-40 on a| [ ~— CH| cH

N
VII-41 @M" H NH, CH|CH
VII-42 OM" H C1 CH| CH
VII-43 “QME H| O0SO,Me |CH|cH
VII-44 }:/ Me H SCH, CH|CH
VII-45 _QM‘* H SOCH, |CH|CH
VII-46 —QM‘* H| SO0,CH, |CH|cH
VII-47 ‘@Me H| SCHCF, |cH|cH
VII-48 @M‘* H| SOCH,CF,; |CH|cH
VII-49 @Me H| SO,CH,CF; |CH|CH
VII-50 @M‘* H| OCOCH, |CH|cH
VII-51 ‘QM‘* H OPh CH|CH
VII-52 —QM‘* H SPh CH| CH
VII-53 ﬁ_/ Me H SOPh CH|CH

[0198]



WO 2010/089993

[0199]

[£R63]

103

PCT/JP2010/000607

LEBES R' R? R’ x| xt
VII-54 ~%}M«e H| SO,Ph |CH|CH
VII-55 ‘{11__/>‘Me H| OSO,Ph |CH|CH
VII-56 @ Me H| OCOPh |CH|CH
VII-57 ‘QM" | UxN— |cH|cH
VII-58 ‘QMG H| Y n- CH|CH
s | 4 ) Me H| Y. »— |cH|cH
VII-60 N e H| [ ~n— CH| CH

N
N
VII-61 “481 H NH, CH|CH
Me
N.
VII-62 —<’SjL H Cl  |[CH|CH
Me
N
vies | — 1 H| O0SO,Me |CH|CH
S™"Me
N
vires | —< H SCH,4 CH|CH
Me
N.
VII-65 —K’S]L H| SocH, |cH|cH




WO 2010/089993

[0200]

[£R64]

104

PCT/JP2010/000607

{LEHhES R! R2 R? x3 | xt
N

VII-66 | —¢ 1 H S0,CH, CH|CH
S Me
N

VII-67 | —¢ 1 H| SCH,CF, |CH|CH
S Me
N

Vil-68 | —¢ 1 H| SOCH,CF; |CH|CH
S Me
N.

VII-69 | —¢ 1 H| SO,CH,CF, |CH|CH
S Me
N

VII-70 | —¢ 1 H OCOCH; |CH|CH
S Me
N

VII-71 | — ] H OPh CH|CH
S Me
N.

VIFT2 | —¢ H SPh CH|CH
S Me
N

VIF73 | —¢ H SOPh CH|CH
S Me
N

VIFT4 | —¢ | H SO,Ph CH| CH
S Me
N

VII-75 —«SjL H OSO,Ph | CH|CH




WO 2010/089993 105 PCT/JP2010/000607

[365]
{tEHES R! R® R? x? | xt
N-
VII-76 ‘<’SILME H( OCOPh |[CH|CH
virr | < | U |cH|cH
S Me N
N. NZ\
virrs | <1 H| L N— CH|CH
Me
——éi]L N N—
VII-79 S pe H| Ny CH|CH
N e
VII-80 *SlMe H| LN CH|CH
VII-81 (4-OMe)Ph H NH, CH|CH
VII-82 (4-OMe)Ph H Cl CH|CH
VII-83 (4-OMe)Ph H 0S0O,Me CH| CH
VII-84 (4-OMe)Ph H SCH, CH|CH
VII-85 (4-OMe)Ph H SOCH, CH|CH
VII-86 (4-OMe)Ph H SO,CH, CH|CH
VII-87 (4-OMe)Ph H SCH,CF, |CH|CH
VII-88 (4-OMe)Ph H| SOCH,CF; |CH|CH
VII-89 (4-OMe)Ph H| SO,CH,CF; |CH|CH
VII-90 (4-OMe)Ph H OCOCH; CH|CH
VII-91 (4-Me)Ph H OPh CH|CH
VII-92 (4-Me)Ph H SPh CH|CH
VII-93 (4-Me)Ph H SOPh CH|CH
VII-94 (4-Me)Ph H SO,Ph CH|CH
VII-95 (4-Me)Ph H 0SO,Ph CH|CH
VII-96 (4-Me)Ph H OCOPh CH|CH
| N
VII-97 (4-Me)Ph H |QN.N— CH|CH

[0201]



WO 2010/089993

[0202]

[5%66]

106

PCT/JP2010/000607

LM ES R! R’ R® x® | xt
=\
VII-98 aMoPh | H| | N— CH| CH
N=\
VII-99 (4-Me)Ph H| N7 CH|CH
VII-100 @MoPh | H| [ N— CH|CH
VII-101 (3-F-4-Me)Ph | H | SCH,CH=CH, |CH|CH
VII-102 (3-F-4-Me)Ph | H | SOCH,CH=CH,| CH | CH
VII-103 (3-F-4-Me)Ph | H |SO,CH,CH=CH,| CH | CH
VII-104 | (3-F-4-Me)Ph | H| SCH,CH=CH |CH|CH
VII-105 (3-F-4-Me)Ph | H |SOCH,CH=CH| CH | CH
VII-106 (3-F-4-Me)Ph | H [SO,CH,CH=CH| CH | CH
VII-107 (3-F-4Me)Ph | H| OCOCH=CH, |CH|CH
VII-108 (3-F-4Me)Ph | H ,S—@‘Cl CH|CH
VII-109 | (3-F-4-Me)Ph | H ,S‘@Noz CH|CH
VII-110 (3-F-4-Me)Ph | H ,SOCN CH|CH
VII-111 | (3-F-4-OMe)Ph | H ,S‘@-OCHFz CH| CH
VII-112 | (3-F-4-OMe)Ph | H ,SOOMe CH|CH
VII-113 | (3-F-4-OMe)Ph | H ,S—@CFa CH|CH
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furon-methyl) . T#JLTJ/JZ 1> (ethalfluralin) . T FFI X770
(ethoxysulfuron) . T k*%*7 x > (ethoxyfen-ethyl), T T AE—Fk (
ethofumesate) ., T AR UH = K (etobenzanid) . #FH 7Y (oxadia
zon) . AFXHTTFILFIL (oxadiargyl) . AFH o/ O AT+ (oxaziclo
mefone) . AZFHRX)L 70> (oxasulfuron) . AF L TILAIILT > (oxyf
luorfen) . AZUH1J > (oryzalin) . ZIL FRJLT 7 LB 2 (orthosul famu
ron) . AR HJLT (orbencarb) . 72X kO—JL (cafenstrole)
ALTZU TV - TFIL (carfentrazone-ethyl) . AILTFL—F (
karbutilate) ., #JILAR%A = K (carbetamide) ., ¥ 0Oy T - TFI (qui
zalofop-ethyl) . ¥¥ ARy T - P - TFJL (quizalofop-P-ethyl) . F+
Oy 7 - P - F2YJL (quizalofop-P-tefuryl) . ¥4 05v4 (quinc
lorac) . ¥+ Zwv% (quinmerac) . ¥ /LA (cumyluron) . 7 1JARY
— b (glyphosate) (FRUDL, HhUDL, FEV, TFOELTEIV, 4
YIOELTEU, PAFLATEORIERIADOLFEDEREESED) . F
LRI R— b+ (glufosinate) (PERURIEFPUDLFLDEZED) . ¥
L kP L (clethodim) ¥ B+ 74w T (clodinafop—propargyl) . ¥ O E
Z1) K (clopyralid) . <Y > (clomazone) . 2 O* 70w (clomep
rop) . VA5 X5A - AFJL (cloransulam-methyl) . 2 81 AYJ > (ch
loridazon) . 0 L0Y - TF)J)L (chlorimuron-ethyl) . Y OJLRAILT
B> (chlorsulfuron) . 2 BJLAJ - D AFJL (chlorthal-dimethyl) . &
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BJLF7 = K (chlorthiamid) . #BOJ)L742 1)L (chlorphthalim) ., #BJL
)L/ —JL (chlorflurenol) ({E#EZILFILIXTILEEL) . YALT
0277 4s (chlorpropham) . # o0 k),La> (chlorotoluron) . 7+
(cyanazine) . 77+ =k (cyanamide) . 0> (diuron) . AN
(dicamba) (P2, PIFILFTEI2, AVITAELTEIY, DYILa—L
TEIo, TRIDALAREIVFIOLEEDEZEL) . 20— (cycloat
e) . o 0xT UL (oycloxydim) . 9 BXF L (diclosulam) . ¥4 0O
AT 7 LAY (cyclosulfamuron) . 2 BAAR=)L (dichlobenil) . ¥¥
ARy 7« P« AFJL (diclofop-P-methyl) . o 0Oy T - AFJL (dicl
ofop-methyl) . 4 O/7FOv 7 (dichlorprop) . 4 OOy J—P
(dichlorprop-P) . ¥4 7w k (diquat(-dibromide)) ., UFA EJL (dith
iopyr) . ¥7aBY (siduron) . Y= kZ =Y (dinitramine) . = k>
- TFJ)L (cinidon-ethyl) . ¥/ X708 (cinosulfuron) . o/ FILT
(dinoterb) . /nOERw T - TFJL (cyhalofop-butyl) . Tz F =T K (
diphenamid) . 7 x>V a—F (difenzoquat) . 77z =h> difl
ufenican) . P77V EI (diflufenzopyr) . P> (simazine)
. AR 0—)L (dimethachlor) ( A& A 1) > (dimethametryn) | &
ATF 2K (dimethenamid) . & A~y (simetryn) . PAEXRL—FbF (d
imepiperate) . A 202 (dimefuron) . > AF 1) > (cinmethylin) .
AJ)La kYA (sulcotrione) . RILT7 x> kT (sulfentrazone) .

AILTH#R)JL782 (sulfosulfuron) . RjLmkA AL - AF)L (sulfomet
uron-methyl) . £ bF DL (sethoxydim) . #—s\JL (terbacil) . &
4 L0 (daimuron) . #5R> (dalapon) . F7 YV EI (thiazopyr) .

FIUAIINJ Y (thiencarbazone) . FAAR2 AL T (thiobencarb) . F
D7 T2 (thidiazimin) ( F7x X )L70Y - AFJL (thifensulfuron
-methyl) . TRX AT 4 77/, (desmedipham) ., 7 =)L B—JL (thenylchl
or) . T7FAY (tebuthiuron) . 775 0F T L (tepraloxydim) .

T22YIJLR)A > (tefuryltrione) . FILTFS P> (terbuthylazine) .



WO 2010/089993 135 PCT/JP2010/000607

TILT k1) (terbutryn) . TILT A k2 (terbumeton) . TR bMUA
(tembotrione) . TS AV (topramezone) . bZ/LaFT T L (tralk
oxydim) . FUF LTS L (triaziflam) . FYFRJLZ7HE2 (triasulfuro
n . J)F7L—k (tri-allate) . FJUITHRI Y (trietazine) . ~)4 O
EJL (triclopyr (-butotyl)) . k1 FRJLZBOY (tritosulfuron) . k1)
ZILA)ILz78Y - AF)L (triflusulfuron-methyl) . FU IS U2 (trif
luralin) . FUZBEXIR)LT7AUF LG (trifloxysulfuron-sodiu
m . JyARXOY - AFJL (tribenuron-methyl) . 74 5L (naptalam
) (FRUDLZELDEZEEL) . 770/ F (napropamide) . =3 XJL
78> (nicosulfuron) ., *70 > (neburon) . /JILZILZFV > (norflura
zon) . /85 3a— b (paraquat dichloride) . /xA*< 7w 7 (haloxyfop-m
ethyl) . n"AFT Ry T - P - AFJL (haloxyfop-P-methyl) . /N\AX /LT
O = AFJL (halosulfuron-methyl) . E4 O3S L (picloram) . Ea )+
7z (picolinafen) . EXE YNy S -+ ~17LtE (bispyribac-sodiu
m . E/FHY T2 (pinoxaden) ., EZx/ v4H X (bifenox) . EROKRR
(piperophos) . EZ 2 O=JL (pyraclonil) . EZXJLik k—JL (pyrasul
fotole) . ES V¥ 7 x> (pyrazoxyfen) . ESVR)IL7OY - TFIL (
pyrazosul furon-ethyl) . 5V L— bk (pyrazolynate) . E7 S /KX (bila
nafos-sodium) EZ 7L 7 x> - TFJL (pyraflufen-ethyl) . EUFZT#+JL
(pyridafol) . EUFA/NYY -+~ LE (pyrithiobac-sodium) . E
')T7T— bk (pyridate) . EY T2 UK (pyriftalid) . EUTFHILT (pyr
ibuticarb) . EUARIY XL L (pyribenzoxim) . EVUZXILT 72 (pyri
misulfan) . EYJ I/ /Ny - AFJL (pyriminobac-methyl) . EOFHX
JLAR> (pyroxasulfone) . EOY XX S L (pyroxsulam) , 7/ ¥4 70O
w7« P« ZTFJL (fenoxaprop-P-ethyl) . 72z > r5H 3 K (fentrazamid
e) . 7T AT 77 L (phenmedipham) . 745 LX)L7BE> (foramsul
furon) . 7424 8—JL (butachlor) . 72 7 x+ )L (butafenacil) . 7
A 27RX (butamifos) ., 7FL— bk (butylate) ., T k5 1J > (butralin)
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. 7 baxFT UL (butroxydim) . 75HXRILTO Y (flazasulfuron) | 7
SL7ay T - AFL(flamprop-methyl), 725 L78 YT - M- AF/L(fla
mprop-M-methyl), 75 L7 0w 7 - TF/)L(flamprop-ethyl), 75470
w74y 7FaE (flamprop-isopropyl), 75 L70v T - M- 470
EJL (flamprop-M-isopropyl) . ') 2 X)L 78> (primisul furon-methyl)

. 27 URy T (fluazifop-butyl) . ZAF7 PRy T - P (fluazifop-P-
butyl) . ZIAAvBO > (fluometuron) . ZIARBS a7 x> (fluorog
lycofen-ethyl) . ZILHILINJ Y -+~ LiE (flucarbazone-sodium)

. It ROy (flucetosulfuron) | ZILFF7EY k- AFIL (flut
hiacet-methyl) . ZJILEJ X)L 7B (flupyrsulfuron-methyl-sodium) .
ZIL7xFrEy b+ (flufenacet) . ZILT7 2 EJL - TF)L (flufenpyr-eth
yl) . 2070/ —k - F b LIE (flupropanate-sodium) . ZJL7RF
YL (flupoxam) . ZILEAFH T2 (flumioxazin) . ZIE2H90OTvY -
R F) (flumiclorac-pentyl) . ZJL AV S L (flumetsulam) . ZJLU F
> (fluridone) . ZJLILAE> (flurtamone) . Z/LBAF L EIL (fluroxyp
yr) . Z/)Jba%0') K> (flurochloridone) . ZLF> 4 O—)L (pretilac
hlor) . 7OY7 2> (prodiamine) . O X/JL70Y (prosulfuron) . 7
AOXJLRAI T (prosulfocarb) . F'O/SF¥H 7wy T (propaquizafop) . 7
0/8%9 0—JL (propachlor) . O/ 2% (propazine) . FO/8=)L (pr
opanil) . ZOEH = K (propyzamide) . 7OEY - O—JL (propisochlor
) « 7B 77 L (propham) . FTORFS ALY - F 1o LIE (propox
ycarbazone-sodium) . FEAKRF I DL (profoxydim) . AT IL (bromac
i) . OA K> (prometryn) . Z’O4 k> (prometon) ., F7OEFT =
JU (bromoxynil) (E&EE, AV 2 VEARI(IANTAVBELDIRTILKREED
) . 7AETF K (bromobutide) , Z7EHS XS L (florasulam) | NFHT
/ > (hexazinone) . R bFH = k (pethoxamid) . X+ V1) (benazolin
) o R/ FARRXT L (penoxsulam) , X)L T A 2 K (beflubutamid) | ~

JL— b+ (pebulate) . R ALY > (bencarbazone) . RoT o AB)
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> (pendimethalin) | R X7 x> (benzfendizone) . RV X1 K
(bensulide) , R R)L7BAY = AFJL (bensulfuron-methyl) . R YVE
240> (benzobicyclon) . Ry 7+ w7 (benzofenap) . "2 Y
(bentazone) (F hUDLFEDEZEL) . R2B/ Y 0—JL (pentanoc
hlor) . RY k¥4 (pentoxazone) . R 7J/LS 1> (benfluralin)

. N2 Lbt— bk (benfuresate) . "YU 7 EZ=UL (fosamine—ammon
ium) . ARAHY 7> (fomesafen) . A0 w7 (mecoprop—potassium)

L AaZay TP - AU LIE (mecoprop-P) . AVZRT7AY - AFI (m
esosul furon-methyl) . AV FUZA > (mesotrione) . A2H 4o O0—JL (met
azachlor) , AR XFF7 XA (methabenzthiazuron) . A2 = fA Y
(metamitron) A% 27Ky 7 (metamifop) . AFIF A LO> (methyldy
mron) . A FFXDO 2 (metoxuron ) . A X T/, (metosulam) . A FXJL
202 - AF)L (metsulfuron-methyl) . A 549 0O—JL (metolachlor) .
A RYTLY (metribuzin) . A7+t v+ (mefenacet) . £/ ') =20
> (monolinuron) . EYJf— bk (molinate) . A—FRILTOVAFILF k
1)) Lst8 (iodosul fulon-methyl-sodium) . 5% k7 x> (lactofen) . 1)
—afY (linuron) , YALX)LZ78Y (rimsulfuron) . LF <L (lenacil
) . IS (saflufenacil) . 7= TOARR - AFJL (amiprofos
-methyl) . 7> <= K—JL (ancymidol) . 4 V¥4 0OJL k—/L (isoxach
lortole) TF < L0 (ethidimuron) . ¥ 84 &7 x> (chlomethoxy
fen) . 405 >~R> (chloramben) . # OJ)L7BOL 0O (chlorbromuron)

. 2oBo42xBaY (chloroxuron) . FAAIL/NDIL (tiocarbazil) . TR
A k1> (desmetryne) . 774 L (tebutam) . 7O 7 =1 K (naproani
lide) . /N—F L—Fk (vernolate) . Zxz=a @Y (fenuron) . ZILTY
L— bk (fluazolate) . 7B 77V —)L (profluazol) . A FTOLOY
(metobromuron) . A FAR> X0 (metobenzuron) . AE—F—15009
44 (I—F&S) SYP—298 (a—F%&S) SYP—300 (a—F
#E) HOK—201 (2—F&HS) NC—620 (2—Fr&FES) 1—F7



WO 2010/089993 138 PCT/JP2010/000607

[0360]

