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ERMEBRANSHILGREENRD I HESEOETHD) . L YIFEICE
EBEBREINTHLIVTzDLE (BRI DIILEOEBRET. BEREEADL
SHMIMLTEIND 1 HESEORETHD) THD,

Y&, i@EICIE, BfEE. —CH,O0—, XIEF—OCH,—T#H5%, YIIH
FTHRREDERRVARIZRENIHEEFE, Q' RUQ2TZENELHES
%o

EMEFAL, FEICIE, NOFVRF, Ci—Cs7IFILE, nNOTY
fbECy—C7IFILE, >o0TOEILE, C,—C7/LaFxIE, RUN
A7 MEC —C7ILaFTEMNSHRLIBTHY .. LYIFEICIEX, Zi40
E. o0&, JOEE, C,—C,7ILFILE, N)TLADOAFILE, ¥
Y07OELE, C,—C,7LaFxiE, RUM)ILADOA RFIEMDS
HEETHD,

PREICIE, RAX, Ci—CagZILFILE, HME, —Xe—Q e X[F—Xe=—
Qla—Ya—Q2:TREINDIETHY.

Qleld, BRSATHLIWIT I D LE, BERIATHLIVSFITFILE (K
ZI7zIIEXFFTIFILEOEREL, EREFHANSHI L TEEIND
1HEIFEDETHD) . TIZDIIE, XERAVYFATzZILEZETRL

Q2eld, BRRSATHLVWT I DILE (LT ILEOEREE. B
HBADNOHILTREREND 1 HEIBOETHD) ERL

Xeld, BfgA, — (CH;) ,—. —0 (CH;) ,—. — (CH;,) ,0—
. XlE—Ss—%&7x L

Yeald, Bff&., —CH,0—, X[&—OCH,—%=L

BEMEFAL, TIA0E, yo0&E, JOEE, C,—C,7ILXILE,
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[0032]

[0033]

[0034]

[0035]

F)ZLAOAFILE, 90T O0ELE, C,—C,7/ILaxTE, RUb
JINABQA X ENGGEBERT,

AEBADIEEY (1) ITEVWT, EMEDEEICK Y RARMEKR, BEE
R, AFREARFORMENEFELTD. FEHAX., ChoDREERRY
ZOREEDEEDEREY (SEIHREEL) 28ET S, £, INIK,
L. AFEHEDEEYO 1 DULORTFZ MR TR XIS IEMSTHEF L
THRTEBMLELEYVLARAICEESIN S,

AREADILEMHIT =/ EZOREREZFTHIHE. BRIMESEA S
BB, TOLS3BEIE, FIAE, 7 vibkREIE, 1EEIE. RIEKRERE
« AVIKFRBIEFD/N\OT LKREEE | THEAE., BIEREIE, HREEE.
HERIEFDEMEE AR DRIIKRVEE, N TLAO AR DRIV B
B, TAVRILKRVBEZDERBRTILVADAILKRUERE  ROEUR KDY
BRI, p— FILIZIVRIKRVBIEZEDT ) —ILRILKRUERIE ; Bk, YA
B, JIVERIE. dNOBIRE, VT URIE. BEAERIE. BEIE. TLA VB
IBEODHEHREIE . XEANL=ZFUBIE, JIL2 I VEIE, 7FANSXUEE
EDTI/BETHYES,

AEADILEYMHDILART O EFOBRMEEZET H15E. BEMSMELSF
BENnBd, TOLIHEE, FIRIE T RUDLIE, AUDLE, VFD
LIEFEQOTILAVERIE  hILODLIE, RTRTOLEBEEDT7ILAY) L5
EEE TUEZVLEBEEDERE  REORUVDITIUE, ELKRIY
B, JxZWT IV OTILFILIRTIVIE, TFLUDFTIUE, N—AF
WIIWAZIUE, PIFLTIUE, PUIFILFTIVIE, 20~AFD0L
FIVUIR, D00OAX VLT IUER N, N —ORVUDILIFLUDT
SV VTR /—LTFEUE, N=RUPIL—N— (2= /I +F
D) TEVER, ERSDUE, TERIAFILTUOEZDLE, FURX (EF
OFSAFIL) FE/AZUBEORARTIVIBETHYRERS.

AEADILEYE, BRHALBENME LTHEELES, BENYIE,
EEFHBLBLIIOTHNERICRESAGVA, KPR FTE2/—L
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[0036]

[0037]

MMENMFFELL, - FRADILEY (1) RICEREFIHIEFET S5
BICEN—FAFL FEREBELE, ChoBFEMMRUEIN—FF2 FRELR
RHRAICEESIND,
HADHER

AFEHDILEY (1) RIEZFDEELHFRINDIEE, He p 3Bl E
AW=7v9ytA/ RFICEVWTEN-EPOEEXREEZTRT., Thhbb. KXEH
DILEW (1) REZOEEBLHBSINDIEE, BWELEBY BIZE, £~
T, %, RIFTEEH) RFEHE BFIRE, ZUMIFH) ITBETHIE
[C&Y, EPOZEETAHACENTESD, #-T, ARBADLEY (1) X
FENHEEBLEHBREINDIEIL, EPODEKTICERT SEEDFHXITAE
CBODEFEREFELTOSEBREICNTHSBECIFAFICANDSCENTES
. EPOERTICEET AEAF, HlAE, EOMTHY B, BME, F@EICE
. BHED ENARCRER . RREEM, BEKRECHSEMm, EiE
FRECHESEN, RIFEHEELTHYES, 7RADILLEY (1) XiFE
DEEBEHFBEINDGEF, EMEREBEFOEPOMNETLTWSEEXIZ
REDARNITFHOEONDERE LTHLEATHICENTES,
HPERRT S5-ODRE

AHEADILEYE. TOERERNIEREDEBICES(HHEMAL
 BADANMDEREEZERALTEHET S ENTED, TORE, EREED
BEICE->TEH, AREREZENDERRAEOERE TEAGREE TRE
L. XITLZEREIIBEZICERMURELGEICESRZ TH < T EAELERI
ENRNLGEELH S, REETRESNGELIERELLTE, HIZE, 7
S/E, KBE, DLRXVIILEENHY., ThoDREEELELTHE, iz
£, JU—VRUOYyYE, 1TATI9T4TITN—T - A2 -FLA=ZY
DoV R L BIR, Pav - )—- TR -4, 19994 [T
W. Greene, P.G. M. Wuts, Protective Groups in Organic Synthesis,
Third Edition, John Wiley & Sons Inc., 1999] ICEEEHDREREENH Y.
RIGEHICHECTEREERLTAWVWSAIENTES, COLILEAEITEN
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(£, URFEEZBEALTRGET 2%, BECECTHREEZRE. X
AFTEDRIZEBRT S LICKY., FMEDILEMERDLIENTED, BH
NEAEADLEMIE, TRAHF. NMR, HE747 (mass spectroscopy)
. | ROMEOZBENBIIBEMIE>TRAESN, ZOMHRAXIEHEZ S
MTBHENTES, FEADLEVORHEIZAV SN SHREHRVHER,
BPEHRBENOBATHIENTE, XIE, XBITEBDAEITELH>TSH
MTBENTED,

[0038] LITFICARADILEMDRRMEGHREELEZHIRT 6. GH. ARADEE
HIFUTISR LEFIZERE S igiy,

[0039] (5 1I%8)

F1IRERTRERSG—BK (2) 2HITHILEMIY—KK (1) 25

THILEMERET HIIETH D,

[0040]
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ERIZEWVT, R'BIERFHEEFAEZRZTL, RUFEMRE L (FFE
BMOT7 ) —ILEREATOTY—ILEZEZRL, R3[EC,—C7ILFILEXIZE
RUDIEERL, RO[EC, —Cs7ILFIILE, RIFEBRELIFERDT
)—ILEXEATAOT7)—ILEZEZRL, R2e[EHIBDR2E L [ER2AEH
SNBEHEETRL, R2e(E, FER1—-1d1RF1—1d2ITRICBEVTE
SN-R2:([ZAEINDLEERL. Pro'hEP r o3 lEB/KMDAE (BlZ
(. T.W. Greene, P.G.M Wuts, Protective Groups in Organic Synthesis,
Third Edition, John Wiley & Sons Inc., 1999) Mo BIRINI-KRLDERE
E0REEZRDOL, RIGH, REICHEEL., FLRIGZEEFELAEVLDT
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[0042]
[0043]

HNITHFITRE LAVOD, FB#ICIE, Pro[ERUUILEZE, Proz2ldt
ert—JFIIEZE, ProlldAFILE, TFILE tert—TFILEX
ERVDIIEERDT, X EREELLGYGLIETHNERICRE LAELH
IS N TLFAOA R DRAKRZUT X ETH D,

LT, £IFBICOVTHRT 5,

(1—1I%8)

1—1IF8F, BTHRSZ—MHKX (2) BT HILEMI YK (3)
ZRIHILEMEEETLHIIETH S, RADRIEELT,

(1—1aIf8) : REEP r o 2DOBRKRERIS ;

(1—1bIf)  —MxXHNCH (R3) CO,Pro?zHIH73/H
RIET7 2/ BB EDMBERIS ;

(1—1cIf) : 6fIKEEERMEE (—X1) IIEBRTLIRIEG  RU.

(1—1dI) :KEHE (—X") ZEBRER2(IKBRT IRIE
HEFLEND, 1—1aBE1—1dIBFHERANICIT TERL., B
ETHNEIBBICTDIRFEZHEERIRT 6 Z &EMNHX D,

(1—1aIf8)

IR, REEP r o2DBEREZITHIIETHY. ALDP r 02T
CT. BIZIL, T.W. Greene, P.G. M Wuts, Protective Groups in Organic Sy
nthesis,

Third Edition, John Wiley & Sons Inc., 199974 FICEEEH SN TULB LD
FEFZBEYIERL, TN ->TITHON S, CCTHE, HFELEPro2e L
Tter t—TJFILEZED, FEEBREP, BRZHANT, Pro2zKkH
RFICEHBRTEAE (1—1a 1158 | XEFEFEBEH, BZRANT,
Pro2%KKRRFICEMTHAZE (1—1a2IF) [CTOVTEHT D,
AIRE, ENLICRESND LD TEAEL,

(1—1a1I%8)

AIRE, FEEBRESR, BYEEZAVTP r o 2ZKREFAEHRT
DAETH D
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[0044]

[0045]

[0046]

[0047]

[0048]

FERINDBEEE LTI, RIGEBRELY., HEMEEZHLIEERHRTD
LD THNIEFITRE LGEVA, FEICERDEY, LIV, F2L2OD
KOBFBRRILAKFE ; orvnonA4y, 400/KLLADES E/NOT Y
REALKFRE, DPTFILI—TIL, TrZEFATS2, 1, 4=-FFY
Vo1, 2=DAMRVIBUDEIBI—TIVE AR/ -, TR/ —
I, tert—TR2/—)LO&5GT7ILa—)LE BRI FIL, B0
WDEIGIRTIVE  TEZ R JILDEI G ILE  RILLT IR
N, N=DUAFILRILLAT I FDEIGET I FE DAFILANLKRED R
DEIBRANRFY FE RIE, BROFRBEOEEDLEDEABHE.
MATKEDEEDHEDESBELEEZEFLIIENTES,

FERINDIERT. EEORIGTEELE LTERAIN DI LD THNITFIC
BRELGWA, FJIFLT7IUD&SHERERE  RES M) VL, &
BAVILDESGTILAEBREEIESE  REBEOVLDESIBTILAY
THEBEREES  RBKFHVLOLSBTILH) EBREKRIESE
REEKFRAILDDLDESGETILAY) L ESERBKRIESE ; KBS~
Dl KEBBIED U DLDES3 BT ILA ) EBKEBIEME  KEBIEE VLD
FOETILAHY) TEEBKELYE  RIE. VUVB=EAYILDE TV
B7ILH)EBEELGEEETFEENTES,

RGBEL, BREEEH. RELEICEYELEZMN, BE. —10CHE
150CTHY. IFHEICIET10CHEIOCTHD,

RIGEREIEL, BEEEN. HELEICKVELSZN, B 12MPE24
BETHY., IFEICIE. 10BN EHETH S,

RiG#T#H, BMLEYMIE. BRBEEEEL, KEMA, ROTEZEM
ZBIEITKY, ERELTRBIENTED, —A. BEMZ THERN
BONBWNESICE, BFEIFILO&LS BERBE THEMZHE L1k,
EHEZBRERVONAFIETEREL-RERT 0. XIE. BBEMA -4
ZTOFEFFETREITSIEICIVBMILEMERSIZENTES,
(1—1a2I%8)
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[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

AIREIE, FEEBES, BULBEZAVTP r 0 22 KRRFAEHRT D
FETHD,

FERINDBEEE LTI, RIGEBRELY., HEMEEZHLIEERHRTD
LD THNIEFITRE LGEVA, FEICERDEY, LIV, F2L2OD
KOBFBRRILAKFE ; orvnonA4y, 400/KLLADES E/NOT Y
ZEAEKERE MBI FIL,. R JOELDESHIXTILE ; SIFILT
—TI, ThIEROATSD, 1, 4—DFFHYI 1, 2—DARFII
BUDESBI—TIE, A3/ —L, TR/ —ILD&S5HET7ILI—ILE ;
TERZRIILDEIBZRYIIVE ; RILLT S R, N, N=DAFLRIL
L7ERDEIBRTIRE, DPAFILALKRFY FDELE 3 BRILBFY KEE
 XI&, BHOARBEOETEOLEDOREBE. MATKEDEEDLE

DEEBER LGB ELEREFEIENTES,

FERINDEIE. BEORGTHE LTHEASAILDOTHNITHFIZEE
LA, 18E8. BB EDEHME =T vikihvHR, =EbhvHR, =R
IERDFR, AVIERIAFILSTODEITILA R, XiE, )24 DO
EFERDO L S LEMBILEEBTEIELNTES,

RIGREE, FREEM., RELGEICKVELG DN, BE. —100°CH
E150CTHY., IFEICIE—78CHET100CTHD,

RIGEREIEL, BEEEY. HELEICKVYELSN, BESHRNE24
BETHY., IFEICIE. 10BN EHETH S,

RE#RTH®., ARIGOBEMILEMIE. BRI, REEEMEREL., B
IFILDESGEEBEEMR, Kk, BNLEVEELCERBEIEL
. BKEES MO LETHRER, BEEZEERISLTHELNS,

‘Jonf-ie&ME, REGLE, BEE FALE BREE. BEE. 2UP
FIWAS LA M) Z74—FIZE>TEICHEHETE D,

(1—1bIFE)

AIREIE, 1—1aIBTELNINILKRVEEE, —BXH.NCH (R?
) CO,Pro%8T 57/ BXETI/BELERETHIETHY.,
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[0055]

[0056]

[0057]

FEEBRES, BEREOFETXIEERET. BEFEANTITON S,

FERINDBEEE LTI, RIGEBRELY., HEMEEZHLIEERHRTD
LD THNIEFITRE LGEVA, FEICERDEY, LIV, F2L2OD
KOBFBRRILAKFE ; orvnonA4y, 400/KLLADES E/NOT Y
ZEAEKERE MBI FIL,. R JOELDESHIXTILE ; SIFILT
—TI, ThIEROATSD, 1, 4—DFFHYI 1, 2—DARFII
BUDEIEI—TIVE, A3/ —IL, T8/ =, tert—TH/—J
DESIBTILA—IVE , 7FEFZMJIILDESBZ Y IILE RILLATE R
N, N=DUAFILRILLAT I FDEIGET I FE DAFILANLKRED R
DEIBRANRFY FE RIE, BROFRBEOEEDLEDEABHE.
MATKEDEEDHEDESBELEEZEFLIIENTES,

FERINDIERT. EEORIGTEELE LTERAIN DI LD THNITFIC
BRE LAV, IFEICIEFYIFILTEV, N, N=DA4YTOELIFIL
TEIUN=AFILEILR)D, LFDOU, EVDUDEIGEMEELE
REEST UL, READYDILDESHBTILHY EBREIESE . kBt
LDESIBTILA)IEERRBIESE . REBAKRNDIIVLDESBTILAY
SRERMKRIESE . RBKRAILCVLDELSIGTILA ) LESEREKER
1848 KEBBIEF FUDLDESIBTILA ) EBKEEESEE KBt DL
DESBETILHY) TESBKEILYE . &, VOB=H)ILDOELITY
VBTN ERERLGEEETFLEIENTES,

FERINLMBERIE LTIE, 72 FEEEHRTAMERIE LTHERASH
5L0 BIZIE, HAE—5, RRBFEEIV ; BXLEZER AE, 19
90. . RFIREBEXL, RIFFEHOEHLER . AE, 1985. #&

[CEBESNTWNDAE) THNIFFICRE LAV, F#IZE, O—RY
VEJFZY—IL—=N, N, N', N —FrIAFLOOZDLAZFH I
AORRT7z—k (HBTU) , 2— (1H=ARVY RJF7YIY—IL—1—4
L) —1, 1, 3, =TI AFILYAZDLT S 7LAORL—F (
TBTU) . 1— (3=PAFIFE/TAEL) —3—IFILAILEDA
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[0058]

[0059]

[0060]

[0061]

[0062]

X RIEESEE (EDCI) . 1—39A~xI)IL—38- (2—F/LKRY/JIFIL
) AILARDAER Ab—p—FILIVXIAKRVEE (CMC) | Diyan
FULHALRSAZTF (DCC) . 1, 17 —ALKRZJILERX (1H—A =
AJ—)L) (CDI1) ., (1TH=ARIUVJRJFZI—L—1—aALFF>) (k

JERYDY—1—A)L) RAKRZDLAFHIILAORATz—F (Py
BOP) . JAE (FYEBUDY—1—AL) RAKRZDLANFH I ILA
ARAZ7z—k (PyBrOP) ., 4— (4, 6—YAFEY—1, 3, 5
—hUTOU=2—A)) —A—AFIIFEILR)ZOLYOY K (DMT —
MM) . Xl&, 2—900—-4, 6—VUAREL—1, 3, 5—hrU7IY
(DMT) GEEZEIFAHAENTES, SHITHEMFELTTI—ERFAFY
ROV RYJ7J—IL (HOBT) . XIEN, N=UAFILFZ/EYD UK
EEMATHRLY,

RGBEL., BREEEH. RELEICEYELSZMN, BE. —10CHE
150CTHY. FHEITIXOCHET100CTH b

RIGEREIE, REEEH. RELEICEYELSZN, BESHENESLS
BETHY., FEICIE, 102 E24EBTHS,

RE#RTH®., ARIGOBEMILEMIE. BRI, REEEMEREL., B
IFILDEOGEEBEEMR, Kk, BNLEVEELCERBEIEL
. BKEES MO LETHRER, BEEZEERISLTHELNS,

‘onr-iLEME, BEGLE, Bk, AIZE BE&. BB, YUP
FIWAS LA M) Z74—FIZE>TEICHEHTE D,

(1—1cIFE)