FILFt b7 2 K (a-naphthalene acetamide) . 1 —AF/Li v 070X
>~ (1-methylcyclopropene) . 2, 6 - A4V 7OEILFT TR LY (2,6-dii
sopropy Inaphthalene) ., 4 —CPA, ZE4S 1y > (aviglycine) ., 7o
2 F—JL (ancymidol) . €1 7> T4 F (inabenfide) . 4 > F—ILEFEE (
indole acetic acid) . 4 > K—/LEGER (indole butyric acid) . =3+
YV —JL (uniconazole) . =2+ Y —JL - P (uniconazole-P) . TF¥ 0O
+— bk (ethychlozate) . =772 (ethephon) . #JLFRF (carvone) . ¥
O* TR+ v (cloxyfonac-sodium) . ¥ OF TR+ v o - HILE (cl
oxyfonac—potassium) . 070w 7 (cloprop) . # OJLAa— bk (chlorm
equat) . ¥4 FAh A =2 (cytokinins), o5 =1) K (cyclanilide) . ¥
5> (dikegulac) . AL > (gibberellic acid) . PAFEY (
dimethipin) . > k7 x> (sintofen) | # 2/ ¥ v b (daminozide) .
FTF7AXA Y (thidiazuron) . T ILFJIL3—/L(n-decanol), K7
2/ —JL (I-triacontanol) . kYU ARFH/\v o - TFJL (trinexapac-ethy
1) . /%287 +ZY—JL (paclobutrazol) . ZJLA LS 1> (flumetralin
) . ZILILTYE K= (flurprimidol) . ZJLL/—JL (flurenol) . 7
Ok FOY % XE2 (prohydrojasmon), ZAANFH A - AL I LIE (pr
ohexadione-calcium) . XU JILF 2/ T2 ((6-)benzylaminopurine) .
o)Lz =an> (forchlorfenuron) . Y LA VEE FZ P K (male
ic hydrazide) . AEa—Fk -0 K (mepiquat) . A7) K (meflu
idide) . AFFILL/ Ay T (meptyldinocap) . 4 &L TS (indazif
lam) . FOEYR/L70OY (propyrisulfuron) . AF#A Y1) > (methiozol
in) . xazasulfuron(dioxasulfuron), E<%BEDQ> (bicyclopyrone) .
ARV X )L70Y (metazosulfuron) . heptamaloxyloglucan, EL101GV (2
—RF&E) [ DAFILCRILT 4 FRUXRDORK [C]
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[0361] [HH., plEO~2DEHERL. T RUT2EEWNIMHRI L TKREF.
NATVRF, VTF/E, Ci~Ce7NaAXLHILARZIERIEC,~Cs7
IWEILEZRL, GTRUG2IEEWNMIMHI LT, KHREF, C,~C7IL*
WEREC~CenO7ILFILEERL, WIE (1 ~5BOR—XELLIE
MEZLIVTERSINT) JzZILEERL, VIIKRRF. (A—FLL
FHEELZD1~3EDNOTVEF, Ci~C7ILaxTE, KEBE, C,~
Ce7ILFILFAE, Ci~CeT7ILFILAILT s Z)LE, Ci~Cs7ILFILRA
IWRZJILE, Ci~Ce7ILFILTI/E, Ci~CcOFILFLTII/IE, ¥
T/EXF (BRENTOTEHEL, ) 72/ FPTERIATHTEELL
} Ci~Ces7ILFILE, (A—FBLLEHEELGS1~3BONOTVRFE.
Ci~CeZILaFxIE, C,~CsT7ILTZILE, C,~CsT7ILFILE, C
1 ~CeZILaAXTAILRIILE, Ci~Ce7IFILALRZILERIEC;~C
s OFIFIETEREINTOTH KL, ) Ci~CsT7ILaFxVE, C,
~CsDI U OTILFLFFDERNINOTVEFERT ., ] TRINDA
VARV UFEBRGEENZETFLND,

[0362] EREXIEHALTLIVLAMOEBEFIEENEGTT 5.

[0363] AF—0201 (a—F&HB) . BAG010 (Z—F&ES) . BAF-045 (o—
F&S) . BYF-14182 (32— F&®B) . copper dioctanoate, DBEDC, I KF
—309 (I—F&SB) . OK—5203 (a—FK&S) . S—2188 (
O—k&ES) . SYP-Z-048 (—F&ES) . TPTA, TPTC, TPTH,
FIRUYZI =S - AFJL (acibenzolar-S-methyl) . 7YX X +OE
> (azoxystrobin) . 72 XJLJOL (amisulbrom) . ZJITEJLT (aldim
orph) . & (sulfur) . 41 YFF7=JL (isotianil) . 41 VESH L (isop
yrazam) . 4 Y JOF A 5> (isoprothiolane) . 4 a3+ —JL (ipconaz
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ole) . 41 7R YA > (iprodione) . 4 F0/\1)HJLT (iprovalicarb) .

4 F7OAR2ERR (iprobenfos) . 4 XH YL (imazalil) . 12/ 94320
- 7ILARLEELE (iminoctadine-albesilate) . 4 2/ 22 O UEFEEE (im
inoctadine-triacetate) . 41 SR>+ Y —JL (imibenconazole) , T 7
T RR (edifenphos) . TAARFH L (ethaboxam) . T FF I F > (etho
xyquin) . T kYT —/L (etridiazole) . TRAX O T > (enestrob
urin) . IR¥FaF+J—JL (epoxiconazole) . HEEMIEILIA  (copper o
xychloride) . #ZFH L F L)L (oxadixyl) . #FH =5 —/L (oxaziny
lazole) . AZF L hILRF T > (oxycarboxin) . ¥ F/ 1) 48R (oxine-
copper) . X T ESH A1) (oxytetracycline) . AZAFRKRIF+YV—
JL 7T ILEEIE (oxpoconazole fumarate) . A%V U =wv o E (oxolinic aci
d . #9F' /> (octhilinone) . #7735+ (ofurace) . AV HRX +rOE
> (orysastrobin) . #/)Y 7z =)L 7/ —JL (o-phenylphenol) . A X
A4 2> (kasugamycin) . h FRHK—JL (captafol) . HILTH/IRZ K (
carpropamid) . AR H T L (carbendazim) . HJLHRFL > (carboxin
) « ¥/ F2Tx 2 (auinoxyfen) . ¥/ *FFR— bk (chinomethionat)

. ¥v 42> (captan) . &R (silver) . ¥ hE> (quintozene ) . 7
HF > (guazatine) . # LY F T L - AFJL (kresoxim-methyl) . OO
2 0=JL (chlorothalonil) . # @O+ (chloroneb) . E&ILE—FA (cup
rous oxide) . 7Y 772 K (cyazofamid ) . DT +7x>HILT (diet
hofencarb ) . % B Aw k (diclocymet ) . ¥4 B T7JJLF7=F (dichlo
fluanid) . 2B A2> (diclomezine) . ¥4 05> (dicloran) . UF
7/ > (dithianon) , =3+ Y —JL (diniconazole) . U+ 7 (zineb)

. U/ hvT (dinocap) . 7z =—JL (biphenyl) . STz ZILT I (
diphenylamine) . 7 x/ aF+Y—JL (difenoconazole) , 7z >Ya—
b (difenzoquat metilsulfate) . T TxzF 3 F (cyflufenamid) . ¥
ZILA R L (diflumetorim) . 7B+ Y —JL (cyproconazole) ., 7

A< =)L (eyprodinil) . A3+ —JL (simeconazole) . oA FEILT
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(dimethomorph) . L EFHY=JL (cymoxanil) . PEFL X FAEY (dimo
xystrobin) . 5L (ziram) . VILFA T 7L (silthiofam) . KEEIEEE
— 8 (copper hydroxide) . R kLT k<A L > (streptomycin) . AED
*H 32> (spiroxamine) . YV ¥H I K (zoxamide) . #YV A w k (dazomet
) . mBEEKZFEH L (potassium bicarbonate) . F7 =)L (tiadinil)
. FTPRUAYJ—)L (thiabendazole) . FA4 77— bk - AFJL (thiophan
ate-methyl) . F 7)Y 2 K (thifluzamide) . F35 4L (thiram) . 797
¥ > (tecnazene) . TH# B T2 5L (tecloftalam) , + kZaF+V—JL (t
etraconazole) . 7/\AhJL 7T (debacarb) . 7737+ Y —JL (tebuconazole
) . K¥> (dodine) . KFEJLT (dodemorph) . RUUFT I A/ —)L (tria
dimenol) . U T AR (triadimefon) . FJFYFT K (triazoxide
) . MU SY—)L (tricyclazole) . FUFaFY—JL (triticonazole
) . FUTEIT (tridemorph) . U TV —)L (triflumizole) . b+
JoaxF X MAEY (trifloxystrobin) . kU1 > (triforine) . k
JILTILT7 =k (tolylfluanid) . kLY OFRR - AFJL (tolclofos-methy
| ) . FIL=T7=F (tolnifanide) . 7>—/\L (nabam) . = O %L -

4 7OEJ (nitrothal-isopropyl) . X7 ') E—/L (nuarimol) , /A&
<A 2 (validamycin) . EXHY 7 x> (bixafen) . Eaf¥LX REY
(picoxystrobin) . ETJ/LR/ —JL (bitertanol) . EXRZ 1> (piperali
n) . EXAFHJ—)L (hymexazol) , ESY OX OEY (pyraclostrobin
) . EZYERR (pyrazophos) . EU T/ vo X (pyrifenox) . EYTF
AT (pyributicarb) . EUAR2AILT (pyribencarb) . EJ AR =)L (
pyrimethanil) . EO%BO> (pyroquilon) . E>4&0OY!1)> (vinclozolin
) « Z7—/\L (ferbam) , 77 EXY K2 (famoxadone) . ZxF I KV
(fenamidone) . Zx7F')EJL (fenarimol) . Zx/ FH =)L (fenoxanil

) . Zx )LV (ferimzone) . 7 x> T3+ Y —JL (fenbuconazole) .

72275 L (fenfuram) ., Zz>FOEY Y (fenpropidin) . 7z > 70O

EEJLT (fenpropimorph) . Z T AFH I K (fenhexamid) . Z#4I/ILRw



WO 2010/089993 142 PCT/JP2010/000607

k (folpet) . Z7H¥ 54 K (phthalide) . TE'J A—t (bupirimate) . 7
RS J—JL (fuberidazole) . 75 A MEJL (furametpyr) . 73 3%
JU (furalaxyl) . ZITF7 P+ L (fluazinam) . ZILAFHIX AEY (flu
oxastrobin ) . Z/IAEaY F (fluopicolide) . ZIAES L (fluopyra
m . ZILAILAZ K (fluoroimide) . ZJLF>aFJ—JL (fluguinconazo
le) . ZIUoFFY =L (fludioxonil) . ZILL S5 —IL (flusilazole)
. ZILRILT 7 E K (flusulfamide) . ZJL b5 =)L (flutolanil) . 2L
k1 7ad—IL (flutriafol) . ZJLEJLZ (flumorph) . Z7AFF+ 2 K (pro
quinazid) , A% 83X (prochloraz) . A< = K> (procymidone) .
JO0FA 3+ YJ—JL (prothioconazole) . FHE ./ 7K—JL (bronopol) . 7'M
INEHIVTIEREIE (propamocarb-hydrochloride) . O Ea+Y—/L (prop
iconazole) . ZFOERT (propineb) . FOAFJ—JL (probenazole) .
0L+ Y —JL (bromuconazole) . ~NFH a3+ —JL (hexaconazole) .
RF+Z5%L)L (benalaxyl) . XFFF YL - M (benalaxyl-M) . R/ 2 )L
(benomyl) . XTS5V IT— bt (pefurazoate) . KR>3+ Y —JL (penconazo
le) . Roio 0 (pencycuron)  RUFFNYALT -4V TAEIL (b
enthiaval icarb-isopropyl) . RUFFES K (penthiopyrad) . RXA Y
K (boscalid) . xtFJL (fosetyl-alminium) . 7RUAF > (polyoxin
) . IR HA—sA—F (polycarbamate) . 78JL K—i& (Bordeaux mixture)
. XN ys8— (mancopper) . ¥t T (mancozeb) . ¥ TO/NZ K
(mandipropamid) . ¥> %7 (maneb) . 24 O T2 =)L (myclobutanil)
« ELTAaATALY (mildiomycin) ( AR RJLKRFAIJLT (methasulfocarb
) o AR L (metam) . AFZTFTIL (metalaxyl) . A2 TFVIL-M (met
alaxyl-M) . A b3+ Y —JL (metconazole) ., A* X/ X +OE> (metomi
nostrobin) . A k3> 7x/ > (metrafenone) . A/8S=FE!).L (mepanipyrim
) . A7B=JL (mepronil) . BEEAF %/ J> (oxyquinoline sufate)
. TREEER (copper sulfate) . EHFH L (sedaxane) . R2TILTx Y (p

enflufen) . trimetopyr (erysicos). fenpyrazamine (ipfenpyrazolone). 7\
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[0364]
[0365]

)2z L— bk (valifenalate) . 77 78%> (tebufloquin) . EZ A bk
A kB EY (pyrametostrobin) . 74 ~9 5> (ametoctradin) . fluxap
yroxad, pyroxazole, pyrisoxazole, pyraromaxazole, chlorodincarbamate
BU/ Z)LT x/ —I)LRJLR D EEER (copper (nonylphenyl)sulfonate) . A
FILC AT« K (dimethy| disufide) . T&EEER (silver nitrate) .

BANXEHALTLIORIDFBEA, BERFLEMEHRT 5,

1, 34900 7a~xR>(,3-dichloropropene), CL900167 (O—
F&%S) . oryolite, DCIP, DNOC, EPN, RU15525 (a—
F&ES) . XMC, zX18901 (a—FK&EB) . 7P U+ k>(acrina
thrin), 7H# A F/HRX (azamethiphos), 72 > HRR - TF )L (azinphos-ethyl
). PYUURR » AF )L (azinphos-methyl), 7+*/ L JL (acequinocyl) 7
4 271 K (acetamiprid), 7+ k70—l (acetoprol), 77 xz— k (ac
ephate) ., 7Y ¥4 OF > (azocyclotin), 7/\A %0 F > (abamectin), 7 = k
S X (amitraz) . 75 =AhJ/ T (alanycarb), 7T hJ/ T (aldicarb), 7
W7 = RILA M) v (alpha-cypermethrin), 7 LX) > (allethrin), o
V&Y F A4 2 (isoxathion), 4V 7 x/RX (isofenphos-methyl) . € V%
JLAR7R X (isocarbophos ), AV F0AJLT (isoprocarb), 4 =L 7R (imi
cyafos), 4 244 071 K(imidacloprid), 4 270 k1) > (imiprothrin)
. 1Y KXY AT (indoxacarb) . TA 7 x /L L— bk (esfenvalerate)
. IFF Tz 2HhILT (ethiofencarb), TF#A > (ethion), TF TA—/L (et
hiprole), T k¥4 —)L(etoxazole), T 7 x> F0Ov% X (etofenprox)
. T k7O X (ethoprophos), T 4% F > (emamectin), T2V KR T 7
> (endosulfan), TR k1) 2 (empenthrin), A ¥4 =)L (oxamyl), #F
DU A MY - AF )L (oxydemeton-methyl) . A A I — k (omethoate), # X
H7R X (cadusafos), B 5> (karanjin) . A% v T (cartap). HIL/N
1) JL (carbaryl), #JLARRJLT 7 > (carbosulfan), HJL7R 7S > (carbofura
n. A>T -0 k12 (gamma-cyhalothrin), #<1J)LAJLT (xylylcarb
). ¥FILkX (quinalphos), ¥/ F L > (kinoprene), ¥/ AFA+—Fk (c
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hinomethionat) . 4 <7 X (coumaphos), ¥ BF 7 =< > (clothianidin) .

so7zxzrTPr(clofentezine), ¥ 0<% 7/ ¥ K (chromafenozide), 4

OS> k3= 7A—JL (chlorantraniliprole) , # O/ T rF T 7RX (chl
orethoxyfos). # B JLF > (chlordane), # BJLE % 1) > (chloropicrin ),

2 O)ILEY KRR (chlorpyrifos), # OJLE JRX = AF )L (chlorpyrifos-met
hyl). 2 8J/L7 zF EJL(chlorfenapyr), 2 OJLT > E R (chlorfenvi
nphos) . # OJLZJL 7 Xy B > (chlorfluazuron), 4 BJL 47X (chlormepho
s). Y7 U EI (cyazypyr) 7 / iR X (cyanophos), 7 7z oFHY (di
afenthiuron) . T/~ 0L (dienochlor), T/ ES 7 x > (cyenopyrafe
n)., 40 kA (dicrotophos), ¥4 07z >F# > (dichlofenthion) <
070 kY > (eycloprothrin), £ OJLRA (dichlorvos), aiL (di
cofol) . <95 =JL (dicyclanil) . X)Lk k> (disulfoton), ¥/ F
77 > (dinotefuran), ¥/ 7 k> (dinobuton) . </\A k1) > (cyhalothri
n. ¥7x/ k' 2(cyphenothrin), 7L k1) 2 (cyfluthrin), 27/LA
v XyBa v (diflubenzuron ), ¥ 7JLA R 7 x 2 (cyflumetofen), 7R E
AT (diflovidazin) . A~FHF 2 (cyhexatin), I RJLA ~1) > (cyper
methrin), ¥4 FJLE »7RX (dimethylvinphos), ¥4 kIT— k (dimethoate)
. UI ATz (silafluofen), BT P> (cyromazine) . RER S
s (spinetoram) . RE/ Y K(spinosad), RERL Y A7 x> (spirodiclo
fen), XEQT bS5 b (spirotetramat), AEO AT x> (spiromesifen)
. AJLazar (sulcofuron-sodium) R)L7F =k (sulflramid) . RJL7R
7w 7 (sulfotep) ., RJLRFHT70O—)L (sulfoxaflor, I UPACH : [met
hy| (oxo) {1-[6-(trifluoromethyl)-3-pyridyllethyl}- A 6-sulfanylidenelcy
anamide) ¥4 - ¥ RJLA 1) > (zeta—cypermethrin), #4 7/ > (diazin
on), #7)L/\1)#—k (tau —fluvalinate), ¥ 7% 07 K(thiacloprid
). FF A bFHL(thiamethoxam) . FA L HJL T (thiodicarb), FA U 5
Is (thiocyclam), FA4 X JLA v F(thiosultap), F4 77/ v % X (thiofano
X). FA A K (thiometon), T k5% AJLE VKRR (tetrachlorvinphos) .
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T RS PRy (tetradifon) 7 b5 A X1 > (tetramethrin), 77 E ) L7k
X (tebupirimfos), #7727/ L K (tebufenozide). 777 x> ES F(tebu
fenpyrad) . TZJL k1) > (tefluthrin), T7/LR > X0 (teflubenzuron
). THA RS AFL(demeton-S—methyl) . T A 7R (temephos), TIL 4
A k1) > (deltamethrin), FJL TR X (terbufos), FZHE A K1 > (tralomet
hrin), 52X 7L+ 2 (transfluthrin), k1) 7H A—k (triazamate)
. FUF7YHRX (triazophos), k1% OJL7R> (trichlorfon), kU Z/LLO
v (triflumuron), kU A&ZAHJLT (trimethacarb), LTz ES K (tolf
enpyrad) . L w K(naled), —aF > (nicotine) =7 > ESL(nitenpyr
am), //\)LOX (novaluron), / EZ)LLOY (noviflumuron), /x4 FAJ
L > (hydroprene) . /N2 KFFA > (vamidothion), /85 F# > (parathion) .
INTFA Y - AFJL(parathion-methyl), /NJLTZ x> 70w 9 X (halfenprox
). /ANA 7 x/ P F(halofenozide), EA 7L X1 > (bioallethrin), EA L
AA M2 (bioresmethrin), EX k17O 2 (bistrifluron), E FS AF
JL/ > (hydramethylnon) . EZx++¥—F (bifenazate) . EZxz 2 k1)
v (bifenthrin), EA O > (pymetrozine), ES% O7RX (pyraclofos) .
B A7 oFF 2 (pyridaphenthion), E1) Z R (pyridaben), £1) 41
JL(pyridalyl), EYZ)FF V> (pyrifluguinazon) . E) 70> 7
> (pyriproxyfen), E' 2 AHJLT (pirimicarb), EJZT T x> (pyrimidif
en) . EYJEHRX - AF)L(pirimiphos-methyl), 77 L7 )L (famphur), 7
1« Fa=jL(fipronil), 7z F+H¥F> (fenazaquin), 7 =7+ T 7KX (fenamiph
0s). Zx= kAFA > (fenitrothion), 7/ F HhJLT (fenoxycarb), 7
x/ FAHhIT (fenothiocarb) . 7/ k1) (phenothrin), Zx/ TH
JLZ (fenobucarb) ., 7 = >F# > (fenthion), 7 > kI — k (phenthoate)
. Zx L L— bk (fenvalerate). 7z ERF T A— k (fenpyroximate)
7T VTRUF Y - A XY K (fenbutatin oxide), 7z FOs k1) U (fe
npropathrin), 7 kAJLARF T L (butocarboxim), 7 kxS HIILRF L L (bu
toxycarboxim), 77O 7P (buprofezin) . 75 FA HJL T (furathioc
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arb), 7S L kY (prallethrin), ZIUTF7 o 1) EY L (fluacrypyrim), ZJL
o909 XA Y (flusycloxuron), 7L k1) f— k (flucythrinate) . 2L
AJLT7 2 K (flusulfamide), ZJL/N1)xr— bk (fluvalinate) . ZILEZY
RA (flupyrazofos), I T x# 1) L (flufenerim)  Z)T7x/ X0