AIFEIL, 6 RIKEERFFHEME (—X1) [CEBRTBZIEBTHY. FEHES
i, BEDOHEETXIEHEEET. BIELLYXEBRBEKYERGTH LIC
EYiThnd,

FERINDBEEE LTI, RIGEBRELY., HEMEEZHLIEERHRTD
LD THNIEFITRE LGEVA, FEICERDEY, LIV, F2L2D
LI BFEERRILKFE ; DrvoOiay, 4y00FRLADES HAOT Y
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ZEAEKERE MBI FIL,. R JOELDESHIXTILE ; SIFILT
—TI, ThIEROATSD, 1, 4—DFFHYI 1, 2—DARFII
BUDESIBRI—FTLE, 7EFZMILDESIGEZ NI RILLT S
F. N, N=DAFLRILLTE RODKIBET I FE; DAFILAILEKXRD
FDEIGRILKRFY P R(F, BEROERBEDEEOLEDESAE
BREHERBFBIENTES,

[0063] EASMAEELYMRITEEKYIE. — X ENVNMOBEHELGLDILSE
X1 &80T HBRIELYXEERBEKYTHNIRFICTRE LAVD, FEICE, b
DIILABRAZDRILKRVBEKYD &L S HERE L EFERDTILFIL
AR UVBEEKMIET ) —ILAILKRVEBREKY ; A2 X)LR=)Lo0)
F. p— FLIDRLARZL2AY) FOLIHEBRE L TEEBRDTILF
IWRILHRZJUBIEIRIET ) —ILRILRZJLIBIEY ; SiE, EREL &
FEBRDTILFILY VERIBIEMIRIET ) —IL) VEERIEMEZEFEZEMNT
x5,

[0064] MFRAINZEEE BEEORGTERELELTERAINSZ LD THNIEHEIC
BRE LAV, IFEICIEFYIFILTEV, N, N=DA4YTOELIFIL
TEIUN=AFILEILR)D, LFDOU, EVDUDEIGEMEELE
REEST UL, READYDILDESHBTILHY EBREIESE . kBt
LDESIBTILA)IEERRBIESE . REBAKRNDIIVLDESBTILAY
SRERMKRIESE . RBKRAILCVLDELSIGTILA ) LESEREKER
1848 KEBBIEF FUDLDESIBTILA ) EBKEEESEE KBt DL
DESBETILHY) TESBKEILYE . &, VOB=H)ILDOELITY
VBTN ERERLGEEETFLEIENTES,

[0065] REEE, FEMEEY., BREGEICIYRLGSHA, BE, —100%CH
E150CTHY., IFEICIE—80CHEL40CTH D

[0066] /RIGEEREIE, RFEMEEH. REGEICLVELG LA, BESHHNE24
BEETHY., FEICIE, 100BHEEREBTHS,

[0067] RIG#T#H. ARIEOBEMEEMIE. HIAE. REESYEEREBEL., B
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IFILDESGEEBEEMR, Kk, BNLEVEELCERBEIEL
. BKEES M) OLETHRER, BRIZEERISHLTHLNS,

[0068] ®‘onfibE&¥iE. BEGLE, EE, FIZL BER. BIR. >UA
FIWAS LA M) Z74—FIZE>TEICHEHETE D,

(1—1dIF)

ALREE, BREEE (—X") ZR2:(CEWTLHIETHY. R2=DIFFAITIS
CTERENRLEDIDT, UTOBZEIZH T TEHLET S,

(1—1d1IF8) : R2eH, FU—ILALIT7ZILE, ATOTY—ILR
WI7ZWE T—IAHFRIE ATOT =LA FIE TI)—ILT =
JE ATOTY—LTI/E N=—AFIL-N=TFU—ILTI/E, X
N—AFIL=N—ATOF7)—)LT7Z/E (LEEEIIETSHT7)—ILXIE
ATOTY—LE, BRESATVLTEEL) THHES |

(1—1d2If8) : R2eH, C,—Cg7ILFILE, ZU—ILE ~AFT0O7T
J—JLE, ZU—ILC,—CT7ILFILE, REATOFIJ—JLC,—CTI
FIILE (ERBREICEFBITU—LAXEATOT—LIE, ERRSATNT
L&) THBHES -

(1—1d3IfE) : R2eH, FU—ILAFIERIEATATU—ILAFIL
B (EFRBRICBETEHE7)—ILXEIATOT)—LIE, EBRENTOTE L
LY THHHE ) XIE.

(1—1d4I%) : R2eH, ERXEAFEBRDIFZILETHEES.,
EFRXETRICENT, 7U—LiF, FEERIEKRIREZTRL, ATA7
)—ILiE, FEBEERREETT,

(1—1d1I78)

AIREE, FEEBED, BEOFETRIEFEHFET. R2:& LTREN
EEEEOMIET EF4A—IL, FA—ILDEEE. 7z/—)L, 7z/—)L
DERBIB. 7T, RFAFILT7EE—HKK (4) XL (6) 2FF 51t
BPEERIGSEHIEICEYITHNS,

[0069] fERAShABELLTIE REEEETELT. HEVELTHLEEBMRT D
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[0070]

[0071]

[0072]

[0073]

[0074]

LD THNIEFITRE LGEVA, FEICERDEY, LIV, F2L2OD
KOBFBRRILAKFE ; orvnonA4y, 400/KLLADES E/NOT Y
ZEAEKERE MBI FIL,. R JOELDESHIXTILE ; SIFILT
—TI, ThIEROATSD, 1, 4—DFFHYI 1, 2—DARFII
BUDEIEI—TIVE, A3/ —IL, T8/ =, tert—TH/—J
DESIBTILA—IVE , 7FEFZMJIILDESBZ Y IILE RILLATE R
N, N=DUAFILRILLAT I FDEIGET I FE DAFILANLKRED R
DEIBRANRFY FE RIE, BROFRBEOEEDLEDEABHE.
MATKEDEEDHEDESBELEEZEFLIIENTES,

FERINDIERT. EEORIGTEELE LTERAIN DI LD THNITFIC
BRE LAV, IFEICIEFYIFILTEV, N, N=DA4YTOELIFIL
TEIUN=AFILEILR)D, LFDOU, EVDUDEIGEMEELE
REEST UL, READYDILDESHBTILHY EBREIESE . kBt
LDESIBTILA)IEERRBIESE . REBAKRNDIIVLDESBTILAY
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BY B, AVNNIBREROEEXIEBHICE >TERALLEIND, Tz, E5

FIFRERYE., EEORMFERYZRE L&, EFRMMCEEKXIEED

ESRABHICERRTBEAT A LICKY ., FRATSZELEELTES,

K it 451
UTICERBIRUORBRFI ZEEH L T, AEBRAICOWNT S HITFHEMICERAT
AN, AFKADEEIE, ChSICRESINDLDTIEAL,

(el 1)

[ ({6— [ (8, 4—o9007zxzZ)L) RAINT7ZNL]—-56—E FOFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl

[1L.6]

(1) 58— (RUDLFFY) —6—ERFOFV—2—-AFLEYIDU-
4—HNKRUBEter t —TFIL

[1E7]
0 T8,

N__N

1
SAVTOELFTEI A5 M ETFSEROTS2 (55

mb) IZBEEL, OCTn—TFILYFILDON—~AFHUBR2.6

M 41 ml) ZFFL%, —78°CT3O0NMEHLI, RIEKE—78°CT
tert—JFIL AFIIL FXHL—FAT QdRY (RUDILFFHY) BE
BAFILA8 e)DT 3 E AT S VBE®K (200 mb) IC3 OFMMNTTHETL
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[0132]

[0133]

=%, BIET 1RKEBHE L, RIERERRIC—40CETHREL-E,

B M 150 mb)ZmA, BRHEEETF/ILTHE L-, BHRZEMEL

FTRUDLKBRTHEL, ARBEEKREI IR LTIELE.,

BETEAEEEETS L&Y, d—tert—TFIL 1—4AFJIL 2

— RUDLAHRY) —3—FFVYRIIFT—rE2EEBHKME L LTHEE

o CNEIRVALAZTFEFR

BRI (6.1 @& AR/ —I)L(120 ML) [TEMA L, OCTH MU LARED R

DAR I —ILBER28%, 42 mL) #MAT-%. BETHRERH L, RERIC

BB (1 M, 250 mb) RUKEMA =%, MHLE-EXRELRTEHEITELY,
ZEEEW (16 g, UNET6%) ZEEREIKRE L THT-,

'H-NMR (400 MHz, CDGl;) &: 7.46 (2H, d, J = 7 Hz),

7.39-7.33 (BH, m), 5.25 (2H, s), 2.49 (3H, s), 1.53 (9H, s).