> (flufenoxuron) . ZILA2 7 = K (flubendiamide) . ZJLA k1) 2 (flume
thrin), 2/ L7 > (flurimfen), ZOF A 7RX (prothiofos), 7O =%
= F(flonicamid), Z’A/\7RX (propaphos) ZO/8/LF v k (propargite)

707 x /7R (profenofos), F7ARA L7RX (propetamphos), ZARF X
JU(propoxur), 7AEFOE L— k (bromopropylate), X"—4& - L 7JL k1)

> (beta-cyfluthrin), ANFHF7 V9 X (hexythiazox), NFH7)LLO>(
hexaflumuron) , ~ 77/ 7" X (heptenophos) ., RJLA k1) > (permethrin) .,

RUZRJVA vy F(bensultap), Ry F A— | (benzoximate) . R & A

ZA AL 7 (bendiocarb) . R 7S HJLT (benfuracarb) . 7R3 L (phoxim) .

Y0 (phosalone) . "R FF7HE— k (fosthiazate) . "X 77 = K2 (phos
phamidon) , 7RX * v k (phosmet), 7RJL A & #— bk (formetanate), KL — k
(phorate) ., ¥ 5 F#A > (malathion), TILARAOVF > (milbemectin) A AHJL
/\Ls (mecarbam), A X)L T xR A (mesulfenfos) . A% 2 )L (methomyl) .

AR TILEY 2 (metaflumizon), * & = F7RX (methamidophos) . A & L (me
tham) . A F A HJLT (methiocarb), AFAF FA > (methidathion), A FJL
AV FF L7 F— bk (methyl isothiocyanate). * k&% OJL (methoxychl
or) . A +*¥T7x/ ¥ K(methoxyfenozide), A k k1 2 (methothrin), *
k2L k1> (metofluthrin) . A kL 2 (methoprene) ., # E 2 RX (mevi
nphos) . £/ % A k7R X (monocrotophos) ., T L% - L/nA k1) > (lambda-cy
halothrin), JLZ =X B> (lufenuron), LA A k1) > (resmethrin), L E A
2 F > (lepmectin), OF/ > (rotenone) . L7 T E /L (cyazypyr), V7
k> =1y ZFO—JL (cyantraniliprole) . RJL7kFH 70O/l (sulfoxaflor)

. EUZILFF V2 (pyrifluguinazone) . thiazosulfen, tetramethylfluthl

in, meperfluthrin, fluphprole. dicloxystrobin, enaminostrobin, cyprop
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[0366]
[0367]

[0368]

[0369]

ene, RUNI1—30 (2—F&ESB) ,
BEXEHALTLEEIVANOETERILEMEHIRT 5,
A/ F42a)b (benoxacor) . 7' FY—)L (furilazole) . ¥V AILZF
(dichlormid) . ¥4 B/ > (dicyclonone) . DKA—24 (N1, N2
—OFYNL=N2-2o00F7EFLITIYLUTEIER)  AD—67 (4—
DooaAF7EFIL-1—FFHY—4—-FHFIXED [4. 5] TAY) . PP
G—1292 (2, 2—2900-N— (1, 3=UFFHo—2—A)LA
FIL)—N— (2—=7ARZJL) FEFF7EIR) . R—29148 (3—-C%
nO7€FIL—2, 2, 5—FYAFI—1, 3-FFHFVYTY) o0
U bty b=—AFT )L (cloquintcet-mexyl) . 72 LEEEKY (1,8-Na
phthalic Anhydride) . A 7 x> EJL—PITFIL (mefenpyr-diethyl) | *#
Zxz U EIL (mefenpyr) . A Tz U EJILIFIL (mefenpyr-ethyl) . 7>
905V —)IL—IFJ)L (fenchlorazole 0 ethyl) . Zxz>o 01 L (fenclo
rim . MG—191 (2—=YP08R0AF)IL—2—AFI)IL—1, 3—IFF%H
V) o A ARYZIL (cyometrinil) . TV —IL (flurazole) . ZJL
V77 x =L (fluxofenim) . 41 VX H T x> (isoxadifen) . 4 VFH
U7z r—IF) (isoxadifen—ethyl) . #2370 w7 (mecoprop) . MC
PA, #4 L0 (daimuron), 2, 4—D, MON4660 (2—F&ES)
. AFRYREY )L (oxabetrinil) . ¥ TAXJILT 7 Z K (cyprosul famide
) RUTI -35 (a—F&ES) .
AEAODKRERICE T EEMHASOEREESICONTIEH, BEICHLTHE
HiEENHH, BRIRXEHHNFLTHHERIF0. 01~10% (EE) | ¥F
FLLEO. 05~5% (EE) OHEMNLEERESON KL, EAFIRVK
MFNFETHEEE1~50% (EE) . FELLIFE5~30% (E&E) D
HEMNSBEHESDNLL, X, 7A7TILFEET HHEE1~40% (
E8) . HFELLEE5~30% (EE) DHEMNSEEESDHA LKLY,
AEAOKREROERAZE. EFRAShLILEYDER,. dRME. REE
M, REEHGLVITERTHRIRFIZL >TEDL LA, BFIRVHFIED
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[0370]

[0371]

EOCEDEFERATHHEEE. BHHRELTIANYZ—ILEY 1g~5
Okg. #FLLIE10g~10k gDEEANSHEEESDA KLY, X, F
Bl KIFRVO2OF7 ITILEIEF LT HHEEDL S ITRKTERAT HESE.
O. 1~50, 000ppm., FELLIEZ10~10, 000 p pmDEIH
MEEEESDNELY,

AFEAORESRIE, Wi, KAXEEHEFCSVTEERF. LEER
NIFKEABAFICEYERT I ENTES, X, FEADKRERE. K
HE, BERE, BB, KB, REERM., B, NF. HEE. EZG. B0
BLIMOZEZH#, B, RN, FHREO—BHEEOBROL-OIZERT S
CEETED, SHICERAEYOREFIITREICEA, MK, HEXILRE
ZEONEEZ L TERATSIELELTES,

AFEHAOBRERT, MHICEVTHBELLIBAOHE, I EFF (X
BT, AXET, XX LFEDATHR, TAEL, AAKRFATHTA D
TATA boFEOEE, VILFRE, A XKRAXF, AV, 41 FE,
FAYAFRDTDOA, FAVAVI 9L, TEROY, eF52, 7HH
A, AFES, NAR AZIYL AXRBEYL, ROFF, ASYLEFR
X AFTEOY, VAOY NILTS R AFARI DT, T
SYNYY, RhT /¥, ASR/ IV RY, /Raxy, +XF+, OL7
FHI, AFF, EAFFYAVYI, AXRAZYL, TV/FIYRTHE,
THA TRV GEDLREREXEILCH, N\NTRAS, FN\TRAT, A5, &
VYT, ATJAAVYIVVEDZEERV 1 FEAVY ) THREE, E
I, AN, /0050, RAA/ABES, RXA/ Ty, 23
DIVGSR VRXA)TYRY RXZLFE, BEIUNG ATy
ZOXEENA FHEEOEFHA LEBTHDOLEVERICH- > TENERK
EREER. 875, X, KBICRETE8/XEI, AXEI, AUTY
—OFXE, ARANYVY, TEHNY, aFrF¥, TAVATEF, TEF. F
AT, FERIASY, FUE, EAZIYNE, TYNIR, 2 X7FH
A, FIaoTET, AAYTOY, FAYARIEDGTY, VYRL, 4R
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[0372]

[0373]

[0374]

[0375]

[0376]

[0377]

DHEO—FEHE, RUVIAD, #EFH, S XHVYYY, 40574
CIRRILA L ARXKREIINA, BATOVIAFDAYY ) EHRERE, ASF
EFH, VRA, aFNVAHS, LA FUAF, FLaTRAA/
ETX,. TV/HYXYXATY, IUNA, FIAFHEOZEERELFRT S
ZEBTES,

BIZ, XEAOREXRTHERENROCEREDICHT SXEMENE L, Fi
ZIE, AR, TLX, FHLFE, TUNY, SALF, 7T, FE. FOE
O3 RUIT LA VINALEDEME. F4 X, 78, T4, ¥+
FE, 4R E, EXTY, FER E—F YUY, TT, A/N\0, O—k—
YT E, DY AHAE. FIPRUZOMOBFRER (T ONFITHLT
BVNRLEERT,

CCTESHAEYMRUERENE L. ERFHEMICK > THREEGRIA
. BREXOER, REGEICHLTMEZRT FoEODL, 04X T4
CTER HEUFREFEOVDY HEGTFHAMAEYOEE, BEIRITE -
TREFCER, RELEICHEEZTTENLEATLS,

LT, AFKBRALEMTHLOIRX [1] OHEEFAE, HFFIALVICHEE T
DOEMERITHMICHAT D, ARBE A SEBBICAISHHSIALELD
TlEAL,

TE. UTORRAIZENT M%) FEEESEERL. [#) FEENZE
=7,

K 1

3— (2—ERAFL—6—FFV—1-00~FEUAIIARZL) —

1—AFIF/)o—2 (1H) —F2 (REHADILEMES 1 —2) OH

S
=

(1) 3—FFV—-1-290~FEZ)L 1—AF)L—2—-FFV—1
22—k raFX/Yr—3—-HiLRFIL—tDEE

1—AFI—2—FFY—1, 2= FrFAF/J2—3—-HILKVEO
76g (3. 7Tmmo |) #9004 42>Y (50mL) IZEFEL., &1t
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[0378]

[0379]

[0380]

AXHFJJI1. OmL (12mmo |) ZMZf=. ZOEAMWIIN, N-—
AFIIHRIILLT S F2FHEMZATA40°CT 1 BB LE, CORKELRE
BETEMRL, 1 —AFIL—2—FFY—-1, 2—2brOXx/)2—3-—
AILRUEIDY FEGER, Sonf-BI/0) FE7E=RYJL (30m
L) [CAfEL, COBE®RE1, 3—290~AFH2IF>20. 46¢g (4.
Tmmo |) EFJIFILFZIVO0. 63mL (4. BEmmo |) DF7EF
ZhRUJIL (B5O0mL) BRISKATTHAML, EET1RIEHL-. COR
REWMZE. KICHT, BFBETF/ILCHE L, A¥HEEK, kBKHRF Y
7 LKBER., KDIETHSER, 5208, BELE, BBEZHZLI/OT LTS
T4— (BFFETFIL:  n -AFHI=1:4~1:0) THREL, XF=EH
KOEELILEWMEO. 48¢g (INFE4 3%) B,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
2.10-2.16 (2H, m), 2.47(2H,t). 2. 73(2H,t). 3. 77(3H,s). 6.04(1H,s). 7
32(1H, t). 7.40(1H,d), 7.70-7.75(1H,m), 8.53(1H, s)

(2) 3— (2—EFOFY—6—FFV—1-—9O0FEUAILKRZ
L) —1—=AFILX/Yr—2 (1H) —F D8k
—FAFVY—-1—-vv0~AFtZ)L 1—AF)IL—2—FFVY—-1, 2—
DerFOX/Jo—3—AILKRFL—F0. 48g (1. 6mmo |) %
TErZrJIIL (40mL) ITHEBEL, COBRICKIJIFILTZEIO0. 2
5mL (1. 8mmo |) &7 MO F7/ER)20. 15g (1. 8m
mo | ) #Mz, BERET—BRE#Lz. REEEWMEZRMEEKIIHIT.
BT FILTHAEL -, KHBIV I UBEMATpH3~4& L, BFBET T
LTHE L, BHEZKE, 2R, BELL, BB/ VYTRAELTI—T
IWEMZTHBESE, SOICHRRFEDAVTOELI—TILTHEELTE
BMRDIZLLEWEO. 24 ¢ (IRE50%) B,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

2.03-2. 11(2H,m), 2.49(2H,t). 2. 7T4(2H,t), 3.70(3H,s), 7.24 (1H 1), 7
.36(1H,d). 7.58-7.62(1H,m), 7.77(1H,s), 16.6(1H, s)
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[0381]

[0382]

[0383]

[0384]

K 2

3— (2—ERAFL—6—FFV—1-00~FEUAIIARZL) —
1—=AFI—1, 8=—FTFUPr—2 (1H) —F> (XFEHADLEHE
B11—-2) OHEE

(1) 3—FFV—-1-290~FEZ)L 1—AF)L—2—-FFV—1
2—rbFO—1, 8—FI7FYPU—3—-ALKRFIL—DEE
1—AF)L—2—FFY—1, 2—PcrO—-1, 8—FTFYI2—3
—hILARUEE1. Og (4. 9mmo |) #2HVORAAZ22 (50mL) IZ
BEL, BIEAXYYIILT. OmL (12mmo |) #MATz, COREEY
[N, N=DAFIRILLT I RIFEMATA40CT1REARBRELE. &
WBREBRETEBL, 1 —AF)L—2—FFY—1, 2—PEFO—-1,
8—FIFVIU—3—HIRVEINY FEFR-, Gon-Bo0 K%
FEEZRJIL (30mL) ITERL, COBERE1, 3—-oOnxHyy
A0 60g (5. 4mmo |) ERJIFILTITU0. 82mL (5
9mmo |) D7 FZFYJI (50mL) FRITKATTHML, EB
T1EEBYH L. REEEWE. KIIH(T., BFEETFILCHIE L. AHE
K, REEKFRFT M) OLKBR, KOIETHESER., 3218, BEL-, BE
EOAVITOELI—TITHRELTHERRKRDEZERLILEMEO. 83 ¢
/- (IRE57%) ,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

2.09 -2.18(2H,m), 2.47(2H,t). 2.73(2H, t). 3.89(3H,s), 6.05(1H, ), 7
.25-7.29(1H,m), 8.03(1H,dd). 8.49(1H,s) . 8. 75(1H, dd)

(2) 33— (2—EFOFP—6—FFY—1-9O0AFE2HILR
ZI) —1—=AFI—1, 8=FTFYPr—2 (1H) —A2DHE
3—FFVY—-1—-vvO0~AFtLZ)L 1—AF)IL—2—FFVY—-1, 2—
JeErFO—1, 8—FT7FYPU—3—HhILAKRFIL—L0. 83g (2.
8mmo |l) 7t r=ZrYJ (50mL) ISHEME LT, COBEKICKIT
FIFTEZ20. 43mL (3. Tmmo |l) EFE VYT /ERYLO.
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[0385]

[0386]

[0387]

[0388]

26g (3. Tmmo |) #MA, ERT—RBRIER L. KEEEHMEN
MEEKIZHIT, BFETFILTHEL, KBV I VEEMATpH3~4
ELTHOEBET FILTHE L=, BHMEZKE, 520%, BEL. BEZA
SLYAT T ST74— (EFEIFIL: n -AFH=1:1~1:0) T
FRE LARBMEROZERILEMEO. 30gHB- IRFE36%) ,
TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
2.03-2.12(2H,m), 2.49(2H,t), 2. 75(2H,t), 3.92(3H,s), 7.17-7.21 (1H, m
). 1.69(1H, s) . 7.91(1H,dd). 8.63(1H,dd). 16.5(1H, s)

EhEf 3
1— (ZFLFAAFIL) —3— (2—EFOFP—6—FFVY—1-—-3%
ANFEUAIRII) —1, 8—FTFYPU—2 (1H) =42 (XKH
BADILAEHMBES 1 1 —19) O&E

(1) 3—FFV—-1—-o20nFtZ)L 1— (ZFILFAFAFIL) —
2—AFY—1, 2—=YEFO—-1, 8—FI7FUPr—3—-hiLKRFIL
— FOHEE

1— (ZFILFAAFI) —2—FFY—1, 2—YkrO-1, 8—F
T7FYO—3—HhIRVEE2. 20g (8. Smmo |) 290044
v (80mL) ITHEBL, BIEAXTFJILE. OmL (60mmo |) &M
Zlzo COREMIN, N=DAFILRILLT I F1EHEMATERT 18
MLz, RISERERETERL, 1— (TFILFFAFIL) —2—7F
*¥Y—1, 2—2eFO0—1, 8—FI7FYIPU—-3—H)AREIAY K
2B, Bohnf-Eo O K49 0044> (80mL) [TEfEL. 2D
BRICT, 3=290OAXHUTFU1. 02g (9. Tmmo |) &RV
IFILFEI21. 40mL (10. Ommo |) ZKATFTTHML, EET
2EFMEEH Lz, RIGEEWE. REKHFEF M) DLKBRIZHIF, o0
OARoTHEL, ARELTER. RiELT-. BEZ2 4V JOELI—T
LTHhELTHECEKRDIFLLENE2. 99 gFf- (IRE TFEM) .

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )
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[0389]

[0390]

[0391]

[0392]

1.32(3H,t), 2.10-2. 16 (2H,m), 2.47(2H,t). 2.72(2H,t). 2.84(2H,a). 5.
68(2H,s), 6.04(1H,s), 7.28-7.31(1H, m), 8.03(1H,d). 8.50(1H,s). 8. 75(1
H, d)

(2) 1= (ZFILFAAFI) —83— (2—EFOFL—6—FFV
—1 =39Ot hIARZIL) —1, 8—FTFYPr—2 (1H) —
ToDEE

3—FFvV—1—-—90~AFtEZ)L 1— (ZFILFFAFI) —2—F
*Y—1, 2—2ekrA—-1, 8—FT7FYLU-3—-AIRFIL—F2

97¢g (8. 3mmo |l) 22490044 (80mL) IZAfELT-, C
DBBICKYIFILFTEU1. 40mL (10. Ommo |) ET7EIDY
FUoERY20. 77¢g (9. 1Tmmo |) #Mx, EET—HBERL,
RGBEMEY TUBKBRICHIF, DyooA2THEL, BH#HEZK
B, BB BELR, BEEFHSLIAT KIS 74— (BEBETFIL: n -
AFxHU=1:4) TREL, #EEERKOETLLEMEO. 77 gH (
IR 2 6 %) .

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.29(3H,t), 2.05-2.12(2H,m), 2.47(2H, t), 2.73-2.82(4H,m), 5.63(2H, s
). 1.19-7.24(0H,m), 7.69(1H,s), 7.91(1H,d), 8.65(1H,d), 16.43(1H, s)

Kt 4
1—ARUVI—8— (2—EFAFL—6—FFV—1—-YO~TEY
ANKRZI) —1, 8—FT7FUPr—2 (1H) —F> (KEBADILEY
BE11—-24) O8E
(1) 3—FFV—-1—-o2a0nFEZ)L 1—RUIIL—2—FFVU—1
2—rbFO—1, 8—FI7FYPU—3—-ALKRFIL—DEE
1—RoVI—2—FFY—-1, 2= kO—-1, 8—FIT7FUYIr—
3—hILKRUEE1. 61g (5. 7Tmmo |) #o9/A0A%Y (60mL
) IZHEfEL, BEA XY UILS. 5mL (42mmo |) ZMATz, ZDE
BMIIN, N=DAFIRILLTEIRI1EEMZTA0°CT 1 BB L:
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o RISBREBETEMRL, 1 — R P)—2—-FFY—-1, 2—2EFO
—1, 8—FI7FVPU—-3—AIREIDY) FEEFL, GonfEo 0O
JrZDoO004A%2 (60mL) [TEBEL, COBKICT, 3—vovON
*HoVF2 0. 71g (6. S8mmo ) ERYIFILTIO0. 97m
L (6. 9mmo |) ZFML., BET2HHEEBRLE:. RGEESYMERE
KEF FUDILKBRIZHIT, /00 A2 0 THHE L, GHELEEE, 2
L. BEZSAYVIOELI—TILTHELTHERRADIETLILEY
2. 13 g (IRE TEH) .
[0393] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
2.10-2.17(2H,m) . 2.46(2H,t). 2. 72(2H,t). 5.79(2H,s). 6.03(1H,s). 7.
22-7.30(4H,m), 7.51-7.54(2H,m), 8.02(1H,d). 8.49(1H,s). 8.75(1H, d)
[0394] (2) 1—=RUPIL—3— (2—EFOFXP—6—FFY—-1-00OA
FeoHNLRZL) —1, 8—FTFYUYPU—2 (1H) —FDHE
3—FFV—1-vOAFtEZ)L 1-—-R2I)—2-FFY—-1, 2
—JeFrFO—-1, 8—FI7FYPU—-3—-HiKRF¥xIL—+2. 13¢g (5
7mmo |) #¥500A%Y (60mL) IZEEL, COBKIZK) T
FILFTIT0. 97mL (6. 9mmo |) EF7EFVTUERYYO.
54g (6. 3mmo |) #MA, ERT—BERIEK L. KIEEEMEY
TUBKBRIZHIT, DonO A0 THEHL, BEEEKE. &R, BE
Lf-. BBZAS/—ILTHEELTERERROERILLEYE 1. 314/
- (INFE6 2%) .
[0395] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
2.06-2.09(2H, m), 2.49(2H,t), 2. T4(2H,t), 5. 73(2H,s), 7.16-7.27(4H, m
). 1.46(AH, d). 7.71(1H,s), 7.90(1H,d). 8.61(1H,d). 16.41(1H, s)
K 5
[0396] 83— (2—EFBEFY—6—FFVY—1-29AFEUHIILARIIIL) —1
— (2=APFIRUDL) —1, 8=FTFYPr—2 (1H) —=F> (
AEADILEMES 1 1 —37) OHEE
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[0397]

[0398]

[0399]

(1) 3—FFV—-1—-2208FEZ)L 1— (2—AFFIRUDI)
—2—7FF%VY—1, 2= FfO0—-1, 8—FTFYLr—-3—-A/ILKRF>
L—tDEE

1— (2=ARFIRUDL) —2—FFY—1, 2—PEtDO-—1,
8—FTIFULU—3—hILKRUEES. 83¢g (12. B3mmol) &LV
OOA%> (100mL) [TE#EL, BIEAFHJILT7. 5mL (89mm
ol) ZMAt=c CHEEBMIIN, N=UAFIKRILLT I F1FEEMZT
40 CTI1HEERL:, RISBREBETEMBL, 1— (2—AFFIAX
VUN) —2—FFY—-1, 2—PEFO—-1, 8—FTFUYPL—-3—7H
WRV B DY FE/RR, BonfB/O0) F£229/ 004482 (100m
L) ICBEEL, COBEE1, 3—290AxHo0F2 1. 52g (13

6mmo | ) EFJIFIFTEV 2. 11mL (14, 8mmo |l) DY
20RA%Y (100mL) BRITKATTHRML, EET2EMBRL:
. RIGEEYE. REBKFRTFT M) DLKBRIZHIT, U000 A2 THH

L. BEERIIE. BIELTz. BEEDAVTOELI—TILTHEELTH
HEEAKRDIZLLEYME L. 828 IRE97%) ,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

2.06-2. 14(2H,m), 2. 44(2H,t). 2. T1(2H,t). 3.89(3H,s). 5.80(2H,s). 6.
03(1H,s). 6.60(1H,d). 6. 74(1H, ). 6.88(1H,d). 7.15-7.27(2H,m), 8.05(1
H,d). 8.56(1H,s)., 8.66(1H, s)

(2) 33— (2—EFOFP—6—FFY—1-9O0AFE2HILR
ZI) —1— (2=AFIURDDN) —1, 8—FTFYPr—2 (1H
) —A 2 DEE

3—FFV—1—-—90~AFtEZ)L 1— (2=APFIRIDL) —2
—FFv—1, 2—=Peko—1, 8—FIT7FVIU-3—-AHILKRFIL—
4. 82g (11. 9mmo |) Z249 00422 (100mL) [THEME
L. COBBICK)IFILTFTIV2. 0O1mL (14, 3mmo ) &7t
foY7oERY21. 11g (13, 1mmo |) A, EEBET—BRE
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[0400]

[0401]

[0402]

[0403]

Bl REESYEI I UBKBRICHIT, >o00A2 0 THEL,
AHHEEKE, 2R, BEL, BBEHZL0OI )T 71— (BFEET
FIb:n-AFH=1:8~1:1) CTHRELEGHERDELEME
59¢g (IRFE 3 3%) /i,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
2.00-2.08(2H,m), 2.45(2H,t). 2. 71(2H,t). 3.90(3H,s). 5.73(2H,s). 6.
72-6.80(1H, m), 6.87(1H,d). 7.13-7.18(2H,m), 7.80(1H,s), 7.94(1H,d), 8
.54 (1H,d). 16.31(1H, s)

EHeHl 6
3— (22—t FAXY—6—FFV—-—1—-vOAxTE2OHILKRZIL) —
1—7Jzx=)L—1, 8—FTJFYL—2 (1H) —*> (KAEBEDILEY

EE2E11—-41) OHE

(1) 3—AFV—-1—-2vanxtZ)l 2—FFVY—-1-TJzx=Z)L—
1, 2=2EeFA—-1, 8—FT7FYLU—-3—HILKRFLL—FOHE

2—FFY—-1—7Jzxz=)L—1, 2= kA—-1, 8—FTFUYIr—
3—hILKRUEE1. 62g (6. Tmmo |) #o9/A0A%Y (60mL
) ITHEfEL, BlEA XY UL, 7mL (44mmo |) ZMAT=, ZDE
BMIIN, N=DAFIRILLTEIRI1EEMZTA0°CT 1 BB L:
. RIGEEMERETERL, 2—F4FY—1—-7z=Z)L—1, 2—VEF
O—1, 8—F7FYPU—3—-hiLRoBrny F&Bf, Boni-BEY
Oy kxE2/00A%2 (60mL) [THEHEL, COBKIZTT, 3—v4 0
AFXHUTHL0. 75g (6. Tmmo |) EFYIFILFIV1. 083
mL (7. 3mmo |) ZHFML, EET2REEBHL-. RIEEEYMZE.
REBKFRT FUDLKBRICHIT, o000 A2THEL, BHELTEE
. BiELl, BEESAYVIAEILI—TITHREL THERRADIZERIL

BPE2. 16 g (UEI9%) &/,

"H=NMRT—4% (CDCI|3/TMS 6 (ppm))
2.06-2. 14(2H,m), 2.45(2H,t). 2.70(2H, t). 6.04(3H,s). 7.24-7.29(3H,m
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). 1.49-7.62(3H,m), 8.08(1H,d)., 8.57-8. 60 (3H, m)
[0404] (2) 33— (2—EFOFP—6—FFY—1-9O0AFE2HILR
=) —1—=Tzx=)L—1, 8—FTFYTPr—2 (1H) —FLOHEE
3—FFVv—-—1—-voOAFxtZ)L 1—-TJzxZ)L—2—-FFVY—-1, 2
—JekrFO—1, 8—FI7FYPU—-3—HILEKRFIL—F+2. 16¢g (6
Ommo |) #2900A2Y (50mL) ISHE@EL, COBRKICFIT
FIFE21. 01mL (7. 2mmo |) EFE LUV TUERYLO.
56g (6. 6mmo |) ZMx, EET—RERK Lz, RIGEEMEY
TUBKBRIZHIT, DonO A0 THEHL, BEEEKE. &R, BE
Lf-e BBZAZ/ —ILTHEELTARERBOERILLEYE 1. 01 g (
IR 4 7 %) B,
[0405] '"H—NMR7T—% (CDC1;/TMS & (ppm) )
1.99-2.05(2H,m), 2.44(2H,t), 2.70(2H,t). 7.16-7.19(1H,m). 7.31(2H,d
). 1.45-7.49(0H,m), 7.56(2H,t), 7.82(1H,s), 7.95(1H,d), 8.48(1H,d). 1
6. 38 (1H, s)
Erhaf 7
[0406] 3— (2—EFBEFY—6—FFVY—1-29OAFEUHIILARIIIL) —1
— (B=AFII—=83—AVYFFXHYYI) =1, 8—FTF)Pr—2 (1
H) —# Y (XEHADILEYES 1 1—-63) OHRE
[0407] (1) 83— (2—EFAFL—6—FFY—1—-200~FEUHILKRZ
W) =1 = (5= AFL=3—AVYFFHJJI) —1, 8—FTFIYIV
—2 (1H) —FD&iE
1= (B=AFI=—3—-AVYFXHIYIL) —2—-FFVY—-1, 2—-D¢t
FO—1, 8—FJFUYPU—3—AILARVEE1. 7g (6. 3mmo |)
ZoononA%y (60mL) [TIEML, BIEAFHUIL3. OmL (36
mmo | ) ZMATz, CHREEWIIN, N=—TAFILKRILLTZ F1EEM
ATERTIRMEEBH L, RIGBRERETERL, 1— (5—AFIJL—
B—AVAXHYYIL) —2—FFY—1, 2—PEFO—-1, 8—FTF
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[0408]

[0409]

[0410]

J)OU—3—AILRUEEIDOY) FEB-. BonzBoOY) FE229 004
R (50mL) ITHEMEL, COBRRITKATTT, 3=yanxyoy
A20. 77g (6. 9mmo |) ERJIFILFTET1. TmL (7. 5
mmo | ) Z&HML, KATTIO0ON#EH Lz, COEESHMILIIFLTY
0. 97mL (6. 9mmo |) 7RIV TUERJLO. 595
(6. 9mmo | ) #MZ, 40°CT1HBAE®RL. REEEWEITY
BKBRICHIT, DonnA2 o THE L, AREEKE, B2, RELE
o BEBENSLIOTRIZ74— (BRI FIL: n -AFHU=1: 1~

9: 1) THREL., ABKEOEZELEMEO0. 27 ¢ (IRE12%) B

TH=NMRT—4% (CDCI3/TMS 6 (ppm) )
2.01-2.072H, m), 2.46(2H, t). 2.55(1H,s), 2. 72(2H,t). 6. 21 (1H, d) . 7
22-7.26(1H,m), 7.81(1H,s), 7.96(1H,d). 8.53(1H,d) . 16.31 (IH,s)

K 8

3— (2—ERFBEFY—6—FFVY—-1—20O0AFELUHILARZIIL) —
1— (6—A+FFL—3—-EYLZ) —1, 8—F27FYvr—2 (1H
) —F 2 (XEHAOELEHMES 1 1—-92) OHE

(1) 3—FFV—-—1-vOAxtE=)L 1— (6—A+FL—-3-FE
D) —2—FFY—-1, 2—PEFO—-1, 8—FTFYPL—-3—7H
LRFS L— FOHE

1— (6—AFFL—83—-EULZ)L) —2—FFVY—-1, 2—2EFO
—1, 8—FI7FYPU—3—HILAKRE1. 35g (4. 5mmo |) #
ooOOA%Y (560mL) [TEMRL, |IEAFFYIL2. 5mL (30m
mo | ) #MAt., ZHEEMIIN, N=CAFIRILLTIF1EENR
TEET2REEBHLE, REBERZBRETREBEL, 1— (6—A X —
3—EUDL) —2—FFY—1, 2—=PEFO—-1, 8—FITFYPU—
3—hiRoEg ) FEB/I-, BohfBBYy O FE29 o044 (5
OmL) [SEMEL. COBERITKATTT, 3—90~AFH2DF 20



WO 2010/089993 159 PCT/JP2010/000607

[0411]

[0412]

[0413]

[0414]

56g (5. Ommo ) EFYIFILF7IU1. 54mL (10. 8mm
ol) ZHRML, ERT2REBH L. RIEEEMZE. KIIHIF, 0
OARoTHEL, AREZTER. RiEL-. BEZ2 4V JOELI—T
LTHhZELTHECEKADIFLLEME1. 78g INE E=EH) Bl
TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
2.07-2.16(2H,m), 2.46(2H,t). 2. 70(2H,t). 4. 01(3H,s). 6.05(1H,s). 6.
93(1H,d). 7.29(1H,dd). 7.51(1H,dd), 8.07-8. 11(2H, m), 8.58-8. 61 (2H, m)

(2) 3— (2—EFAFL—6—FFY—1—-200~FEUHILKRZ
W) —1— (6—A+FL—3—-EUYPZI) —1, 8—FTFJIr—2
(1H) —Fn&iE

3—AFV—1—-vOAxtZ)L 1— (6—A+FP—3—-EUTL
) —2—FF%vY—-1, 2—CkFO—-1, 8—FT7FYLr—-83—-H)LKR*
YL—hk1. 78g (4. Emmo |) 900422 (50mL) [TiA
BL, COBRIZFJIFILFTEIU0. 77mL (5. Emmo |) &7+
foLF7oERY20. 43¢g (5. Ommo |) #Z., ERBT—HiE®R
Lf-e RIGEREMEI T UBKBRICHIT, 2000420 THHEL, AF
MBEKSE, 8218, BiELTz, BBZHS LA NI S 74— (BFEETFIL
in-AFHU=1:1~7:3) TRELEBERDIZRLEWEZO. 3
7 g (INE21%) B,

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )
2.01-2.04(2H,m), 2.44(2H, t)., 2.72(2H, t), 3.99(3H,s), 6.91(1H,d) .
7.20(1H,dd) . 7.54(1H,dd). 7.81(1H,s). 7.97(1H,d). 8.14(1H,d). 8.48(1H
,d), 16.36(1H, s)

Ehedl 9

1— (2, 3= rARVY[b]I[1, 4]1oFFL2—6—1J) —3
— (2—EFOFL—6—FFV—1—-YA~FEUALEZL) —1,
8—FI7FUPr—2 (1H) —F2 (XEHADLEMES11—-118)
DRiIE
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[0415]

[0416]

[0417]

[0418]

(1) 3—FFV—-1—-290~FtZ)L 1— (2, 3=k rARY
Vibll1, 4]FFP0—6—AaII) —2—FFY—-1, 2—TErO-
1, 8—FI7FVPU—3—AILRFLL—rDEE

1— (2, 3= rFARVY[b]I[1, 41oFFL2—6—1J) —2
—F*vY—1, 2—=YEFrFO—-1, 8—FI7FYPU—3—HILKRUEES
Og (9. 3mmo |) #¥9004A4%Y (70mL) ITHEEL, B4 F
H1YJIL3mL (35mmo |) MATz, COEEWMIN, N—IAFILE
IWLT7ZFEHZEMATA0CT 1HHEBHLI-. RINBRERETREMEL
1= (2, 3= rARDY[bI[1, 4]DFFP—-6—0J) —2
—ZFF%V—1, 2= ROx—1, 8—FIFYLr—3—NILRVEY
Oy FE&-. BonfzBBo0) FE200LA%22 (70mL) [THEMHEL
. CDBFRET, 3=0OAFHIUIFT1. 14g (10. Tmmo |
) ERYJIFILTEVT. 55mL (11, Tmmo |) DYV BIILAZY

(70mL) BRITKATTHEML, EEET1HMEBRLI-, RIGEEDE
KIZHIFoo OO AR o THEL, BREZREKES ) ULKBR, K
DIETHEL., 8. BELIz, BEEZCAVTOELI—TILTHELT
WEBBEKDIZRLEMES. 32g (INE86%) B,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