(2) ([ [B— (RUIILAFY) —6—EFAFY—2-SAFIEZ

DUu—4—AJ)] AILKRZLY TE/) BFETFIL

[{E8]

FEt.
.
5— (RUDILFFXFY) —6—EFOFT—2—AFILEYIDV—4—7
WAVt er t —TFILEBS @) ZTFZERATS 2240 m) RUA 2/
—JL (240 mL) R EREISAME L. KEIEF B YD LKBEREG M, 80 ml) &
MmZT-#%. 6 0°CTERMENL. RIGEZBRETREL. KRUIEE A
WZEmMZ-%. MBLEERZAMTSHSLITEY, 5— (RVUDIILAFY
) —6—EFOFL—2—AFIEYIDOU—4—-H)IRUBEABERKE
TRz CNEN, N=UAFILKRILLT S F(330 mb) ITEEL, ERT
1, 17 —ALKRZJER (1H—aA2HYJ—JL) (18 g) ZMZ 3 08
BLEE, JUDOIFILIRATIL EERIE (20 @) RN, N—2q VY J0OE
IWIFILT7Z G0 M) EMA 4 RERBHELE, RISEZEBRETEEL, &5

NEREICERO M EMA &, BRI FILTHE L. AHREZBKRET

N7TCOE
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[0134]

[0135]

TR LTEBRLE, BETBAEZEEL. SohBEICDAVYTOE
IWI—TIEMZ %, IHELE-BEARZAIML. RETEZET S EITLY
. IRRCIEEM (29 g UNEEB8%) EF{ 1=,

'H-NMR (500 MHz, CDGl;) &: 8.13 (1H, t, J =5 Hz), 7.53

(2H, d, d =7 Hz), 7.36-7.30 (3H, m), 5.36 (2H, s), 4.25 (2H, q, J =
7 Hz),

4.16 (2H, d, J =5 Hz), 2.47 (BH, s), 1.31 (BH, t, J =7 Hz)

(3) ({[B— (RvDiAtxY) —2—AF)—6— ([ (F)TIA
OAFIL) RILKRZJL] X2} EYVIOU—4—A)L] AILKRZIL) 7=
/) EFEETFIL

[1£9]

?Bn o)
TRo A A
O\y{ \%{u NTTCOE
; H
Mo_zN

]

({[5— (RUDLFFY) —6—EFROFT—2—AFILEYZTDD—
4—A)L] AR=Z)L} T2/) EEETFIL(A.2
gZxoynOAZ (5 m)ITEEZL, OCTRYINADAR VR ILAR B
AT 0L OH/O0A 2 UBRCO ML) RVUEY P2 (G.1 mb) &MAT-
#®., BIET1. SKEEH L, RISKRIZKEZMA-&, /004420 T
HH L, MEREEKFRES P DLTERELE:, BETHEBEEZEELER
. BONn-BEEVIATSLASLIOR NS 74 —THRE LT, BHEB
WEBRETEEREL, BoNRBICCAVITOELI—TILEMAIZ&,
HLU-EFRZA2RL, BETHET I LICKY., RELILEW@B.3 g, UNES
3%) ZEBEKE LTH.
'H-NMR (500 MHz, CDGl;) &: 8.14 (1H, t, J = 5 Hz), 7.50
(2H, d, d =8 Hz), 7.39-7.35 (3H, m), 5.33 (2H, s), 4.28 (2H, a, J =
7 Hz),
4.24 2H, d, J=5Hz), 2271 3H, s), 1.32 BH, t, J =7 H2).

(4) [ ({B— (RvP)AxY) —6— [ (3, 4—9RAATxZ)L
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) RIWLT 7] —2—AFJILEYIVU—4—A)L} AILRZJL) 7=/
] BFEE T FIL
[0136] [{1E10]

o8

Ty

I

[0137] ([ [B— (RUDLAFY) —2—AF)L—6—{ [ (RYZILABDAF
L) RILARZL] #FD) EVERDOU—4—A)L] AIERZLY T2/) B
BIFIL0O0.24 9 RU3, 4—2-/00RVEVFA—I/L0.18 g N, N
—OAFIIARILLTE FA0 mL) ITEMR L, EERTREH Y 2 L(0.14 g 50
Af-%. 2. oHRMEEHLI, RIGEEZRETEMREL. Son-EREICER
IFILEMAT-%. BARRBKREST M)V LKBERRUBATELET > EZD
LKBETIER KR L=, BETBEEEELI-R, Goh-BREE2UA
FWAZLIOT LT Z5T74—THETLHILITKY, RELEWO.21 g,
INZE83%) # ABEEKE L THT-.
'H-NMR (500 MHz, CDGl;) &: 8.35 (1H, t, J = 5 Hz),
7.63-7.61 (2H, m), 7.50 (1H, d, J =8 Hz), 7.44-7.43 (5H, m), 5.24 (2
H s),
4.26 (2H, o, J =7 Hz), 423 (2H, d, J =5 Hz), 2.50 (3H, s), 1.32 (3
H t J=
7 Hz).
(5) [ ({6—=[(8, 4—>49OO07zxz=)L) RILTFPZI] —5—E
FOFXSY—2—AFIEYSIDOU—4—AJL) AIRZ)L) FS/] BT
FIL

[0138] [{E11]

=l

g

)i
“NTTCO,E
H

Ch
17

Ct

oH G

Sy B /Jkr”iw e eOE
/E It H
M. N

o

oo T
[0139] [ ( {B— (RyDIAxY) —6— [ (3, 4—2HnOpnoJzxz=)L) AL
T72I)L] —2—=AFIEYITDU—4—4 )L} AILRZI) 7=/] EEg
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TFIL0O.21 @) Z TR/ —)LQ25 L) IZAEME L., EETEEEE(0.75 mb) 0
AT-%. 4A5CT2RMEB®H LI, REZAZBRETERLI-&., fonhT-5&
BITKEMZ, P00 r2oTcHEL, BETBEEEELZE. 85
N-BREBHE#SUATIVASLIOINI ST —THRETLHIEIZKY.,
LA (0.16 g UNEFI%) ZHEEEKE L THT -,

'H-NMR (500 MHz, CDGl;) &: 11.73 (1H, s), 8.41 (1H, t, J

=5Hz), 7.69 (1H, s), 7.50 (1H, d, J = 8 Hz), 7.40 (1H, d, J = 8 Hz)
, 4.28

(2H, 9, J =8 Hz), 4.21 (2H, d, J =5 Hz), 2.44 (3H, s), 1.33 (3H, t,
J=28

Hz) .

(6) [ ({6—[(8, 4—>4HOO7JzxzZ)L) RAILTFPZI] —5—E
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk

[ ({6—[(8, 4—29007xz=)L) RALT7Z)L] —5—EFDOF
Dm2—AFIEYIDOU—4—A )L} AIRZNL) TE/] EEEIFILQO
16#ThroErFOTZSoG M) RUAZ/—/ILE M) DREBEIZERAL
. ERTKEMEF FUDLKEKRAQAM 5.0m) EME =%, 3 0REHL
o RISBRERETEML. KROEE( M EMA &, HELERKES
WML, BMETEET I LY., ZERILEWO. 14

g, URZEIT%) ZHBEMKE L THE.

MS m/z: 388 (M+H)*;

'H-NMR (400 MHz, CDOD) &: 7.75 (1H, d, J = 4 Hz), 7.61

(1H, d, J =8 Hz), 7.48 (1H, dd, J = 8 Hz, 4 Hz), 4.09 (2H, s), 2.42
(3H, s).

(Eref 2)
({[B—EFROFLY—2—AFI)L—6— (2—FT7FIJILRILT7Z)) E
J2oU—4—4)L] AILRZIILY 7=/) EEg
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[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[1612]

PPN \AN .

LI T} e

EEH1— (4) M1 — (6) IZELCT, 38, 4—290aORVEVFH

—ILDRHYIZ2—FTFILFA—IL(0.16

g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIAKRZILY TE/) BREETFIL(0.24 o) TR, REILEMO.
10 g, URZE55%) #HBEERE L TR,

mp: 205-208 °C:

'H-NMR (400 MHz, GD;OD) &: 8.12 (1H, s), 7.94-7.89 (3H,

m, 7.60-7.52 (3H, m), 4.13 (2H, s), 2.34 (3H, s).

(Eref 3)
({[2=—TF)IL—6— (4—7)LAOTx=J)L) —5—EFOFXIFY=
So—4—4 )] AILRZILY 7T=/) EEg

[1£13]
Fo o
T E oM O
k%ﬁfwﬁm
T
L
(1) 5, 6—ER (RYALILAFXFY) —2—TFILEYEIDV—4—-H
LRV B A FIL
[1E14]
i
D
\L:
Nnozrypdeml) T2/ —)ILA5 ML) ITBEFEL, EFOXFOT7 UK

Bi% (0%, 15 mb)ZmMA-%&, —BMBERL-, RERERETREEL
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[0146]

[0147]

#®, Bonf-RECMLIVEMR, BERETBEEZEEL-, Bohf
%BZ2OORILLGO mL) [TEEL, OCTTEFLUDAILRUED AT
LI mb) &1 59T THET L&, 2BHNRERL-. RISREZRET
BRELE, BONRBICMLIVEMNA. 2ABMBER Lz, REK
EERFEFTHAL-R, £ECIHABMEBEETHUT—2a Vv THEELT:
o BonfIEMIcT/onAgrEmMA, BANELET DEZVLKBERT
HELI-%, BRELTEKRES ) OLTEBRL:, BETBEEEET
5T EIZKY, 2—TFIL—5, 6—CERAFIEYIDOU—4—HIR
VEEAFILQ g /-, ChEDH/DOOAZ (200 mL) (TFMAL, OCT
B2 Q2 m) RURDY ALY K1 m) ZIERMA %, FET
BRiBiE L7z, RIGKICIEEE(I MZEMA., /00442 THE L&, #BE
BRERBRO M THESEL, ARBEEKEERS N VLTREREL. RETE
WEBELI-&, BoN-BREEZUATLISLYOT LT ST 4 —TH
HIHIEITKY., RELLEW 6.5 g UNE10%) £F 1=,

'H-NMR (400 MHz, CDCl;) &: 8.12-8.03 (4H, m), 7.63-7.55

(2H, m), 7.46-7.38 (4H, m), 3.89 (3H, s), 3.08 (2H, t, J =8 Hz), 1.9
0-1.83

(2H, m), 1.50-1.41 (2H, m), 0.96 (3H, t, J = 7 Hz).

(2) 56— (RVYAILFFY) —2—TF)L—6—490O0OEYIDU—4
—HILKRVEEAFIL

[1E15]

o I,
LL

5, 6—EX (RUVAMILTFY) —2—TFILEYZTDU—4—h)ILKRY

BEAFIL(6.5 g ZEAFTIEILY Q0 M) ITHEREL., 6 BREMEBER L.

RIEEEKR~NENZR, BFBBIFILCTHEL, BREEZEKRES D4

THEBELE, BETHEEZBELER, BonREZSUATILAS LY
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[0148]

[0149]

AT rI574—THRETDHILITLY, BRILEMG.1 g UNFEIBR%) 215
T=5

'H-NMR (400 MHz, CDCl;) &: 8.23 (2H, d, J =8 Hz), 7.72

(1H, t, J=8Hz), 7.57 (2H, t, J =8 Hz), 3.89 (3H, s), 3.05 (2H, t,
J=28

Hz), 1.89-1.82 (2H, m), 1.49-1.42 (2H, m), 0.98 (3H, t, J = 7 Hz).
(3) 56— (RVVYAILFFY) —2—TF)L—6— (4—2)LAOT7z=
W) EUSOU—4—HNLRUEEAFIL

[1L16]

ilomo
1
1

IN

5— (RuVJAILAFY) —2—-TF)I—6—900EYIDU—4—-A)

RUBAFILO.35 RY (4—70FAT7z=)L) ROVEE0.28 g % +

LT (15 ml) BRUK(0. 18 mL) DREBEICEME L. BRFERT. T+

FR (M) TZZURRT 2 2) INSOTLEKO1T ) RUKREF U

Ls(0.21 @) EMAT-#., 1 2BHMBER Lz, RIERICEER( M EMZ.

EFEE T FILCHIE L%, BHEEZEKRES ) VLTERELE, BET

BEZBELI-R, Bon-REZVATLASLYOI NI S T4—T

FBETHIEITLY, BELEW0.38 g, UNFEIL%) #1771,

'H-NMR (400 MHz, GDGl;) &: 8.13 (2H, d, J = 8 Hz),

7.96-7.93 (2H, m), 7.56-7.48 (3H, m), 7.14-7.09 (2H, m), 3.88 (3H, s)

, 3.12

(2H, t, J =8 Hz), 1.93-1.88 (2H, m), 1.51-1.44 (2H, m), 0.99 (3H, t,

J=1

Hz) .

(4) ({[2=TFIL—6— (4—T)FABTz=)L) —5—EFOX>
EJIorv—4—A)] AR 7TE/) Bl
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5— (RuVAILAXY) —2—-TFIL—6— (4—2)LABT7xzZ)) E
JE2OU—4—hLKRUEEAFIL0. 38

%1, 4—FFH Q20 mD)ITERFEL, ERTKEIES YD LKBER(
M, 40ml)ZmMAI-#%, 6 OCTIRMEBHLI-. RERETBRETRMEL.
KGO mL) RIEEE( M, 4.0 mb) ZIERMZ =&, fTEL-EEXELWT S
ZETkY, 2=TFIL—6— (4—T/FBTT=)L) —5—EFAFD
EJIOU—4—HIILRUEE0.18 g, UNE65%) &/, ThEN, N—
AFIIHRILLTE FQEO ML ITHEEL, JULUIFILIRTIL IBEEIE (0. 17
g). 1—90~AFUL—38- (2—FIKRY/IFI) AILKRSA I K A4
F—p—FMILIURILKUERE (CMC) (0.52

g, 1—erFOFIARVYM)TY—)L (HOBt) (0.19 @) RUN—AF
JWEIILRY (0,27 mb) &Nz f-t., EET2 AR Lz, RIGKITEE (1
WEMZ, METFIILTHE L%, ARETEKRES M) JLTEEL
fzo BONTEHREZDVATILVASLYVOINI S T4—TRET L EIC
YU, ([ [2=TFIL—6— (4—7)ABATz=)) —5—EFAXD
EJISOU—4—4a)L] AR} T2/) BEEETFIL(0.17 g, UNET5%
VE/T-, IhE1, 4A—2FF Y26 mD) ITHEEL, EETKEES D
LAGRBEAQAM, 1.5 m)ZmMa =%, 1EEEHLE. REBEEBRETEHEL
KBRUIEEE( MWEMAE, HELEEREARL, BETERT I L
[Tk Y. #ZEILEMO. 15

g, URZEI4%) ZHBEMKE L THE.

mp: 158 °C;

'H-NMR (400 MHz, DMSO-d;) &: 12.89 (1H, s), 12.78 (1H,

s), 9.56 (1H, t, J =6 Hz), 8.29 (2H, dd, J =9 Hz, 6 Hz), 7.38 (2H,
t, J=09

Hz), 4.04 (2H, d, J =6 Hz), 2.91 (2H, t, J
),

1.43-1.35 (2H, m), 0.94 (3H, t, J = 7 Hz).

8 Hz), 1.85-1.79 (2H, m
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[0150]

[0151]

[0152]

[0153]

(e 4)
({[2—9070F)IL—6— (4—2)LAO0TxT=)L) —5—EFKO*
EYIOU—4—A)L] AR} TR/) BFEE

[1B17]
’:f\ﬂ o O
S \TE)‘\:T/E“E /\COZH
(1) 58— (RUYAIILAFY) —6—00—-2—-49070E)ILEY =

OU—A4—HILIRUEEAFIL
[1£18]

EEFI3— (1) RU3— (2) [TELT, AL RJILDORHYIZDY
oo AR Y ILERL, BEIEE®MSG.0

g, URE16%) ZREBEEBMKMEL LTH .

'H-NMR (400 MHz, GDCl;) &: 8.22-7.46 (5H, m), 3.86 (3H,

s), 2.40-2.34 (1H, m), 1.26-1.15 (4H, m).

(2) ({[2=>9%B07REL—6— (4—TJ)ILABOT=)L) —5—E
FOF2EYIDOU—4—4)L] AILARZILY TE/) ek

EEFI3— (3) RU3— (4) [TELT, 65— (RVYAMILEFHFY) —2
—JFI—6—4900FYIDU—4—AILRVEBAFILORDYIZE— (
RUVAILFFY) —6—90O00—-2—-290O0ELEYIDOU—4—-37
IWR B A FIL(0.23 g) ALY, ERIEE#(0.091 g, UNEHK3%) = BEEIK
& LTHE-,

MS m/z: 332 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 12.69 (1H, s), 9.57 (1H, t,

J=6Hz), 8.22 (2H, t, J=8Hz), 7.60 (2H, t, J = 8 Hz), 4.02 (2H,
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[0154]

[0155]

[0156]

[0157]

d J=6
Hz), 2.27-2.23 (1H, m), 1.11-1.03 (4H, m).

(Eref 5 )
({[6— (4—D)AOTxz=)L) — 55—t FOFY—2-—-TJOFE)ILEY
TOV—4—4J)L] AIRZIY TR/) BEEE

[1619]
P o O
T\VEH = . NTTCoH
N_-N
1.
|
(1) 56— (RuVYASLIILAXY) —6—HOO0—2—-JJOFILEYI DD —
4 —HILKRVEEAFIL
[1£20]
j)gz E
16
|
EEHI3— (1) RU3— (2) IZELCT, ALOZrJILORDYIZTF

A= kYJ)L00 g ZAL., ZEEILEM Q.8 g UEFE8%) 2151,

'H-NMR (400 MHz, GDCl;) &: 8.22 (2H, d, J =7 Hz), 7.71

(1H, t, J=7Hz), 7.56 (2H, t, J =7 Hz), 3.88 (3H, s), 3.02 (2H, t,
J=28

Hz), 1.86-1.84 (2H, m), 1.03 (3H, t, J = 7 Hz).

(2) ({[6— (4=—7)ABDTz=)) —5—EFOEFI—2—-T0OF
WEYETOU—4—A)L] AR} 7E/) BFEg

EEFI3— (3) RU3— (4) [TELT, 65— (RVYAMILEFHFY) —2
—JFI—6—4900FYIDU—4—AILRVEBAFILORDYIZE— (
RUVAILFAFY) —6—90O00—-2—TOEILEYIDOU—4—HILKRY
BAFIL0.21 ) ZAL., ZREILEM0.057 g INFE2T%) #ABEKE LT

B/,
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[0158]

[0159]

MS m/z: 334 (M+H)+;

'H-NMR (400 MHz, CD,0D) & : 8.35-8.32 (2H, m), 7.24-7.20

(2H, m), 4.16 (2H, s), 2.92 (2H, t, J =7 Hz), 1.90 (2H, at, J =7 Hz
), 1.01

(BH, t, J =17 Hz).

(EHEH16)

({[6— (4—vOO7xz=)L) —5—EFOFL—2—-TOEILEYE
CU—4—A)L] AR T2/) BBk

[{k21]

DU
T Sl R y
i \rN 5 COuH

I
:

EEFI3— (3) RU3— (4) [TELT, 65— (RVYAMILEFHFY) —2
—JFI—6—4900FYIDU—4—AILRVEBAFILORDYIZE— (
RUVAILFAFY) —6—90O00—-2—TOEILEYIDOU—4—HILKRY
BAFILO.21 g, RY (4—7)0AB07xz=)L) ROVEORHYIZ (4
—o007zZ)L) ROVEE0.19 g ZRAL, REILEW(0.038 g, UNFE1T
%) #BABEKE LTHE-,

MS m/z: 350 (M+H)~*;

H-NMR (400 MHz, GD;OD) &: 8.28 (2H, d, J = 8 Hz), 7.50

(2H, d, J =8 Hz), 417 (2H, s), 2.93 (2H, t, J =7 Hz), 1.90 (2H, qt
, J =1

Hz), 1.01 (BH, t, J =7 Hz).