2.05-2. 14(2H,m), 2.45(2H,t). 2. 70(2H,t). 4. 31(4H,s). 6.04(1H,s). 6.
73 (1H,dd). 6.80(1H,d). 7.23-7.28(1H, m). 8.06(1H,dd). 8.57(1H,s). 8.6
3(1H, dd)

(2) 11— (2, 3—2EebrARVY[b][1, 4]1oFFL2—6—9J
) —3— (2—EFOAFXY—6—FFVY—-1-20A~FEUHIILKRIINL)
—1, 8—F7FYPr—2 (1H) —F D&k

3—AFV—1—-vOAFxt=)L 1— (2, 3—PEFORY[b]I
1, 4]1oFF—6—aJ)L) —2—FFVY—-1, 2—2ckO—1, 8—
FIFIVO—3—HANLKRFIL—L3. 832g (7. 9mmo |) 57t
F=FUJJJL (150mL) ITEBL, COBRKRICFIJIFILTZIO0. 88
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g (8. 7Tmmo |) &7 b7/ ERJ2O0. 77 g (8. 7Tmmo
1) ZMz, BERT—BERIE®R L. RIGESYERMEBKIZHIT. v 0
OFRILLTHESEL, KBIZVIVEEMATpH3~4 L 0L TMBY 00K
IVLTHH L=, BREEKE, B, REL. BEZHSLVOT LIS
T4— (BFETFIL:  n -AFHIU=1:1~1:0) THREL., REEH
RKOBEILEMEO. 90g (NE27%) Bl

[0419] '"H—NMR7T—4% (CDC1;/TMS &8 (ppm) )
1.98-2.06(2H,m), 2.44(2H,t). 2.70(2H, t). 4.30(4H,s). 6. 77(1H, dd), 7
.01(1H, d), 7.15-7.19(1H,m), 7.80(1H,s), 7.94(1H,dd), 8.52 (1H,dd). T
6. 36 (1H, s)
Ehedl 10

[0420] 33— (2—EFBEFY—6—FFVY—-1-290AFEUHILRIN) —
1T—AFII—7— (FYUTLAFBAFII) —1, 8—FTFUYIr—2 (1
H) —7#2 (X¥BADLEMES11—-136) OHEE

[0421] (1) 3=FFV—-1—-2vO0~AFEZ)L 1—AFIL—2—FFY—-7
— (bUZLABAFI) —1, 2—=PEFO—1, 8—FTFJP—3
—ALRFD L— FDEE

1T—AFI—2—FFY—7— (F)TIABAFI) —1, 2—DEF

0—1, 8—F77FYVTP—3—AILKRVEEO. 83 g (3. Ommo I)
ZoononA%y (60mL) [TIEMAL, BEAFHFUIILT. OmL (12
mmo |) ZMATz, CHREWIIN, N—TAFILKRILLT I F2EM
ZATA40CT2HRHEBHL, RIGARERETERL, 1 —AFIL—2—
AXxV—7— (FYZ)LABAFIV) —1, 2—2EFE—1, 8—FTF
) —3—hiRoBony KBk, 8onhfzBByoO0) FE7E =+t
JIL (30mL) ITHEAEL, COBRZET1, 3—v/AO~NFTHUOF 20
38g (3. 4mmo |) EFMYIFILFTEZ2O0. 51mL (3. 7mmo
1) 7 FZFJIL (BOmL) BRITKATTHRML, =ET 2 RE1E
BL-, RIGEEYMZKICIHIT, BFEETFILTHE L., BHRMEEK, REK
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[0422]

[0423]

[0424]

[0425]

[0426]

2T MU LKBER, KOIETHREL, 828R, BiELT-, BEEP/1V 70
ELI—TILTHELTHRERBDIRLLLEYWEZO0. 51g (INFE46%)
B/,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

2.05-2.17(2H,m), 2.49(2H,t). 2. 73(2H,t). 3.89(3H,s). 6.05(1H,s). 7.
61(1H,d, J=8.1Hz). 8.22(1H,d, J=8.0Hz). 8.49(1H,s)

(2) 33— (2—EFOFP—6—FFY—1-9O0AFE2HILR
ZI) —1—=AFI—T7— (RYTLFABAFI) —1, 8—FTFJIV
—2 (1H) —FD&iE

3—FFVY—-1—vO~"FtZ)L 1—AF)IL—2—-FFY—-7—- (hk
JZIABAAFI) —1, 2—PeFAO—-1, 8—FT7FUYLr—3—-H
RE¥ETL—FO0. 51g (1. 4mmo |) #7E+,=FYJ (BOmL)
[CHEEL, COBBK)IFILFZEVO0. 15g (1. Bmmo |) &7
LUV TF/ERYD0. 14g (1. 6mmo |) %, EET—BE
L, RISESYZERANMESKICHIT, BRI FILTHREL, KEIZH
IVEEREMATPpHI~4 L LTHALEFBETIFILTHE L=, AREZKE
CEIROBEL, BEECAVIOELI—TILTHREL THERERDIEZ
HILEMEO. 17 g (IREI3%) Hi-,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

2.03-2.12(2H,m), 2.47H,t), 2.77(2H,t). 3.83(3H,s). 7.53(1H,d, J=8.0
Hz). 7.73(1H,s). 8.06 (1H,d, J=7.7Hz). 16.5(1H, s)

LEEMREH 1~ 10 THRLNZEENRY TN 5 DERH & RHRGEHET
HEL-ARBLEVOMEEEZERE 7ITFT,
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[£R67]

e | BRI
BE Eﬁ%(ﬂnzo)

1-2 #a 179-181
1-56 #a 161-164
I-157 #a 178-181
11-2 ga 151-153
1I-3 BE 140-142
11-4 2.9 39-41
I1-15 A 1124114

I1-19 A 108-110

11-24 g 190-192
11-28 @A 157-159
11-29 @A 148-151
11-30 e 149-151
11-37 s 147-150
11-38 e 192-194
11-39 e 125127
11-41 A 212-214
11-43 e 229-231
1T-48 da 220-222
11-52 @A 163-164
11-54 ma 127-129
11-55 @A 257-259
1I-56 @i 247-250

I1-58 AR 183186

11-63 @a 113-116
11-92 s 220-222
11-118 da 226-228
11-121 e 176-179
I1-123 | ®@JR 239-240
11-126 | @A 66-67

11-128 | @A 150-152

11-131 | MR 192-194
I1-133 | MR 184-187
I1-136 | @A 194-196
11-138 | @A 147-149
I1-141 | @A 144-145
11-143 | @R 172-174
I1-434 | @R 116-118
11-442 | mh/A 238-241

111-2 s 177-179
111-41 B 205-207
Iv-41 B 210-212
V-41 g 207-208
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[0427]

[0428]

[0429]

[0430]

[0431]

[ZZ6]1]

(HEPEEK) 1 —AFIL—2—-FFY—1, 2—2EFOFX/YJ2—3—
ANRUVEBEORSE (REPHADILENESVIII—1)

(1) PIFIL 2— (2—=hrAORIDYTY) TO0FR— FOEE
2——+rARVXFILTEER32. 3g (0. 21mo |) &xOVEED
IF)IL35. 0g (0. 21mo |) LZEERETTHEKEE10O0mLIZM
Z. COREMIZKRBAKFRFIDIL27. 0g (0. 32mo |) WA
T100CT—HRIESE-. RISEEMERLEFDFTRERKL,
DRISEEMITKKZEMZ CTHBIFI/ILTHE Lz, ARHEE. REBKFRS
MU LKBR, KOIRISHESEL, B2E, BEEMRL, BEEHI LU O
RhIZ574— (BEEETFIL: n -A~AFH=1:9~1:4) THHEL.
WEAKERDOIERLAYMEI 7. 0g (INES59%) B,
TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.02(3H,t), 1.38(3H, t), 4.08(2H,a). 4.35(2H,a). 7.43(1H,d). 7.55-T.
67(2H,m), 8.20(1H,s), 8.22(1H, d)

(2) IFIL 2—FFY—1, 2= rOF/Jo—3—-HiKRFxIL
— hDEE

DIFIIL 2— (2—ZbAARVDYTY) ¥AR—F29. 0g (O.
21mo | ) #EETTHEI100mLIZMA, 80°CIZIMEL-. DR
AW, BMW37. 0g (0. 66mo | ) ZH{RAIIMA., RIGBEN10
OCETLERL, RIGEENATHEL-%, 80CTEREREESE, =
mAHE, BRI FILEKEMA, A EsBL, ARICKREKEZEST ~
JLEMZTHM LIz, MHLEEXRESFIL, COEKREEBRIFILISE
fRSHi-, SHICHBEHBIFILTHREL., FIEOBERESOHLE. CDF
REV IV, KOIETHREL, E1R. BEL-. BEZY/VTJOELT
—TIITHELT, AHEBRKRBOETILEWE13. 6g (IRFE63%) &
T=5

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )



WO 2010/089993 165 PCT/JP2010/000607

1.46(3H,t). 4.46(2H,a). 7.26(1H,t). 7.51(1H, d), 7.59-7.67(2H, m). 8.
57(1H,s). 12.59(1H, s)
[0432] (3) TFIL 1—AF)—2—FFVY—1, 2= braAXx/Y)>2—-3—
HILRFD L— FDEE
IFIL 2—FFY—-1, 2= rFAFX/J—3—-ALEKEFIL—F
3. 5g (16mmo 1) N, N=UAFILKRILLFTIF (80mL) &
1, 2=YARRVIFY (25mL) DREBEICEREL, BERRRT.
EEREFT60%KRKRLEFTFIIL GhHME) O. 71g (18mmo |) &M
Z,. ZRET152EH L, COREYIC, EETTRILYFILS. 6¢
(64mmo | ) ZMA, BET15H/EHL, SLICTIA—FAF24. 6
g (832mmo |) #FEEBTTMA6 0CTIMMERLI-. RGEEYE
VIUBIKBRIGEE, BFIFILTHE L. B8EERIEK, REBKES
MU LKBR., BEKDIETHEREL, 32R, BEL, BEEZHZL00
IrTZT74— BBIFIL: n -AFH=1:4~4:1) THEL,
WEREIDERLEYME2. 4 (NEG64%) Bl
[0433] '"H—NMR7T—% (CDC1;/TMS & (ppm) )
1.42(3H,t). 3.75(3H,s), 4.43(2H, ), 7.27 (1H,t), 7.37(1H,d). 7.64-7
.69 (2H, m) . 8.39(1H, s)
[0434] (4) 1—=AF)—2—FFV—1, 2= FrAFX/Y2—3—hILKRY
B RS
IFIL 1—AFIL—2—FFY—1, 2—-SEROX/Yo—3—-HI
REIL—F2. 4g (10. 4mmo |) %1, 4—CFHFHY (50m
L) [TiAfEL, COBRICERTKEL) FUOL—KMOHMO. 65¢g (15
mmo |) &K1O0OmLEMA, ERET2 4BMERL-. REEEMER
BAKFF MDD LKBRICHIT, BFEET FILTHEL, KMBZI T OB THE
HICL TS 00/KLLATHE Lz, BEEZKE, &R BEL. 85
NE-REZHEBIFILTERESEL THERKRAOERILLEYE2. 02g (IR
E96%) Hl,
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[0435]

[0436]

[0437]

[0438]

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

3.88(3H,s). 7.45(1H,t), 7.53(1H,d), 7.82(1H,t). 8.93(1H,s). 14.55(1
H, s)

(&4 2]

(HEPEEK) 1 —AFIL—2—-FFY—1, 2—2EFE—1, 8—F7T
FI)OU—83—NNARUBORE (HEPHEAEKDLEYESVIII—4)

(1) 8—ILI—2— (ENAAIILTI/) EYSoDElE

2— (EnNOA)LF7=2/) EYP211. 4g (64mmo |) T+
ERFOZ75250mLIZAREL, 1. 6M/IULTILITFILYFIL100m
L (0. 16mo|) Z—60TCTHTL, &HII—10CTI3KHREE
Bz, CORBREEWIT. —60°CT, N, N=TUAFIKRILLFTIFT4
g (0. 19mo |) ZHFETL., RISKEERT—HRIEH L. RGEEY
EKICHIT., 6 N—EEEMZ CTHREICLER, REEHUILZEMZTTIL
AUMICLEBRIFILTHE L, AREEKTHREL, 2R, BEL. &
BNT-FREBEENITLIOT LT ZT71— BFBEIFIL: n -~AFH =1
4~1:0) TRELARERRAKDIFEILEYEE6. 57 g (INES50%)
B/,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.38(9H,s), 7.19-7.22(1H,m), 8.05(1H,dd)., 8.69(1H,dd), 9.94(1H,s) .
10. 90 (1H, br)

(2) TFIL 2—FFY—-1, 2—PEFO—-1, 8—FTFUP—
B—AILARFLL—FOHEHE

3—RILEIIN—2— (ENAASILTZ/) EVYDOU6. 57 g (32mm
ol) ZTB/—J)L (50mL) ITHEBEL, COBRRICTOVESIFIL
0. 2g (64mmo |) &EAYPYT1. 6mL (16mmo |) #MZ
100 CT—HuEH Lz, RIGEEYMEERAEL, MHL-EXETZS/
—ILTHELTCEBEKRDIFLLENE2. 2g (RE3 2%) Fi=
TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
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1.44(3H,t). 4.45(2H,q). 7.26-7.30(1H,m), 8.05(1H,dd). 8.47(1H,s). 9
.93 (1H, dd)
[0439] (3) TFI 1—AF)—2—-FFY—-1, 2—-ctrO—-1, 8—F
T7FYDU—3—HILRFIL—bDHIE
IFIL 2—FFY—1, 2—YcbrO—-1, 8—FTFNYI2—83—7
ILRFSL—F2. 2g (10mmo ) N, N=UAFIRILLTEFR
(B0mL) &1, 2=UAFXLITARY (15mL) DREBEISEREL
. BRIRT. ERETT60%KZRIES UL GhE) O. 45g (11
mmo | ) ZMA, SHICERTIO0ONEH L. COEEMIT. KAT,
RILYFVL3. 5g (40mmo |) ZFMA, ERTI OHNIEHL, &
53— FKA423. 9g (27. B5mmo | ) #FEBETFTTMZ, 60°CT
6B LTz, RIGEEMZY TUBMKBRIEE, BFERETF/ILTHEL
. BRHEERIEK, REBKRF MU DLKER, BEKOIETHRSL, 51g
. BiELl, BEESAYVITAEILI—TITHRSEL THEBERADIZERIL
% 1. 66 g (WET7 1%) Hf-,
[0440] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
1.42(3H,t), 3.87(H,s), 4.43(2H, a). 7.21-7.25(1H,m), 7.97(1H,dd)., 8
.34(1H, s) . 8.69(1H, dd)
[0441] (4) 1—=AF)—2—FFY—1, 2=PEFrO—-1, 8—FTFUYDY
— 3 —NILRUEEOHE
IFIL 1—AF)|L—2—-FFY—1, 2—EFO—-1, 8—FTFY
CU—3—ALRFTL—F+1. 66g (7. Tmmo |) #1, 4—F
FH2 (50mL) ITHEBEL, BETKEL)FIL—KNMPWO. 45¢ (
1T1mmo ) &K10mLZMZ, EET1. SHEIEHL-. RIGES
MERBKRT F)OLKBRIZHIT, BFEETFILTHRELT-, KHEZI T
VEETEEMIC L THALEFBR T FILTHE L, ARMEZKE, R, RELE
c BBEVAVITOELI—TITHRELTCEEBRKERADIELLEYE 1. 3
O0g (IRZE8 9%) /-,
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[0442]

[0443]

[0444]

[0445]

[0446]

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

3.99(3H,s). 7.39-7.43(1H,m), 8.16(1H,dd). 7.83(1H,dd). 8.92(1H,s).
14. 34 (1H, s)

[&&4513]

(BLEFRME) 1— (ZFILFAAFIL) —2—FFY—1, 2—2E DO
—1, 8—FI7FUPr—3—-NLKRUEOEE (BEFHADLEDES
VIII—8)

(1) (2= (AFITFTE/) —3—EUDZL) A3/ —)LDOEE
2—400=30F2830. 0g (0. 19mo ) N, N=UAFIL
RILLTZE R (400mL) ITBEMEL, AFILTIVIERKIE3 1. 0g (O
38mo ) LkEEAYTILI105g (0. 76mo |) . BILEE (1)
2. 73g (19. Ommo |) #MZ100°CT2 OFfEIE® Lz, =R
[THHE, ABEYEABL, »RZEERLI-. Boh-&EIZ1 0%KEEL
FRUDLKBREMAZ, PTFILI—TILTHEE LIz, KHBIZEEEEZE M
ZTpHB~7&,L., KEZEMBLTH/ONI-EREZIHEL THED 2 — (
AFITE/) ZaAFUBERT

BERI[AT. KETFTTKRIELIFIOLTILE=JL14. 4g (0. 38
mo |) 27T r5SEFROTZ3Y (300mL) [TMX, ZOEAMICHEED
2— (AFILTFTE/) ZaFUBOTFZEROTSY (100mL) A&
ZETL, ERTTHRERLE, REEEMIC, BT FILEMR, &5
(21 0%KEEIEF R DLKAZRIS2mLEMZ, FEMEH»BLI=, 5
BEREL., BEZHSLYVOT LIS T4— (BFBETFIL . n - AXH Y
=1:1~4:1) THEL. XHBHAKRDEFERILEYE9. 10g (IR
E35%) B,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

2.10(1H,s), 3.01(3H,d). 4.59(2H,s). 5.38(1H,s). 6.48-6.52(1H,m). 7.
21(1H,d) . 8.01(1H, d)

(2) 2— (AFITFZ/) ZaFUFILTE FOHE
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[0447]

[0448]

[0449]

[0450]

(2— (AFJIFE/) —3—EUPZI) AR/—J)L9. 10g (66
Ommo |) 5 00HR)LL (70mL) ITEMEL, ZBE<TVHV1 7
4g (200mmo |) ZMATEO0OCT—HiEH LI, RIGEAYES
BL, ABEEMRLTCEEERDIZRILENMES. 66g (IRFEI6%) &
T=5

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

3.10(3H,d). 6.62-6.66 (1H,m), 7.74(1H,d), 8.36 (1H,d), 9.80(1H, s)
() AFIL 1—AF)—2—FFY—1, 2—YEFrA—-1, 8—F7
FULU—=3—HALKRFTL—rDEE

2— (AFITFZ/) ZaAFUTFILTERS. 66g (64. 5mmo |
) ZAR/—IL (100mL) ITBRMAL, TOVEEOAFIL12. 68g (
96. Ommo |) &ERIYTU2. 18¢g (25. 6mmo |) #/MZ 8
0°CT 7RI LTz, BALTHELI-EAFREAFIL., 1V T7OELT
—TILTHEELTREBEFROELILEME11. 71 g (INFEB84%) &
T=5