(Ere 7)
[ ({B—EFOXY—2—AF)L—6— [3— (FYTZILAOAFI) T
T=JL] EYSOU—4—AJL} AILAKRZIL) TE/] BFEE
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[0160]

[0161]

[0162]

[0163]

[1£22]
J/} OHO

\\( a\s “LOH
N =N

T
(1) [ ({B— (RvDILAXY) —2—AFIL—6— [3— (FUTI
AOAFI) Z2zZ)] EUSDOU—4—A ) hLRZ)L) 72/ Bk
IFIL
[{£23]

NOE
o
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A

L] AILARZLY 7E/) EEBBIFIILO.15 9 RU [3— (hUT)LA DA
FIL) Zx=)L] ROVEE0.12 g & FILT 2 (5 mb) RUIK (0. 060 mL) DiE
EREICEREL,. 2RFEKRT, BRETTFSFRX (P Tz Z)LHRRT ¢
V) INT U LERK0.036 g) RUKEEN ) 0 L(0.087 g) EMAT-#&, 70
‘CT2. SHEBHLE, RISRICKZMA, BFEETF/)LTHE L1-%&, M
HEERMBIRKTHREL., AREEBEKTES M) VLTEEREL, BE
THRREEBEL-R, SOoNREEZDUATILAZLIOIRIZ T4 —
THRETBIIEICEY., ZRILEWM0.15 g REFTEMN) #HBHRYE L
THE-,

'H-NMR (400 MHz, CDGl;) &: 8.31 (1H, t, J =6 Hz), 8.23

(1H, s), 8.15 (1H, d, J =8 Hz), 7.71 (1H, d, J = 8 Hz), 7.53 (1H, dd
, J =28

Hz, 8 Hz), 7.24-7.11 (5H, m), 4.88 (2H, s), 4.28 (2H, o, J = 7 Hz), 4
.27 (2H,
d J=6Hz), 279 H, s), 1.33 GH, t, J =7 Hz).

(2) [ (({B—EFAFL—2—SFF)L—6— [3— (FYTIADOAF
W) Zx=)L] EUSVOU—4—A)L} AILARZIL) 7TE/] BFBETFIL
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[0164]

[0165]

[{k24]
NS S

o
[ ([B— (RUDLFAFY) —2—AFIL—6— [3— (FUTNLFOA
FIL) TxzZ)] EYSTDOU—4—A)L) AILKRZIL) T/] BFEETFIL(
0.15 g) ZEFEET FIL (6 mL) [TBAEL . 5%/85 U0 L—FEMHRFE (20 m) %
Mz, KEFEKT. ZET1 OFMERLEL, RIEEZES/ 218
L=, »BEBETRMEL, Gon=EREZVATILAZLYOT R
TJ274—THRETHILITKY., EEELEM0.10 g, UE36%) * AEE
KeELTHT-,
'H-NMR (400 MHz, CDGl;) &: 12.15 (1H, s), 8.60 (1H, t, J
=6 Hz), 8.55 (1H, s), 8.48 (1H, d, J =8 Hz), 7.73 (1H, d, J = 8 Hz)
, 1.61
(1H, dd, J =8 Hz, 8 Hz), 4.30 (2H, q, J =7 Hz), 4.24 (2H, d, J = 6
Hz), 2.73
(3H, s), 1.34 (BH, t, J =17 Hz).
(3) [ (({B—EFAFL—2—SFF)L—6— [3— (FYTIAOAF
W) Zx=)L] EUSVU—4—AL)} AIRZ)L) TR/ Bk
EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
IWI7Z0L] —5—EFAFI—2—AFJLEYSIDU—4—4JL} AR
ZIL) TE/IEBRIFIILORDYIC [ ({5—EFAFL—2—-AF)L—6
— [B—= (bUTZLABOAFIL) =] EYETDOU—4—A)L} AR
ZI) 7E/] EFEETFIL(0.10 g) Z ALY, EEIEEWM(0.086 g, UXZFE39%)
RARERKE LTHT
MS m/z: 356 (M+H)*;
'H-NMR (400 MHz, CDsOD) &: 8.56 (1H, s), 8.53 (IH, d, J =
8 Hz), 7.79 (1H, d, J =8 Hz), 7.69 (1H, t, J = 8 Hz), 4.16 (2H, s),
2.72 (3H,
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[0166]

[0167]

[0168]

[0169]

[0170]

s).

(Ehefl 8)

({[6—(3=9OBR7zxZ)L) —5—EFOFY—2—AFILEYED
—4—A )] AIRZIY TE/) BFlk

[{£25]

/.’7; \1 O

\/
1|/ i M COH

NN

(1) ({[B— (RvPILAXY) —6— (3—9OATxZ)L) —2—
AFIVEYI DO —4—A)L] AIARZIL) TR/) BEETFILRY ({ [
6— (3—/0O07x=)L) —5—EFRAFY—2—-AFJILEYZID -4
—4 L] AILARZILY TE/) EFEETFIL

[1£.26]

2N OBa O
ST
Ci / \\r” N TLOLE
m b

7”“~E oH 0

S LT R

Gl /\\r ?é TOO,E
NN

T

EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO
VEBORDLYIZ (3—-9B0807z=)L) RAVEEQ.68 g RUERSFI1 — (
3) THRontk ([ [6— (RUDILAFY) —2—AF)L—6— [ [ (k
DIILABAFIL) RIEKRZIL] FD) EYITDOU—4—4)L] AILKRZ

Wt 72/) BEETFILA.0 9 ZAL, ([ [6— (RVUILFHY) —6
— (3—=9007xZ)L) —2—FAFIEYITDU—4—AJL] AILKRZIL
} 72/) BEEETFIL(0.35 g, INE3IBW) RV ( { [6— (83— 00Tz
Z)) —5—EFRFOFY—2—AFIEYZITDOU—4—AJL] ALK}

72/) BFEETFIL(0.40 g, UNEE59%) #F -,

({[5— (RUDLFXY) —6— (3= 0BTxZL) —2—AFI
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EJVEOU—4—4aJL] AIKRZIL) 7E/) BFEETFIL:
'H-NMR (400 MHz, CDGl;) &: 8.27 (1H, t, J =6 Hz), 7.98

(1H, s), 7.89 (1H, d, J =8 Hz), 7.45 (1H, d, J = 8 Hz), 7.46-7.19 (6
H m),
4.86 (2H, s), 4.28 (2H, 9, J =8 Hz), 4.26 (2H, d, J =6 Hz), 2.78 (3
H s),
1.33 3H, t, J =8 Hz).

({[6— (3=9BHOR7x=/L) —5—EFRAFL—2—AFJILEYED
V—4—AJ] AIRZJL} TR/) BFBETFIL
'H-NMR (400 MHz, CDGl;) &: 12.12 (1H, s), 8.61 (1H, t, J
=6 Hz), 8.27-8.26 (1H, m), 8.19-8.16 (1H, m), 7.45-7.40 (2H, m), 4.3
0 (2H, q,
J=7THz), 424 (2H, d, J =6 Hz), 2.72 (3H, s), 1.34 BH, t, J=TH
z).

(2) ({[6—(3—=%OB07zxZ)L) —5—EFOFY—2—AFJILE
JEOU—4—A)L] AIARZILY TE/) BEFER
EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) 72/ IFLORDYIC ({ [6— (3—9OR7x=)L) —5—
ERAFO—2—AFILEYIDU—4—A)L] ALRZLY T2/) BEg
TFIL.62 g ZRL, ZHLEW0.59 g, INREFEM) ZEHEERELT
B/,
mp: 178-180 °C.
'H-NMR (400 MHz, CDGl;) &: 9.63 (1H, t, J = 6 Hz),
8.21-8.16 (2H, m), 7.63-7.56 (2H, m), 4.03 (2H, d, J = 6 Hz), 2.69 (3
H s).

(EHEH19)
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[0171]

[0172]

[0173]

[0174]

({[6— (83—IF)I—4—7)AO0TT=J)L) — 56—k FOFXxL—2—
AFILEYIDOU—4—qJL] HILRZIL} T2 /) BEEE
[1627]

I]

(1) ({[6— RuDLFXxY) —6— (4—TNAB—-3—-EZ)LT
IZI) —2—=AFIEYIDOU—4—A)L] AILKRZL) 72/) BFBET
FIL
[1£28]

N—TFIL)FILDn —AFHFUERA6M 1.8m)En—~"FH2(1.3
M RUT FZERFOTZ2Q@ nl) QEEBERIZHARL, ERFTEKT., —
78CT4—7OFE—1—7)0A0—-2—EZ)LREL0.51 gD n—~
FHOA5M)RUOTRSERFO TS 205 n) OEEBREZEZET LIz,
—50°CT 1 RHEERLE. RISKRIZ—7 8°CTIES3E ) AF/L(0.40 mL)
EMA-%, RRICERFEFTRELGLS S —BBH L, REKITIEE (
MEMZ, SIFILI—FTILTHELIZE, BETAELZBETLHILICE
Y, (4—T1LFB0—-3—EZ/)LT7xz=)L) RAOVEEQO.43 g, IREE=ER)
/1=,
EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO
VEBORDYIZ (4—T0F0—-—3—-EZ/LT7zZ)) RAOEEQ0.25 g) &
UZEEFI1— (3) THoMNE ([ [5— (RUDILAFY) —2—-4F)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AIL] AILAR=ZL} 72/) BFBETFIL(0.24 @) ZAL., #ZLEM(0.15 ¢
, UNFE65%) & 1=,
'H-NMR (400 MHz, CDGI;) &: 8.29 (1H, t, J = 6 Hz), 8.21
(1H, dd, J =7 Hz, 2 Hz), 7.93-7.90 (1H, m), 7.26-7.21 (5H, m), 7.11
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[0175]

(H, t, J
=9 Hz), 6.87 (1H, dd, J = 18 Hz, 11 Hz), 5.77 (1H, d, J = 18 Hz), 5
38 (1H, d,
J=11Hz), 485 (2H, s), 4.28 (2H, a, J =7 Hz), 4.27 (2H, d, J =6
Hz), 2.78

(3H, s), 1.33 (3H, t, d =17 Ha).

(2) ({[6— (8B=—IFNL—4—-TILABOTI=)L) —5—EFOX>
—2—AFIVEYIDOU—4—A)] AIRZIL TE/) Bl
EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)
—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAFY) —6— (4—J0AO—3—EZ)LTTZ)L) —2—AFIJILEY
SUOV—4—AJL] AR} TE/) BEETFIL(0.15 g) AL, B
&% (0.064 g, UNFES8%) #HEBEIKE L THT-,
mp: 136-137 °C.
'H-NMR (500 MHz, DMSO-ds) & : 12.90 (1H, s), 9.60 (1H, t,
J=26Hz), 815 (1H, dd, J = 8 Hz, 2 Hz), 8.12-8.09 (1H, m), 7.30 (1H
, £, =28
Hz), 4.03 (2H, d, J =6 Hz), 2.72 (2H, a9, J =7 Hz), 2.67 (3H, s), 1.
22 (3H, t,
J=17Hz).

(ErEHl 1 0)

({[6— (3, 4—=9007xZ)L) —5—EFOFY—2—-AFJLE
JEOU—4—A)L] AIARZILY TE/) BEFER

[1£29]

{loz»zo

o R \“ \]/ N” “COM

\ ,;.

X
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[0176]

[0177]

[0178]

(1) ({[B5— (RuVJILAFXY) —6— (3, 4—2HynOOJz=)L)
—2—AFIEYIDOU—4—qJL] HILKRZJL} TI/) BEEETFIL
[1£30]

Cie,

RS S

EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO

VEBORDHYIZ (3, 4=/ OoOTz=)L) ROUEE0.12 g) RUEHEH

1— (3) THoNz ([ [B— (RUDILAHRY) —2—AF)IL—6— |

[ (FUZILABAFIL) RNEBRZIL] £FD} EYVZDOU—4—A)L] 5

IWARZILY 7E/) BEEETFIL(0.15 @) AL, EEEEW(0.092 g, UNZE6

2%) 17 1=

'H-NMR (400 MHz, GDCl;) &: 8.28 (1H, t, J = 6 Hz), 8. 11

(1H, d, J=2Hz), 7.86 (1H, dd, J =9 Hz, 2 Hz), 7.47 (1H, d, J =9

Hz),

7.28-7.24 (3H, m), 7.21-7.18 (2H, m), 4.90 (2H, s), 4.28 (2H, a, J =

7 Hz),

4.26 (2H, d, J =6 Hz), 2.77 (3H, s), 1.31 (BH, t, J =7 Hz).

(2) ({[6— (8, 4=>9O007xz=/L) —5—EFAFI—2—4

FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

EiEFI1— (5) RU1— (6) [TELT, [ ([{5— (RyUDILFHY)

—6— [ (3, 4—29007zZ)L) RILTF7ZIN]—2—AFIILEYZD
—4—AJ} AIRZI) TE/] BETFILOKDYIC ({ [6— (R

DUNAXY) —6— (3, 4—2HOATII) —2—AFIEYED
—4—A)L] AIRZILY T=/) BFETFIL(0.092 g) ZALY, 1RECILE

#(0.043 g, UNEE62%) FEEBENKRE L THT-

MS m/z: 356 (M+H)*:

'H-NMR (400 MHz, GD;OD) &: 8.45 (1H, d, J =2 Hz), 8.24

(1H, dd, J =9 Hz, 2 Hz), 7.64 (1H, d, J =9 Hz), 415 (2H, s), 2.70
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(3H, s).

(EHEHI1 1)
({[6— (3, 4=27)LA0TxzZ)L) —5—EFOFL—2—-AF
EJIorv—4—A)] AR 7TE/) Bl

[0179] [1B31]

LTS

£ e WO
i i [
L

v
[0180] =EEHI7— (1) . 7— (2) RUP1— (6) [T#ELT, [3— (YT
AOAFI) TxzZ)L] RAVEORDLYIZ (3, 4—2T04AB027zZ)L
) RO EE0.099 g) RUEMHI1— (3) THoN ([ [6— (RUDL
TxY) —2—AF)L—6— { [ (FUTILAOAFIL) RANKRZIL] X
DY EVEDOU—4—A)L] AIRZLY TE/) BFEETFIL(0.20 g) £H
v, ZRIEEW 0. 11 g, INE81%) FABERKE LTHE.
MS m/z: 324 (M+H)*:
'H-NMR (400 MHz, GD;OD) &: 8.26-8.19 (2H, m), 7.41-7.35
(1H, m), 4.16 (2H, s), 2.69 (3H, s).

(EHEHI1 2)
({[6—(3—=9OO7x=/L) —5—EFOFL—2—-TOEILEYE
CU—4—A)L] AR T2/) BBk

[0181] [1k32]

SES
foi il o ‘:Ll/ \Q_I/ﬁ\m /\COZH

TT
[0182] (1) ([ [B— (RyIIAHY) —2—-TnEIL—6— [ [ (FUTI
AOAFIL) RILKRZIL] AFRD) EVEZOU—4—A)L] AILRZIIL} 7
2/) BFERTFIL
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[0183]

[0184]

[0185]

[0186]

[1£33]
OBn O
T, ?f El)l ﬁ/\coga
I
EiEfl1— (1) 51— (3) ICELCT, TFUM343 K BRIEOKD

WIZTRUA 253K BEIEGQ.9

g ZRAL, RELEWMO.0 g INFE81%) ZEBEKE LTH .

'H-NMR (400 MHz, GDCl;) &: 8.17 (1H, t, J =5 Hz),

7.51-7.49 (2H, m), 7.40-7.34 (3H, m), 5.23 (2H, s), 4.27 (2H, q, J =
7 Hz),

4.23 2H, t, J=5Hz), 2.92 2H, t, J=T7THz), 1.84 (2H, tq, J=TH
z, 1 Hz),
1.33 (BH, t, J=7Hz), 0.99 (BH, t, J =7 Hz).

(2) ({[6— (3—4%O@A7zxI=)L) —5—tFOXxL —2—70OF/
FUIPo—4—qJL] AILRZIL} PE/) BEETFIL

[1£34]
l / \\( N OOLE
\I
EMEGI7— (1) ITELT, ([ [6— (RUDLAFY) —2—AF)L—

— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A
L1 AR PE/) BEBBIFILORDYIZ ([ [6— (RUDLLTF
V) —2—=7JOE)L—6— [ [ (FUTILAOAFI) RILEKEZJL] THD
} EVEDU—4—A)L] AIARZLY TE/) BFEETFIL(0.30 @),
[3— (rUZNABRAFI) ZJz=)U] ROVEORKDLYIZ (83— A0
JxZ)L) RAVEEQ.19 o) ZAL, FELEEW0.17 g, IETT%) ZEHE
Bk & LTHT-
'H-NMR (400 MHz, CDGl;) &: 12.13 (1H, s), 8.64 (1H, t, J
=6 Hz), 8.29-8.28 (1H, m), 8.21-8.19 (1H, m), 7.46-7.40 (2H, m), 4.3
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0 (2H, q,
J=T7Hz), 425 2H, d, J=6Hz), 2.93 (2H, t, J =7 Hz), 1.88 (2H,
qt, d =7

Hz, 7 Hz), 1.34 (3H, t, J =7 Hz), 1.02 (3H, t, J =17 Hz)

(3) ({[6— (83=%HE7xI=)) —5—kFrOFL—2-TJOEL
EJIorv—4—A)] AR 7TE/) Bl

EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) 72/] BT FLORDYIC ([ [6— (3—2ORATx=)L) —5
—ERFAFL—2—-TOELEYIDOY—4—A)] AILKRZIL} /)

EFEE T FIL(0.17 @) ZRLN, REMLEM(0.12 g, UIRETS%) ZHBEKE L
THE-,

MS m/z: 350 (M+H)*:

'H-NMR (400 MHz, CD,0D) & : 8.32-8.25 (1H, m), 8.25-8.15

(1H, m), 7.55-7.38 (2H, m), 4.14 (2H, s), 2.94 (2H, t, J =7 Hz), 1.9
1 (2H, at,

J=7Hz, THz), 1.02 (3H, t, J =7 Hz).

(Emefl 1 3)
[ ([(B—EFRAFY—2—AF)L—6— [83— (FUTILAAARF)
JxZ)L] EYVEIOU—4—AJ) ALKRZIL) TE/] BFEE

[0187] [1E35]

/r”““gL oH (1)1
B oo = f%{ ‘ﬁ’“‘cozw

]
N. N

—

[0188] (1) [ ( {B—ERAXxY—2—AFJ)L—6— [3— (FYTZ)ADOAR
) JxzZ)] BEYEROU—4—A)L} AILRZI) TE/] BEEETFIL
[0189]
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[0190]

[1£36]

Ay OH O
L0

\‘»\5{" ‘ﬁ '/\COQEi
AN

T
EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO
VEORDLYIZ [3— (FYTLAOAFY) JzZ)L] ROVEEQ0.17 g
)RUZERHI1— (3) THoONT= ([ [6— (RVDILFHY) —2—AF
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIRZILY TE/) BFEETFIL(0.20 g) ZAL, REILEW (0. 16
g, URZEI6%) ZEBEKRE L TH.