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

3.87(3H,s). 3.97(8H,s). 7.21-7.27(1H,m), 7.98(1H,d). 8.39(1H,s). 8.
70 (1H, d)

(4) AFJIL 1— (FAFAFII) —2—-FFVY—1, 2= FO-1
8—FT7FIPU—3—HILRFIL—bDHIE

AFI 1—AFIL—2—FFY—1, 2—-CEFO—-1, 8—FTF
CU—3—HIRFYL—F10. 71g (49. Ommo |) ZMEiE{EHE
% (200mL) ITEML, N—JOEZIE<BEAIIFK8. 64¢g (49.
Ommo l) &1, 2—=FYVER (2—=AF)TOEA=ZLYL) 0. 1¢g
EMAT, REBFLENS 4FMER Lz, 5120 N—TROEIE<E
42FK3. Og (17. Ommo |) ZMZ, XZEHFLAEHNL 3RREIEH
Lz, RISEA®ZEKICHIT, 7 00KRLLTHHE L, BHAEEKE. &8
=Lz, BBEASLYVAR NI 74— (BFBETFIL: Y 00OFRILL
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[0451]

[0452]

[0453]

[0454]

[0455]

=1:19) THEALEELKRDIREILEYMZE10. 56 g (UET 3%)
B/,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

3.98(3H,s). 6.36(2H,d, J=85.3Hz). 7.32-7.35(1H,m), 8.02(1H,d). 8.46
(1H,s), 8. 78(1H, d)

(5) AFIL 1= (ZFILFAAFI) —2—FFY—-1, 2—2E kO
—1, 8=FI7FYPr—-3—HILRFIL—tDEE

AFIL 11— (TFAFAFIIL) —2—FFY—-1, 2—2EFO—-1, 8
—FI2F)VPU—-3—HAILRFLL—F3. 00g (10. Tmmol) %
N, N=UAFILRILLTIEK (40mL) IZREL, T2VF4—ILO
94g (15. Tmmo |) &EkBEAHYVL2. 09g (15. Tmmo |
) EMAT, ERT—BRERL. RIGEEMEKIIHIT. EFEET F)L TH
L. AEEKE. 521E, BRL T, AHBKEDERILEME2. 85
g (IRE TFEH) F-,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.31(3H,t). 2.84(2H,a). 3.97(3H,s). 5.68(2H,s). 7.23-7.28 (1H,m), 7
99(1H,d). 8.41(1H,s). 8.71(1H, d)

(6) 1— (ZFILFAAFIL) —2—FFY—1, 2—PEFO—1, 8
—FIFIT =3 —-NILRUEOEE

AFIL 1= (ZFIFAAFI) —2—FFVY—1, 2—2EcrO—1
8—FIT7FJIU—3—-AILHRFLL—F2. 81g (10. Tmmo |
) 1, 4—TAFHD (70mL) ITHEL, EETENIER (20mL
) EMMZ, 50CTIHMEHRL. RIGEEVDBELZREZREL., /5
NEEEEK, DAV TOELI—TITIERESE L., RABKRZOIZERL
BWE2. 20gH/\ (IEB82%) .

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

1.33(3H,t). 2.71(2H,a). 5.77(2H,s). 7.41-7.45(1H,m). 8.18(1H,d). 8.
84(1H,d). 8.92(1H,s)., 14.06(1H, s)
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[0456]

[0457]

[0458]

[0459]

[ZZ4]4]

(BERMKR) 1 —AoP)—2—-FFY—1, 2—-2EbFO—-1, 8—F
JFIVOU—3—HILARCBEORE (REDEEDILEHESVIII—9
)

(1) TFIL 1—=R2D)—2—FFY—-1, 2—2FE—-1, 8—F
T7FYDU—3—HILRFIL—bDHIE

IFIL 2—FFY—1, 2—YcbrO—-1, 8—FTFNYI2—83—7
JIARFTL—F1. 50g (6. 9mmo |) N, N=CAFILKRILLT
SR (30mL) ITEML, kEENYILT1. 43g (10. 4mmo |)
ERIERUDIILT. 836¢g (7. 9mmo | ) #MA, BET—RBREEHL
2o RIGEE®MZEKITEE, PIFILI—TFILTHEL., AHEEEE. »
B, BEL-, BEEZHZLIOTLI T 74— (BRI FIL: n - ~AXH
v=3:7~1:1) THEL, BEEKRDOIREILLEYME1. 95g (UFE
92%) /I,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.41(3H,t). 4.42(2H,q). 5.78(2H,s). 7.18-7.28(4H,m), 7.52(2H,d). 7
96 (1H,d), 6.35(1H,s), 8.69(1H, s)

(2) 1 =R )—2—FFY—1, 2= FrO—-1, 8—FT7FUY
V=3 —NIRUEEDEE

IFIL 1—RUI—2—FFVY—-1, 2—2ckO—-1, 8—FTF
Jov—3—HiLKRFTL—F1. 95¢g (6. 3mmo |) %1, 4—
FHHL (30mL) ITERL, COBRICERTREN) VL1, 31¢g
(9. Emmo |) &K60mL%EMZ, 50°CTI3MMIEH Lz, RIGE
EPOBREEHEZTEL, BEZKICEHEL, BIEBEMAEEE L, 4O
ORILLTHE L, BHEZEE. 5B, BEL. BEEKKORELEYD
1. 71g (IRE97%) B,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

5.88(2H,s). 7.26-7.33(3H,m), 7.39-7.43(1H,m), 7.51(2H,d). 8.16(1H,d
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). 8.85(1H,d). 8.91(1H,s). 14.27(1H, s)
[0460] [&E4HiI5]
(BERMERE) 1— (2=AFFIRUDL) —2—FFVY—-1, 2—E
FA—1, 8—FI7FUPr—3—hILRUBOEE (HEDEADLEY
BEVIII—20)
(1) 2= (2—=APFFXIRVUDILTE/) ZaFUBOEE
2—4/00=-aF 7. 00g (44. 2mmo |) &2—ARFIA
DUITFTEV12. 13g (88. 4mmo |) #140°CTAREREMEAL
t=o ERITHA®R., RISESWIZ1 0%KEIEFT I LKEBREMRZ, ¥
OARILTHRFLZ, KEITREREZMA TpHE~7 &L, FTHLE
KEHR, ERL. AHBMEKROZEILEMES. 50g (K7 4%) &
T=o
[0461] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
3.87(3H,s). 4.78(2H,s). 6.52-6.56 (1H,m), 6.87-6.92(2H,m), 7.23-7.33
(2H,m), 8.18(1H,d), 8.33(1H,d), 8.34(1H,s)
[0462] (2) (2= (2=ARFIRUDWLTE/) —3—EUDZIL) AR/
—ILDOEE
BERI[AT. KETFTTKRIELIFILTILE=JL2. 50g (65. 8
mmo | ) 7T +ZEFOTZY (100mL) [ZMZ, ZOEBERIZ2— (
2—ARFIURVUDITE/) ZOF B8, 50g (32. 9mmo |)
DTFZERABTZY (70mL) BREETL, TR TFT1EBERELE
o RIGEEMIIEFEETFILEMA., RIZ1 0%KEEIET U LKAEK26
AmLEMZ, FBEMEHBLI-, PRERBEL, BoN-BREZHRT
FILITHER L, &R, 5B, BERL T, AEERAKROZERLLLEWES. 1
8 g (IRE TFEEH) /-,
[0463] '"H—NMR7T—4% (CDC1;/TMS &8 (ppm) )
7.96 (1H,br), 3.85(3H,s). 4.56(2H,s). 4.68(2H,d). 5. 80(1H,s). 6.47-6
.51 (1H,m), 6.86-6.92(2H, m), 7.20-7.26 (2H,m), 7.33(1H,d). 8. 08 (1H, d)
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[0464]

[0465]

[0466]

[0467]

[0468]

(8) 2— (2= A X IRUDITE/) ZaFUT7ILTE FOEE

(2= (2=AFFHIRUDITE/) —3—-EUYDZIL) A3/—)L8
03g (32. 9mmo |) #&0O0O/KR/LL (100mL) ITEMEL, =
Bgib<w>#>8. 60g (98. 7mmo |) #MAT6 OCT—HEHL
2o RIGEEMZEABL. AHREZEMREL TEEBEKRDZERILEMET7. 40
g (UINFE O 3%) B,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

3.90(3H,s). 4.80(2H,d). 6.59-6. 64 (1H, m), 6.88-6.92(2H, m), 7.22-7.33
(2H,m), 7.72(1H,d), 8.33(1H,d). 8.83(1H,s). 9.80(1H,s)

(4) TFIL 1— (2—=AFIRUDL) —2—FFY—1, 2—k
Fa—1, 8—FI7FUPU—3—ALKRFIL—rDEE

2— (2= A RFIRVUITE/) ZaAFUFILTEERT7. 40¢g (3
O. 5mmo | ) #T4/—JL (100mL) [ZAERL, AOVESIFIL
7. 34g (45. 8mmo |) EERYDL0. 95g (10. Ommo
1) #MZ100°CT4 8HfiEE L1, AHL THHLBEERZIEAL.
AXYUTHESR L TREBERKRDIZRILEWE 7. 71g IRET75%) &
T=5

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

1.41(3H, t). 3.90(3H,s). 4.42(2H,a). 5.79(2H,s). 6.59(1H,d). 6.73(1
H,t). 6.88(1H, d). 7.14-7.22(2H, m), 8.00(1H,d). 8.61(1H, d)

(6) 1— (2—=AFHFIRUDL) —2—FFY—1, 2=V FO—1
8—FT7FIVTU—3—NILRUEDEE

IFIL 1— (2=ARFIRIUDIL) —2—FFVY—-1, 2—TE kO
—1, 8—FI7FYPU—3—HILARFLL—F3. 00g (8. 90mm
ol) &1, 4—UF4XHY (90mL) ITHEML, EET6NIERE (16
mL) #MZf-, 50°CTOHMERLIE. RIGEEMISBELHES
ELTz, BEEKTHS. BRLTERKROERILEYWE2. 80g (IR
E EEMN) B
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[0469] '"H—NMRT—% (CDCI|3/TMS &8 (ppm) )
3.91(3H,s). 5.90(2H,s). 6.57(1H,d), 6.78(1H, t). 6.93(1H, d). 7.21-7.

30(0H,m . 7.37-7.41(1H,m), 8.19(1H,d). 8. 77(1H,d). 8.98(1H,s). 14.24(
1H, s)

[0470] [&E4Hi6]
(BEHRMK) 2—FFY—1—-27z=Z)L—1, 2—=PEFO—-1, 8—F
FFIVOU—3—HILARUBEORE (REDEEDILENESV I T I -1
6)
(1) 2— (Zz=UTF2/) —aFUoBOEE
2—400=-aF 5. Og (31. 7mmo |) E7ZYV5. 9g
(63. Bmmo |) . AVIAHYDTLO. 1gH140CETMERL, Z
DRIGEEMICHFILTIY (30m 1) ZMZ 100 CT2HRAEIREHL-. K
REWMZE A%, BEEEERL, BEICY/ODORILLEMARENE 518
L=, »BZEMBLCHEDKECRRADIFLILENE 7. 5 g/ (NE
EEM) o
[0471] '"H—NMR7T—4 (CDC1;/TMS &8 (ppm) )
6.76-6. 79(1H, m), 7.09(1H, t), 7.35(2H, t), 7.59(2H,d)., 8.33-8.39(2H, m
). 10.27(1H,s). 10.59(1H, s)
[0472] (2) (2=TzZ)FS/—3—EUDZL) A3/ —)LDOEE
BRIAT. KETFTTKRIELYFILTILEZUL2. 41g (63. 4
mmo |) #ZTFZEFRFAZZY (80mL) IZA, ZOEKIZ2— (7
TIZJFE/) ZaF 6. 79g (31. 7Tmmo 1) DT L3> E KO
752 (30mL) BREHTL, EETCT2RHEERL-. REESWIC
EFBIFILEMA, 5021 0%KEIEF M) DLKBR25mLEMR
. AEMESBLI, PREEML. BoN-BREEHBIFILISEMEL.
REIE. i, RiEL CEBHTIHADREEILEMZE6. 9 g/ IFE EE
B

[0473] '"H—NMRTFT—% (CDCI|3/TMS § (ppm) )
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[0474]

[0475]

[0476]

[0477]

1.89(1H,s), 4.70(2H,s), 6.69-6. 73(1H,m), 6.99(1H, t). 7.29-7.37(3H, m
). 1.56(2H,d), 7.68(1H,s)., 8. 19(1H, d)

(8) 2— (Zx=Z)LF72/) ZaFUT7ILTE FORE

(2—=TzxzZ)F72/—-3—-EJSZ)) »8/—)L6. 35g (31.
7mmo |) #50O0KR/ILAL (100mL) ITHEMEL, ZEbTHU8.
27g (95. Tmmo |) #MAT60°CT7HEERLE, RIZEEY
EHEL., ARERMEL TRABEKDIZRLILEME 6. 58 gBf- (INFE
EE=/)

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
6.82-6.86(1H,m), 7. 10(1H,t), 7.34-7.39(2H, m), 7.74(2H,d), 7.86(1H,d
). 8.42(1H,d). 9.88(1H,s) . 10.45(1H,s)

(4) TFIL 2—FFY—-1-Tzxz=)L—1, 2—YEFO—-1, 8—F
T7FIVOU—3—hILRFLL—rOEE

2— (ZxzZ)VF72/) ZaAFUF7ILTEERG6. 28¢g (31. 7mmo
1) ZT8/—)L (150mL) [TAFEL, TOVEOIFILT. 62¢g (
47. 6mmo ) EERYTDU1. 35g (15. 9mmo |) M1
OO CT—HiER LTz, RISEAMEAAMLTHEL-EAKEERNL, T4
/=L, VA4V THELI—TFTITIEREER L CARBEARDIZRILEYE
7. 42g%B (IREB80%) .

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

1.40(3H,t). 4.42(2H, ), 7.19-7.22(1H,m), 7.26-7.28 (2H,m), 7.47-7.51
(1H,m) . 7.54-7.59(2H, m), 8.02(1H,d), 8.44(1H,s) . 8.53(1H, d)

(5) 2—AF%Y—-1—-—27z=Z)L—1, 2—2EFO—-1, 8—F7F
TU—3—HILRUBEOEE

IFIL 2—FFY—1—7zx=)L—1, 2—>EeFO—-1, 8—F7TF
J)orv—3—HILKRFTL—F2. 00g (6. 8mmo ) %1, 4—
XY (100mL) [THEL, EETRENYILT. 41 (10.
2mmo | ) £K200mL%EMA., 50 CTIHHEERLIz. RICEEY



WO 2010/089993 176 PCT/JP2010/000607

[0478]

[0479]

[0480]

[0481]

MoBEEREZBEL, BBZKITERL, TI~NREBREMABEL L
o MHLzEERZ A, &R L CAERERDZRLLEME. 72 g1
(IRFE 9 5%) .

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )
7.30-7.32(2H, m), 7.38-7.41(1H,m), 7.57-7.67(3H, m). 8.23(1H,d). 8.67
(TH,d). 9.05(1H, s), 13.91(1H, s)

(247 ]

(BEPEAR) 1— (B—AFIL—33—AVYFFHIYI) —2—FFY—
1, 2—2EFA—-1, 8—FT7FVIPU—3—AILRVEOHE (BiEd
FADILEMBESVII1I—24)

(1) AFIL 2= (F)ILNABAFILAILKRZLAFY) ZaFR—F
DHIE

AFIIL 2—EFOFLZaFHR—L10. 83g (70mmo l) T4
OO*22300mLITHEEL, FPUIFALTEV7. 8g (77mmo |
) EMA, COREMIZ. BAKE)IILAOAZDRIILEVE20. 9¢g (
74mmo 1) Z—60TCTHTL, SHII—60CTI3O0TREEET=,
RIGEEYMZKIZHIFTOHrO0A2 0 THEL, ABEEKTRSER. &2
. imfElTz, BBEHASLYIAILNI S 74— (BFBETFIL . n - AFH Y
=1:4) TRELABBEADERILENE12. 8gBz (IRFE67%
) o

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

4.00(3H,s). 7.49-7.53(1H, m), 8.49(1H, dd). 8.54(1H, dd)

(2) AFIL 2= (B=AFNL—3—AVAFHYJYJ) PER/=aF
*— b DEE

AFIL 2= (FUTLAFAOAFIRILEZILAFY) ZaFFR—LL6.
7g (24mmo |) E3—TF2X/—5—AFILAVYFTFHY—I/IL3. Og
(31mmo |) ZHILITY (100mL) ITEMRBL, REEES LT3

1g (40mmo 1) . FUR (SRUSYTFUTEIY) SRFTUTL (



WO 2010/089993 177 PCT/JP2010/000607

0) 1. 5g (1. 6mmo ) . 4, 5—ER (PTzZIKIXT (/)
—9, 9—UAFILFHYHUTUT1. 9g (3. 4mmo |) #MZ80CT
1EEMBER L. RIGEEVESIE, BEEBELBEEHS LY O
TrTST74— (BEFEETFIL: n -~AFHU=1:4) THREL, BEKHE
ADOZLLEMEL. 3Bz (INET8%) ,
[0482] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
2.42(3H,s). 3.94(3H,s). 6.81-6.86(2H,m). 8.26(1H,d). 8. 41(1H,d). 10
.46 (1H, dd)
[0483] () (2= (B—=AFN—3—AVAFFHYYIL) PE/-3—-EUD
L) AR/ —ILDEE
BRIJAT. KETFTTKRIELYFILFILE=ZUL0. 75g (20mm
ol) ZTFZEFOT32 (70mL) IZMA, ZOBERICAFIL 2-—
(B—AFIL—3—AVAFHYJYL) PR/ ZaFx*r—+2. 3g (9.
9mmo | ) T FZEFOTSY (30mL) BEEBTFL. KAETFT
FrEE#H L=, RIGEEMIC, BFBRTFILZMA T, 5121 0%KERETS
FUDLKBERS. OmLEMA, FiEMEA»BL-, 2BREEMBL. BB
EEFERTFILITEML, E1R. A8, BEL UEBL CTEBMAMERLELS
ME2. 2 gl IRE T=EM) .
[0484] '"H—NMR7T—4 (CDCI1;/TMS & (ppm) )
2.37(1H,br), 2.41(3H,s). 4.74(2H,s). 6.77-6.82(2H,m), 7.41(1H,d). 8.2
1(1H,d), 8.27(1H, s)
[0485] (4) (2— (B=—AFIN—83—AVAFHJY)I) 7Z/) ZaFT7IL
TERDOHE
(2= (B=AFI—=3—AVYFFHJYJ) FE/—3—-EJIZ)L)
AB/—J)L3. 3g (16mmo |) 20 0O0O/KILL (60mL) [TIEMEL
. B2 H 4. 3g (49mmo |) EMAT6 0°CT 4 8RR
Lf-. RIGEEMEABL., »REEMEL TEBHBAKRDORELEMES
3 g/ IRE TFEH) .
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[0486] '"H—NMR7T—4 (CDC1;/TMS & (ppm) )
2.43(3H,s). 6.90(1H,s), 6.95-7.00(1H,m), 7.94(1H,d). 8.46(1H,d). 9.
92 (1H, s) . 10.68(1H, s)
[0487] (5) TFI 11— (B—AFIL—=—3—AVYFFHYIYI) —2—-FFY—
1, 2=2EeFA—-1, 8—FT7FYLU—-3—HILKRFLL—FOHE
(2= (B=AFI—8—AVYFFxHVJY)) FE/) ZaFUFILTE
K3. 3g (16mmo |) #T4/—)L (60mL) ITHEML, v0OEk
DIFIIL3. 9g (24mmo |) EERJDUO. 56g (6. 5mmo
) ZMMA 9O CT—HuER L=, RICEEYEAHE. BEEZEEL. &
BEHAZLVAI NI Z74— (BFEEIFIL . n -AFHU=1:4~7 :3
) THREL, XAEBHISORELEME2. 7 g/ (IRES55%) .
[0488] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
1.40(3H,t). 2.57(3H,s), 4.42(2H,a), 6.19(1H,s), 7.25-7.29(1H,m), 8.
03(1H,d). 8.50(1H, s), 8.58(1H, d)
[0489] (6) 1— (B—AFII—3—AVAFHVJYIL) —2—-FFVY—-1, 2—
verFA—-1, 8—FI7FJPU—3—-HILHRUBOEE
IFIL 1= (5= AFII—83—AVFXHIJYI) —2—FFY—-1,
2—oEFO—-1, 8—FIFUYPU—3—-AILEFLL—F1. 8g (6
Ommo |) ZEFEE (50mL) ITBBEL. COBRIZEIRT6 NIEEE (
10mL) ZMZA, E5IT6 0 CTSREIEH L, REEEYN L, B
EBEL, BBEMLIVITERL, BEZRERE L CTEBBRDIFLEL
EME1. 7 g/ IRE E=HD) .
[0490] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
2.62(3H,s), 6.24(1H,s), 7.43-7.47(1H,d). 8.23(1H,d). 8. 71 (1H,d). 9.
04 (1H,s), 13.32(1H, br)
[0491] [BE4Hi8]
(BlEREE) 1— (6—AFFP—3-EUPZIL) —2—FFVY—1,
2—efrfO0—1, 8—FT7FUPU—3—-hILHRUBOREE (BiEDREE
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[0492]

[0493]

[0494]

DILEYESVIII—25)

(1) A*FJL 2—4HpoO0=—aFx—rO&EE

2—400=ZaF 15 0g (95. 2mmo |) #9004 48Y
(150mL) IZHEML, |EAFHYIILE8. 37mL (94. Emmo |
) EMAT=, COEEMITN, N=DAFILKRILLT I F6FEEMATER
TI3BMEB®LI, CORISEEMITIKAT. FUIFILTI240. 1m
L (286mmol) £A8/—IL37mL (914mmo |) #IBXRET
LT, KATTI3O0RER Lz, RIGEEYHISBEEREZ LR, BREIC
REBKFRT FUDLKBREMZ, PTFILI—TILTHEL:, B#E%E
K, 812, BiEL. BEFHSLVAT LI T74— (BFBEITFIL: n -
ANEHU=1:4) THHEL, REABRRKOIFERLEYWE13. 9 g/ (
INE 8 6%) ,

TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

3.97(3H,s), 7.33(1H,dd) . 8. 17(1H,dd) . 8.53(1H, dd)

(2) AFIL 2— (6—A+FL—3—-EUPZ)) PFE/ZaFH—F
DHIE

AFI 2—HO0O0=ZaFF—r5. Og (29mmo |) &6 —4FFx
VEYD—3—-—F224. 3g (35mmol) ERILIY (80mL)
(AL, REEEIDL16. 1g (BOmmo |l) ., FUR (DRUDY
TUFPERY) D599 L (0) 1. 83g (1. Bmmo l) , 4, 65—
EX (7R RT4/) —9, 9—DAFILXZHUTU1. 8g (3

Tmmo | ) ZMZ 9 0CT7 2EFMMEEH L. REEEWMN L, B
WEBEL, KEMBIFILEMZATABLI:. PHREHBIFILTHEL
. BRHEESRE, BEL. BBEASLYOT NI ST — (BFBITFIL -
n-~FHo=1:4~1:1) TRELAABHKAKDOERRILEYE6
8 g7 (INFE9 6%) .

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

3.94(6H,s). 6.68-6.77(2H,m). 7.94(1H,dd). 8.22(1H, dd). 8.31(1H, dd)
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[0495]

[0496]

[0497]

[0498]

[0499]

. 8.36(1H,d). 9.88(1H, s)

(83) (2= (6—AFFL—3—-EYPZ)L) PE/—-3-EUPZ)L
) AR —ILDEE

BRIAMT. KATTKRILVFILTILEZ=DL2. 1g (56mmo
1) 27k EFAZ5Y (100mL) [SMA, COBERBRICAFIL 2-—
(6—AFXP—83—EYPZJ) PE/ZaAFFr—+6. 8g (28mm
ol) DTHrZEFOTIZY (60mL) BAEZHETL, EERETT28MIE
#L- RISEEYIC, BFRTFILZMA T, 5121 0%KEEF R
LKBEHR23mLEMA, FBEWE»BLz, PREEMBL. BELEET
FILITHER L, &R, 5B, BERL TEBMAROIERILEME6. 65
= (IRE TEM) .

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

1.67(1H,br), 3.92(3H,s). 4.72(2H,s)., 6.66-6. 75(2H, m) . 7. 33(1H, dd) .
7.51(1H,8) . 7.91(1H,dd) . 8. 10(1H, dd) . 8.21(1H, d)

(4) 2— (6—ARFP—83—EUPZIFI/) ZaFUTILTELRD
&

(2= (B—A+FL—83—EYTPZIL) PFE/—3—-EUTZL) *4
/—IL6. 48¢g (28mmo |) 9 00OFRILL (200mL) [THEMEL
. B2 HY7. 3g (84mmo |) #MATS50°CT4 8K
Lf-. RIGEEMEABL, »REEMRL TEBEKRDIFLLENES. 5
g &z (RE TEM) .

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

3.94(3H,s). 6.76(1H,d). 6.84(1H,dd). 7.88(1H,dd). 7.96(1H,dd). 8.37
(1H,dd) . 8.42(1H,d). 9.90(1H,d), 10.20(1H, s)

() IFIL 1— (6—A+rFP—3—-EUPL) —2—FFV—1, 2
—JeEkRFO—1, 8—FI7FUPU—3—-ALKRFIL—FDOEE

2— (6—AFFL—3—-EYPZ)FPE/) ZaFUTFILTEFrE. 4

g (28mmo |) #TH/—JL (50mL) ISHEMAL, ROVEEDIFI
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6. 7g (42mmo |) EERYDL0. 95g (1 1mmo |) EMA
100 CTARMIE®R L, RICEEYNOBEEREREL. BRELHE
IFILEDAVYTAELI—TILOREBRETHREL T, REBERKDIEZS
ILEMZE4. 1 g\ (IEALI5%) .
[0500] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
1.41(3H,t). 4.00(3H,s), 4.43(2H,a), 6.92(1H,d), 7.24(1H,dd). 7.51(1
H,dd), 8.03(1H,d), 8.08(1H,d)., 8.49(1H,s). 8.54(1H, dd)
[0501] (5) 1— (B—A+FL—3—-EULZL) —2—FFVY—-1, 2—-Tk
FA—1, 8—F27FJIPU—3—HILKRUBOEE
IFIL (6—AFFL—83—-EYUDZI) —2—-FFY—-1, 2—D¢E
FO—1, 8—FJ7FUPU—3—AILKRFIL—Fr4. 1g (13mmo
1) 1, 4—=4FHYY (60mL) ITREL, BETKREHAYIL2
6g (19mmo ) &K100mL%EMA., 6 0OCTIHMIEHR L. K
HREEYMNSBEEZBREREL, BREEKITEHEL, 700ORILLTHEL
fzo KHITREMEMAEEL L, Y O0O0RILLATHE L, BHEZEIE.
ERLTEBRERDOELLEYME1. 45/ (FEI39%) ,
[0502] '"H—NMR7T—4% (CDCI1;/TMS & (ppm) )
4.04(3H,s). 6.99(1H,d). 7.42(1H,dd). 7.52(1H,dd). 8.12(1H, d). 8.23(
1H,d). 8.68(1H,dd). 9.04(1H,s). 13. 76 (1H, s)

[0503] [BZHI9]
(BIERREK) 1— (2, 8- FRFORYY[b]l[1, 4]1oAF>—6—

L) —2—FFY—-1, 2—PEFO—-1, 8—FTFUP—-3—-AH)
RUBOEE (REFHAOILENBESVII1I—26)

(1) AFIL 2— (FUTZLABAFILRALKRZILAFY) ZaFR—
~DEE

AFI 2—bEFOFLZaFR—F12. 4g (81 mmol) LY
OOX22150mLITHE#EL, PUIFLTEI29. 0g (89mmo |
) EMATzE, BKE)ILAOAZRILKRUEE25. 1g (89 mmo
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[0504]

[0505]

[0506]

1) 2—30CTHETFLz, REESGYEERTTORARIGSE. KIZH
(T=ET1EREBH L%, 200448 0 THET-, B#EEKTRRE
ERORBLTERERKOERILLEYM21. 25K/ RFE92%) ,
TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

4.00(3H,s). 7.49-7.53(1H, m), 8.49(1H, dd). 8.54(1H, dd)

(2) A*FJIL 2— (2, 3-PERrRAORYY[b][1, 4]PHFP2—6
—fJ) PE/ZaFr—+DHEE

AFIL 2= (FMYTZLAOAAFLRNARIILAFY) ZaFH—r10
6g (37mmo ) &3, 4—IFLUDAFIRUDIILTIVG. 2
g (41mmo |) ZFILITY (100mL) ITHEMEL., REtIIL17
Og (52mmo |) , PIUR (URUDYTFTUTHRELY) DINSVUIL
(0) 1. 0g (1. 1Tmmol) ., 4, 5B—EX (VI7TZIHKRT 1/
) —9, 9—UAFIFHUTU1. 83g (5. 2mmo |) #MZ80°C
T2EEMBER L, RISEAYHISBEEZEL, KEEFEIFILEM
ATHBELI-, PREMBIFILTHEHL., BHEEZI TUOBKBR. KO
IE TRk, 5218, BELz. BBZHSLYOT NI 57— (BFBTF
W:n-AFHU=1:9~1:2) TRELBEBEAEKOELILENE
86 gfFf- (UXFE 9 3%) ,
TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

3.91(3H,s). 4.24(4H,br). 6.64-6.66 (1H,m), 6.83(1H,d). 6.97(1H, dd) .
7.37(1H,d). 8.19(1H,dd) . 8.33(1H,dd). 9.92(IH, br)

(3) 2— (2, 3=YErAARVYI[b]IN, 4]1oFFL—6—1J)
TE/—3—-EUDZILAR/—)LDEE

BRIJAT. KETFTTKRIELVFILTFILE=ZUL1. 70g (41mm
ol) ZTFZEFOZ732 (100mL) ITMX, AFIL 2— (2, 8
-k RORYY[b]I[1, 4104 FP0—6—4AJL) PR/ _aFFx—+
9. 86¢g (84mmo |) DT rZEROTSY (30mL) BREMET
LTze RIGEEMIC, BFEET FILEMA, HiWLT 1 0%KEEIES B 1)U LK
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BRI TmLEMZ, FEMEA»BLI-, »BREEBL. BEZEBRIFI
[TEfRL. 521R. 2B, BiEL CTEBHBTAKDZRELEYWES. 9 g/ (
Iz FTEH) -

[0507] '"H—NMR7T—4% (CDC1;/TMS &8 (ppm) )
2.78(1H,br) . 4.20(4H,br), 4.56(1H,s). 6.59-6. 63 (1H,m), 6.77-6. 86 (2H
,m, 7.18-7.26(2H,m), 7.47(1H, br), 8.07(1H, dd)

[0508] (4) (2— (2, 3—=YEFAORYY[bI[1, 4]1P0HFLv—6—a/L

) PER/) ZaFUTFILTE FOEE
2— (2, 8=y raARVYJ[b][1, 4]1oAFL0—6—aJL) 7=
J—=3—EYTPZIAR/—)L8. 9g (34mmo |) ZHOORILL (
100mL) ITHEMEL, ZBE<T>H210. 1g (0. 10mo |) %M
AT50CT—HiEH L. RIGEAMESBL., BERLTHELON-REE
HFERT FILICEML, 1R, 2B, BELTEON-ARKYMEN S LI OT
S T74— (BFBEITFIL: n -~AFHU=1:9~1: 1) THRELER
HRRDIZSELEWET. 69 ¢Bf- INE8T%) ,
[0509] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )

4.26(4H,br), 6.77-6.81(1H,m), 6.87(1H,d), 7.43(1H,d), 7.82(1H, dd).
8.38(1H,dd). 9.85(1H,s) . 10.25(1H, br)

[0510] (5) TFI 1— (2, 3=2EFORVY[b]I[1, 410FFL 2 —
—(J)) —2—FF%Y—1, 2—PebrO0—-1, 8—FT7F)P2—-3—
LRFS L— FOHE

(2— (2, 3= RrARLY[b][1, 4]1oFHFY0—6—aL) 7
2/) ZaFUFILTEFR7. 69g (30mmo |) #TH/—JL (15

6
7

OmL) IZJREL, YOVEYIFILT. 2g (45mmo |) &EOYD
1. 5mL (15mmo ) #MA100°CT—HuRH LIz, HEML TH
HUBEEREASLVOI LIS T74— (BEETFIL: n -~AFH =1
1~1:0) TRELARBREFDIRTLILENME 4. 3¢/ (INFE4L41%
) o
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[0511]

[0512]

[0513]

[0514]

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

1.40(3H, t). 4.31(4H,br), 4.42(2H,q). 6. 73(1H,dd). 6. 79(1H,d). 7.03
(1H,d), 7.18-7.23(1H,m), 8.00(1H,dd), 8.46(1H,s), 8.58(1H, dd)

(6) 1— (2, 3= rANRYYI[b]I[1, 4]2FFT—6—9IL)
—2—FF%FY—1, 2= FO0—-1, 8—FT7FYLr—3—HILRUEE
DRiIE

IFIL 1— (2, 3—=2ebrARYY [b] [1, 4] O2AFL2—6
—(JI) —2—FFY—-1, 2—PEFO—-1, 8—FTFYP—-3—7
LR¥FLL—F4. 83g (12mmo |) %1, 4—CFFHYY (100m
L) ICEML, =EBTKEEEYFIOL—KMHM1. Og (24mmo |) &
KSEOmLZEMA, ERT—BIEH L=, RIGEEMITKEMZ, LT
EAZS OORILLICSEBE LTz, COBKEY TUOBKEBER. KOIETHES
L. 821, BEL. Boh-EBERE2 AV ITOELI—TILTkiEL TRH
BREEDERILEYMEI. 96 gB- (INE FEH) .
TH—NMR7T—4 (CDCI1;/TMS &8 (ppm) )

4.34(4H,br), 6. 75(1H, dd) . 6.82(1H,d). 7.09(1H, d). 7.37-7.42(1H,m),
8.20(1H,dd) . 8.72(1H,dd). 9.02(1H,s) . 13.94(1H, s)

[£%&H]1 0]

(REHRRAR) 1 —AFIL—2—-FFY—7— (F)TILABDAFIL) —1
2—2efO0—1, 8—FT7FUPU—3—-hILKRUEBOEE (BEDRH
ADLEMESVIII—33)

(1) TFIL 2—F=2/—6— (MYTLAAAFII) ZaFH+—+DOH

S
=

IF)I 3—FI/—-3—43/70/)I—F (FZTAL-FTUFK-7T
7—Xa—T14Hh)- EalLT s> (Chemical and Pharmaceutical Bulle
tin) \ 4 3%, £55, 793H (1995%F) ITFEH) 19. 5g (0O

12mo |) 7 r=ZFYJ100mLIZMZ, EETFTT1, 8—C7F
HYELYRB [56. 4. 0] —7—9>T+E>18. 6g (0. 12mo )



WO 2010/089993 185 PCT/JP2010/000607

[0515]

[0516]

[0517]

EMATSAE®RLZ, COREMI4—IZrHFI—1, 1, 1 =YD
AO—-3—JF7>—2—#>220. 6g (0. 12mo |) %#Mzx, 1, 8
—CTF7HEYYRA [5. 4. 0] —7—9 T2 18. 6g (0. 12m
ol) ZMAT, 80 CTIHMEEH L, RINEEYMNLBEZREZEE
LTHERFETRML, KKEMAT -, FHL-EREZAH LEERIFILITE
RS-, PRIIEMIFILCHEL, HREREBHIEL-BFREMELIZE
WHEZEHE., BRIEKTHEHSR, 8B, REL-. BEZHSLVOT LS
74— (BFEEIFIL: n -~"FH2=1:9~1:4) TRELEBESR
DIZELEME17. 8 gF{f- (INFE62%) ,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

1.40(3H,s). 4.38(2H,a). 5.5-7.5(2H,br). 6.95(1H,d, J=7.95Hz) . 8.29
(1H,d, J=7.95H z)

(2) TFIL 2—HRILLFIK—6— (FJZ)LFOAFI) ZaFFR—
hDEE
IFIL 2—F=2/—6— (F)ZLFOAFII) ZaFr—F5. 0g (
21mmo |) ETEE1OmLZRESAEL, 100 CT—RERMBMER LT,
RGEEMESEEZ, REL. BEZHSLVAI NI 74— (BT F
W:n-AZHr=1:9~4:6) THHELEEKRADERLLEYMES
7 g 181 (INFE 6 6%) .

TH—NMR7T—4 (CDC 1 ;/TMS &8 (ppm) )

1.44(3H,s), 4.45(2H,q). 7.43(1H,d, J=8.22Hz). 8.50(1H,d, J=7.38Hz)
. 9.71(1H,d, J=9.87Hz)., 10.59 (1H,br)

(8) 2— (AFITFTZ/) —6— (FUYTLAFOAFI) —3-EUDY
AR —ILOEE
BRIJATTKFIELVFILFZILE=ZDLT1. 75g (42mmo |) %
ThSERKOZ3Y (100mL) IZMZ, TFIL 2—FRILLFIK—6
— (FYZABAAFIV) Z3FFK—F3. 7g (14mmo |) DT KrZ
EFEZZY (30mL) BFREBTL., 40°CT2MERL-. RIGE



WO 2010/089993 186 PCT/JP2010/000607

&M, BFTFILZEMZ., HULT 1 0%KERESF 1T LKBZRT18mL
EMA. FBEMEHBLT-. PREEML. BOoN-BREEHBRIFILITE
fEL. 2%, 2. BMLTHBLNEAREDA Y TRELI—TILTki%
LTHREBEROEZLLEME2. 30gHB (IRET79%) .
[0518] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
3.04(3H,d). 4.61(2H,s). 4.56(1H,s). 6.84 (1H,d). 7.27(1H, d)
[0519] (4) 2— (AFILFE/) —6— (FUTLAOAFI) —3—ZaFV
T7ILTE RFDOHE
2— (AFILFTE/) —6— (FUTLAOAFIL) —3—EUDUAA
/—IL2. 3g (11mmo ) #500OK/LL (100mL) ITHEMEL,
Bt 3. 3g (33mmo |l) #MZATS50°CT8HMIERLT
o RINEEWMZEABL., PHREEBLTERBEEZNILIOATIRT T T 14— (
BFEETFIL . n -~AFXHU=1:4~3:7) TRELBBEKXRDIZRLES
ME1. 26 gB- (IRES55%) ,
[0520] '"H—NMR7T—4% (CDC1;/TMS & (ppm) )
3.10(3H,d). 6.93 (1H,d). 7.86(1H,d). 8.38(1H, br). 9.88(1H, br)
[0521] (B) TFIL 1—AFI—2—FFY—7— (FYTIABAFIL) — 1
2—rbFO—1, 8—FI7FYPU—3—-ALKRFIL—DEE
2— (AFILFZ/) —6— (FUTLAAAFIL) —3—Z=aF2TIL
TEF1. 26g (6. 2mmo |) ZT8/—JL (50mL) [ZEfEL.
YOVESIFIILT. 5g (9. 4mmo |) £EOYTP20. 3mL (3
mmo | ) ZMZ 100 CT—RIEH L=, RINEEYMZAEER, RHELT
MELEEERESA VYV ITOELI—TILTRE L TREBEADZTLLEY
1. 24 g8 (IRFE6 7%) .
[0522] '"H—NMR7T—4% (CDCI1;/TMS & (ppm) )
1.43(3H,t), 3.87(3H,s), 4.44(2H,a), 7.56(1H,d), 8. 14(1H,d). 8.35(IH
. S)

[0523] (B6) 1—AFI—2—FFY—7— (FYT)LABAFIL) —1, 2—2D
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[0524]

[0525]

[0526]

ErRA—1, 8—FT7FUDU—3—AILKRVEOHE

IFIL 1—AF)—2—FFY—7— (FUTLAOAFIL) —1, 2
—JeFrFO—-1, 8—FI7FYPU—-3—-HIKRFIL—F1. 24¢g (4

Tmmo |) &1, 4—2AFH2 (50mL) ITHEEL, EETTKE
L) FroL—KiMMO. 35g (8. 83mmo |) &K1 0OmLZEMZR,
BT—EER Lz, RISEEMERBAKRST M) VLKBRICHT, EEET
FILTHEL, KEZIV I VBETHBECLTHSERIFILCTHEL-. &
MR EKE. 1R, BEL. BEE/LJIAZIYUOTESLTERKERED
FELEEYMET1. 02/ (IE919%) ,

TH—NMR7T—4 (CDC1;/TMS &8 (ppm) )

4.01(3H,s). 7.74(1H,d) . 8.37(1H,d). 8.96(1H,s). 14.04(1H, s)
RTEEPRIASEGICEC CTEEL-ARBLEEY [1] OPHAEOEER
#, HIEESZEFI1~10FEHLUTIZERYT, =L, REDESIXRIEE & FH
BOEKERT,
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0 Rl
HO™ N~
~ XZ
4X3'J\ R2
{L&mE S R! R | x| x| xt
VIII-1 Me H |[CH|CH| CH
VIII-2 (4-OMe)Ph H |[CH|CH| CH
VIII-3 Et H | CH| CH | CcCl
VIII-4 Me H | N |CH|CH
VIII-5 Et H| N |CH| cH
VIII-6 n-Pr H| N |CH|CH
VIII-7 C,H,0C,H;, H | N |CH| CH
VIII-8 CH,SEt H| N|CH| cH
VIII-9 Bn H| N |CH| CH
VIII-10 (2-C1)Bn H N | CH| CH
VIII-11 (3-CBn H | N | CH| CH
VIII-12 (4-CDBn H N | CH| CH
VIII-13 (2-OMe)Bn H N | CH| CH
VIII-14 (3-OMe)Bn H N | CH| CH
VIII-15 (4-OMe)Bn H N | CH| CH
VIII-16 Ph H| N |CH|cCH
VIII-17 (3-F)Ph H| N |CH|CH
VIII-18 (3-Me)Ph H N | CH| CH
VIII-19 (8-CF,)Ph H | N |CH| CH
VIII-20 (2-OMe)Ph H N | CH| CH
VIII-21 (3-OMe)Ph H| N|CH|CH
VIII-22 (4-OMe)Ph H N | CH| CH
VIII-23 (2,5-Me))Ph | H | N | CH| CH
VIII-24 _qu H | N|CH|CH
N-
VIII-25 —@-OMe H | N |CH| CH
VIII-26 Q} H| N|cH|CH
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[0527] [5R69]

[0528]
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{teHES R! R | x| x| xt
VIII-27 Me Me N CH! CH
VIII-28 Ph Me | N | CH| cH
VIII-29 Me i-Pr N CH | CH
VIII-30 Ph iPr| N | CH| cH
VIII-31 Me CHF,| N | CH| cH
VIII-32 Ph CHF,] N | CH| cH
VIII-33 Me CF;, | N | cH| cH
VIII-34 Ph CFs | N | cH | cH
VIII-35 Me CF,Cll N | CH| cH
VIII-36 Ph CF,Cll N | cH | cH
VIII-37 Me Et | N | CH| cH
VIII-38 ‘Qj CHF,] N | cH | CcH
VIII-39 Me H |CH|CH| N
VIII-40 Ph H |CH|CH| N
VIII-41 Ph H| N| N |cH
VIII-42 CH,SO,Et | H | N | cH | cH
VIII-43 \"ﬁ CF, | N | cH| cH
VIII-44 Et H |CH| CH| CF
VIII-45 (4OMe)Ph | H | CH| CH | CF
VIiI-46 c-Pr H N CH | CH
VIII-47 (3-CDPh H N | CH| CH
VIII-48 (4-C1)Ph H N | CH| CH
VIII-49 @ H | N|CcH| CH
VIII-50 \—‘1\’1 H| N |CH| CH
VIII-51 \_ﬁ Me | H | N |CH| CH
0
VIII-52 CH;0CH,—"y | H | N | CH | CH
VIII-53 Q_O) Et | N | cH| cH
VIII-54 —QO CF; | N | CH | cH
VIII-55 (3-CF3_P)}1 H | CH| cH | CF

LERDSEFOYEEELUTIZRY,
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[0529] [5R70]

=y RO
5 BHrER@my>)

VIII-1 R 220- 223
VIII-2 B 255 - 256
VIII-3 B 192 -195
VIII-4 B 220- 222
VIII-5 Bl 180-182
VIII-6 B 155 - 157
VIII-7 B 141-142
VIII-8 B 168-170
VIII-9 BiA 170-173
VIII-10 | B 212-214
VIII-11 | M 184 -185
VIIT-12 | RhA 220 - 222
VIII-13 | ms 188-191
VIII-14 | B 152 - 154
VIII-15 | Bis 193-195
VIII-16 | B 239 -241
VIII-17 | #R 176 - 178
VIII-18 | R 235 - 237
VIIT-19 | BisR 195- 196
VIIT-20 | RBEA 264 - 266
VIII-21 | R 272-274
VIII-22 | B 265 - 268
VIII-23 | MR 211-214
VIII-24 | MR 224 - 226
VIII-25 | Bis 256 - 258
VIII-26 | B 242 - 244
VIIT-27 | BhAL  230-233
VIIT-28 | RA 242 - 244
VIII-29 | B 165 - 168
VIII-30 | R 213-215
VIII-31 | AR 174-176
VIII-32 | AR 176-178
VIII-33 | misl 183 - 186
VIII-34 | R 177 - 180
VIII-35 | RBhx 172-174
VIII-36 | RBiA  231-233
VIII-37 | M 162 - 165
VIII-38 | mi&A 203 - 206
VIII-39 | BiR 187 -189
VIII-40 | RiA 254 - 256
VIIT-42 | B 196 - 198
VIII-43 | BhA 180 - 182

[0530] HIEEHMAREFICEC THEL-AERALEY [1] OFEADIEEY
BEBVIII—41DHNREZLTIZERT,
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[0531] {tEMEEVIII—41 (CDClIy/ TMS & (ppm) ) : 7.17-7.30(2H, m),
7.54-7.67(3H, m), 9.07(1H, s), 9.11(1H, s), 9.24(1H, s), 13.30(1H, b
r)
RICRIREGEFG Z HIF TRFNAZEEAMICHAT S, &Y. Hm
BIDBERUVRELET, ChOHBREINS ZELGLEVEETERR]
BETHD, UTOHRBAICHENT T8 (FEEHEEKT B,
[0532] (&FIFI 1) KA

ILEMBES 1 I —201LEY 1 0Eh
RUAXRSIFLUAIFILIIZNI—TIL 0. 5%
B—F TR LURIKRUEERILTY UEEWMF L UDLIE 0. 5%
EEL 2 0 &R
9 L— 6 9 &b

MEEH—ISEAMELTKIFE L, X, BNES 11— 212tX
T. & 1~66ICRENLANE LAV TRKISKIAIESS C nTe

T=5
[0533] <(&EFIHI2) TOF ITILA
LEMBES 11 -4 10ILED 2 0 &f
K 6 9 &h
RUAFRCIFLURF LT 2 IV I—TIVRERE 4 EB
IFLYF)a—) 7 &R

PLEIZ)a—2AF—118N (BIERIEK®RAEHE) Z22=(CxL
200p pmiMZ, EEEBHEICTIONHES LIz, EXMARIZTH
BLO2A7INLFIE LT, Ff-, kEMES 11 —411IKZXT. £1~6
BICEBDILEYRRAERVWTHEBZRICIOT ILFERZIZENTES,

[0534] <(&HFIHI3) ELF

LEMBS I 11 —-118DEY 3 0%

FOLUVEAYROVDEEEEY 6 0 &}

RUAXRSIFLUVILEZDTILFL— 4 %0
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RUFFLIFLUR)TZILFLT)—ILIT—TIL 4 BR
FILFLT J—LRLARR— k 28

UEEH—ISHEMUTHAE L, F2, LABES111-118I1K
2T, ®1~66[CRBNLAENELEAVTRAKICAFERL LM TE

%o
[0535]  (&&IFI4)  Hukl
LEMBES IV—41DLEYD 1 0Eh
BILGERVRFARD (1 : 3) EEY 8 O &}
RIA RA—HRY 5 &B
RUAXRSIFLUVILEZDTILFL— 2 Ep
RUAFRSIFLURYTILEFLT)—ILI—TIL 2 Ep
TILEXILT)—ILAIHRR— 1B

LEFEH—ITEEHMBRLI-. CORESWITKT1 OMEEELMATHEL
 FHEXEREEROTERO. 7mmDASNANLRLE L TEELE:
®ICO. 5~1TmmOERSICYRL, AL L=, F-, LEYES 1 V-
41IZRZA T, R1~66ICRBEDLEMELERAVTREKRICKHFZHF S
EMNTES,

[0536] F71=, T1~66IZREADLEMIE. HEMHI 1~ 4 TRBDFEICELT

FHROEERKNEHET S ENTES,

[0537] RICHEEHIZ HIF TARBLEVMOREZTEICDOVTEHRAT 5,
(GRERHI 1) KELERECKSBRENRAR
100cm2TSRFy IRy FMIKALEZFREL, KBR, 24/ XET

ATHF AXKREIILADFEFERBEL, KE3 cmITEKLz, BB, &
B ICECTRE LKA ZKTERL, KEBETLE, EBAZEE. &
MERE, 1IANI3—ILEY1000 gL LT, TDE, BENTER

L. 0EE21BBICROK7 1 ICRBOEEICH->THRENREZHAELE

[e]

[0538]
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[&71]

B & |REDRE EFNHEERE) RUEKE

9 0 %Lk EOMH OBREZIR, EE

7 0% E9 0%KRBORESFE., KE
50%LLE7 0%RBOREZR, ¥EE
3 0%LLES 0 %RGORERR, EE
1 0%LLE3 0 %KRMORESFE, EE
0 0%LLE1 O %RMOREZRE, EKE

[0539] Z0D#R%E. £72~7 3ITR7,

[0540] 7%H. RFDOLEELEMA, RULBKELEMB, LEEEMC RULEIE
BYDIE. FNENEMBFLEABEEP—28326 1BICE&HIn-1LEY
#E70, 34, 32RUB1THS. cnoDILEVMOBEXELUTITR
ER

[0541] [1E26]

= N W A,

o o o o0
&f" as
HEBLaHmA HB{LEHB

o o o o0
N\ N\

solonse

H N H N
e C HBLEHD

[0542]
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[%&72]

IEaPEST | A XEx =
I-2
1-56
I-157
II-2
1I-3
1I-4
II-15
1I-19
11-24
I1-28
11-29
I1-30
1I-37
1I-38
1I-39
1I-41
I1-43
I1-48
1I-52
II-54
II-55
II-56
II-58
11-63
11-92
1I-118
II-121
I1-123
1I-126
11-128
II-131
I1-133
II-136
II-138
II-141
I1-143
I1-434
IT-442

A

AXREZNA
b

o

cncnoxcncn01010101cxcn01cncncncnmmmmmmmmmmmmmmmmmmmpmmq.

Gt Ot Ot Ot Ot Ot Ot Ot O QW Ot O Ot Q1 O Ot O Ot Ot Ot Ot O Ot O O U1 o OTL OTL O O O O Ov Ot Ot On
Ou Ot O O O UT U1 U1 O OT OT QL O O OV O O O O O O O UL O O Q1 O O QL O O Ot Ov O1 W
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[0543] [%73]
ItEmES | FAXE= F¥ A XEREZNA
I11-41 4 4 4
IV-41 5 5 5
V-41 5 5 5
Hg{taWmA 2 0 0
wE{t&YB 0 0 0
H&gAf&%C 1 2 1
A& %D 1 4 2
[0544] (RERGI2) MM HIZMIBIC & ZRENERER

[0545]

80cm27SAFyHIRy MIHMEIEZEZFKEBEL, /1 FE. FAEHXFA LD
EFEBELTEL L, &AM 1 CECTREL-KMFIEZKTHERL,
1A= LB YBEPEIMN1000g(THBELEIT, 1A92—)LEY 1
000Ny MILHAZ/NEBZEFRTLIERAICH—ITHALE. TOR, &
ENATERL., NWE2 1BBEICHELER7 1 ICEEORECHH->T, BE

NREAE Lz, BRERORT 41277,
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[F&74]

tEMES | AX¥x |maul¥ A

II-2

1I-4

1I-15

1I-19

11-24

1I-41

11-43

1I-48

II-52

II-54

II-55

II-56

II-58

11-63

11-92

1I-118

11-123

11-128

II-131

11-133

II-136

1I-141

I1-143

IV-41

V-41
LS A
Hgir& 9B
g &%HC
AL EHD

,

TFITFA LY

ocL\D!-lcncncnc:nhmmpmmmmmmmmmpmmmmmmm\{.\

N DN WOHOT Ot O W O O b O OT O O i O O O Ot O O Ot Ot Ot b Ot Ot Ot
©C O C H|b O Ot i b O1T W O O O i W O O O U O Ot O O W i U i O
WWNCOCHE O WOMOUTOO ot ot Ot Lot QU ot Ot Ot Ot Ot Ot O

[0546] (EERMIS) IHMMEZENEIC K ZREDRHAER
80cm2TSRFy IRy MIMLTIEEFKEL, 1 XET, A FE, 7#
A rIDEFEBREL, BEENT2BARMERE. SEIG 1 CECTHRARL
F=KFFZKTHERL, 1AV EZ—ILBUFEMEDHN 1000 gllimdikic
1A= ILHEY 1000y MLEBE/NIEESR TEDEROLALN S
SRICEEHAVE Lz, TO%., BENTERL. LE1 48 BICHIEL
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R7VICEEOEEIZHE ST, BREMNRZHAEL-. TOHREETRDOXKR7T
5(Z7RY,
[0547] [&75]

T,

LB RE | A XV¥x |(=)zurd| 4

I-56

I1-2

II-3

1I-4

II-15

II-19

I1-28

11-39

IT-41

IT-43

I1-48

I1-52

11-54

II-55

II-56

I1-58

11-63

11-92

II-118

I1-121

I1-123

I1-128

I1-131

I1-133

II-136

I1-138

I1-141

II-143

IV-41

V-41
{rEHm A
HigftS9B
Hg{tE8C
kEft-a%D

[0548] LIEDERENOFEBADILEYMNEBNEREZEZAL TS EHDHH

TAITA LY

rlkPCJ‘!N0101UICJ'(CJ'IU’I010101010101010101010101010101010101010101010101\9

C O C O QU O Ok O i OOt W UL O OT OUOT OU QUL O OT OT O W W OO i i b W

CO O C|UT UL Or W Ot OO b CULOL OO OT OOt Otot OO O O O O UL O Ot O W
O M EIGEOTO AW OO OO Ot ottt OrotOotot gt OOt Ot Ot Ot Ot O U1 O
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60
EX_E ORI ARt

[0549] AFEBAL, BN-REEEEZEIOHEALLEVERBTILDOTHY.,
REIH. EXIHICEVLWTHERATHY ., EXLOFATREEZRT S
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[FERIE]
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SRR D #EH

— &= [ 1]
[1E1]

[I]

(X, X'(E, BRERFXIEHERFERL.

X2, X3RUX*E, CH (HZRFRRFERALYEBEBRENTE
KLy, ) ; XIEN (0) . #FRL,

mit, OXIF1DBHERL.

R, KRFEF; Ci~C ., 7ILFIE,, C,~CTILT=ILE,;
C,~Ce7ILFJLE ; Co~CegOT7ILFILE; Cs~Csi¥
A7ILFILC ~Cs7ILFILE; C,~Ce/\NOT7ILFIJLE ; C,~C
/NOFILHZILE  Co~C/NATFILFXZILE  Cy~Cg/NATY
OF7IILFILE ; Co~Ce/N\NBLHOFILFILC~CsT7ILFILE;
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