'H-NMR (400 MHz, CDGl;) &: 12.16 (1H, s), 8.62 (1H, t, J
=6 Hz), 8.32-8.22 (1H, m), 8.22-8.17 (1H, m), 7.57-7.43 (1H, m), 7.4
1-7.28
(1H, m), 4.30 (2H, o, J =7 Hz), 4.25 (2H, d, J = 6 Hz), 2.72 (3H, s)
, 1.34
(BH, t, J =17 Hz).
(2) [ ({B—EFAFL—2—SAFIL—6— [3— (F)TLAOA}L
*) 7z )U] EVERDOU—A4—A)L} AILERZIL) TR/ EER
EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) PE/]IEBIFLORDYIC I ({(5—EFOFXFY—2—-AFIL—6—
[3— (bUTLADOALERY) TJzZL] EYUEZDOU—4—A)L} AR
=)L) TE/] BFEETFIL(0.16 g) ZRALY, 1RECIEEM(0.13 g, UNZE89%)
RARERKE LTHT
mp: 124-126 °C.
'H-NMR (400 MHz, CDOD) &: 8.29 (1H, d, J = 8 Hz), 8.18
(1H, s), 7.59 (1H, dd, J = 8 Hz, 8 Hz), 7.41 (1H, d, J = 8 Hz), 4.16
(2H, s),
2.71 (3H, s).

-
007 TR

Z A
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(EHEHI 1 4)
({[6— (3—9%HOO0—4—7)AO07zZ)L) —5—EFAFP—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

[0191] [1B37]

F\f’/' \ﬂ\ 0" O
. LI
Ty T s TR y

m’ T ﬁ COqH
NN

X
[0192] (1) ({[B5— (RVIILAFY) —6— (3—9BO—4—-T)LAA7T
IZI) —2—=AFIEYIDOU—4—A)L] AILKRZL) 72/) BFBET
FIL
[0193] [1E38]

\L osne

v’ 1 \ SN TCO,E
“1 Hoe
N N

T

[0194] SEMEHI7 — (1) ICELT, [3— (MUTLADOAFI) Zz=)L] RO
VBOKDHYIZ (3—R0—4—J)LFA07z=)L) AOVEE0.15 g &
UZEEFI1— (3) THoMNE ([ [5— (RUDILAFY) —2—-4F)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AIL] AILAR=ZL} 72/) EFBETFIL(0.20 @) ZAL., #ZLEM(0.16 ¢
, IREB1%) 18 1=,
'H-NMR (400 MHz, CDGl;) &: 8.29 (1H, t, J = 6 Hz),
8.11-8.08 (1H, m), 7.95-7.91 (1H, m), 7.28-7.24 (5H, m), 7.21-7.14 (1
H m),
4.89 (2H, s), 4.28 (2H, a, J =T Hz), 426 (2H, d, J =6 Hz), 2.77 (3
H s),
1.33 BH, t, J =7 Hz).
(2) ([[6—(3—9%OO—4—7)AAT7xz=)) —5—EFAXY
—2—AFIVEYIDOU—4—A)] AIRZIL TE/) Bl
EiEFI1— (5) RU1— (6) [TELT, [ ([{5— (RyUDILFHY)

Gl
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[0195]

[0196]

[0197]

[0198]

—6— [ (3, 4—>9007zxZ)L) RAWLTF7ZN]—2—AFIEYZY
—4—AJ} AIRZI) TE/] BETFILOKDYIC ({ [6— (R

UOILAFY) —6— (3—4HO00—4—TJ)LAOTTZ)L) —2—AFJL
EVIOU—4—4)L] AIKRZLY T2/) BFEETFIL(0.16 g) ZRAL.
ZEEEY(0.095 g, UNEEB3%) FHBEIKRE L THT,

MS m/z: 340 (M+H)+;

'H-NMR (400 MHz, DMSO-ds) & : 9.63 (1H, t, J = 6 Hz),

8.40-8.38 (1H, m), 8.28-8.27 (1H, m), 7.62-7.58 (1H, m), 4.02 (2H, d,

J=26

Hz), 2.69 (3H, s).

(ErEHl 1 5)
({[B—EFAFxY—2—AF)L—6— (3, 4, 5—+YT)NLARATx
ZI) EVEOU—4—4)L] AILKRZLY TE/) Bl

[1£39]

pat T2 o

Nw
(1) ([ [B— (RoIULFHY) —2—4AF)L—6— (3, 4, 5—F
JIABOTz=) EYIVU—4—4JL] AILRZIL) FE/) EFEET

FIL

[1£40]
L
P ;’? ] OBn O
S s
v
EHH 7 — (1) ITECT, [83— (FUTNADOAFII) 7z=)L] /RO

VEBORDYIZ (3, 4, 5—rYD)AOTz=) ROVEEQO.15 9 &
UZEBEHI1— (3) THLON- ([ [6— (RUDILAFY) —2—AF)L
—6— [ [ (FYZNLABOAFIL) RILRZIL] AF2) EYI DO —4—
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[0199]

[0200]

AIL] AILRZILY TE/) EFEETFIL(0.20 g) R, #E5R1EE (0. 091
g, UNEA4T%) %181,

'H-NMR (400 MHz, GDCl;) &: 8.28 (1H, t, J =5 Hz), 7.73 (IH,

d J=7Hz), 7.72 (1H, d, J =7 Hz), 7.31-7.25 (5H, m), 4.95 (2H, s)
, 4.28

(2H, a, J =7 Hz), 426 (2H, d, J =5 Hz), 2.77 (3H, s), 1.33 (3H, t,
J=1

Hz) .

(2) ({[B—EFAFXY—2—-AF)L—6— (3, 4, 5=+ TILA
A7zZ)L) EVEDOU—4—4)L] ALRZIY T/) Blg
EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)
—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAFY) —2—AF)—6— (3, 4, 5—+UYZ)A07z=)L) EY
SOV—4—A)] HIARZILY TE/) EFEEIFIL.091 g) #ALY., EF
EE&%(0.049 g, UNFETI%) #EEBEIKE LTHT-,

MS m/z: 342 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 12.93 (1H, s), 9.67 (1H, t,

J =6 Hz), 8.15-8.11 (2H, m), 4.03 (2H, d, J = 6 Hz), 2.69 (3H, s).

(Erefl16)

[ ({6— [4— (RUDILAFXY) —3—T)ILARATz=Z)L] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
[{k41]

L A
IJ\ ‘i”

/

NTTROM
H

—

77— (1) . 7— (2) RUO1— (6) ITELT, [3— (FUTL



WO 2011/132633 61 PCT/JP2011/059514

[0201]

[0202]

AZOAFIL) ZxZ)L] RAVEORDLYIC [4— (RUDILAFFY) —3
—7)An7z=)L] ROUEE0.31 9 RUERREHI1— (3) THLHNT (
[ [6— (RuULFHY) —2—AF)b—6— { [ (RYTILABAFIL
) RIERZL] A2 EUSDU—4—A 0] AR 72 /) Bk
ITF)L(0.30 g) ZRAL., ZELEW0.12 g, INZF4LL%) ZRBEKE LTH
T=5

MS m/z: 412 (M+H)-;

'H-NMR (400 MHz, DMSO-d;) &: 9.58 (I1H, t, J = 6 Hz),

8.12-8.09 (2H, m), 7.51-7.49 (2H, m), 7.44-7.37 (4H, m), 5.29 (2H, s)
, 4.02

(2H, d, J =6 Hz), 2.66 (3H, s).

(ZEREHI1 7)
({[6— (38, 5—Y49O007zx=)L) —5—ErFAFXFL—2—-4AFJ)LE
J2oU—4—4)L] AILRZIILY 7=/) EEg

[1642]
i ‘o
/ll (?\ xw"’\cozn
[ =N
EEFT7— (1) . 7— (2) RUO1— (6) I[TELT, [3— (RUTNL

AOAFII) TzZ)L] ARAVEORKDHYIZ (3, 6—29007xZ)L)
RO VEE0.24 @ RUEREHI1— (3) THLHNT: ([ [B— (RUDLA
F) —2—AF)I—6— [ [ (FRUTLAOAFIL) RJLKRZIL] X2
VP EUSOU—4—AL] AIARZILY 7TE/) BFEETFIL(0.30 g) ZAL
. ERIEE®mO. 11 g IRFEL%) FABERKE LTE.

MS m/z: 356 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 9.66 (1H, t, J = 6 Hz), 8.20

(2H, d, J=2Hz), 7.82 (1H, t, J =2 Hz), 403 (2H, d, J = 6 Hz), 2
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[0203]

[0204]

[0205]

[0206]

[0207]

[0208]

69 (3H,

s).

(ErEHl 1 8)

({[6— (3, 4—C)AO0TT=JL) —2—IF)L—5—t FKOFx
EJIorv—4—A)] AR 7TE/) Bl

[1£43]

Fu
T

g S \?\‘/ ::L/ \H’““cozﬂ

(1) 56— (RuVASLILAXY) —6—HO0O0—2—IF)ILFYSTO—4
—HILREEAFIL

[1£44]

oliz ©
ci., ﬁ/L\\‘“ rJ& o

NN

1§
EEGI3— (1) RUY3— (2) IZELT, ALAZMYILORDYIZTO
EA=FUJLQ5 mL) ZRAL, ZEEEM04 g URE13%) H 1=,
'H-NMR (400 MHz, CDGl;) &: 8.23 (2H, d, J =8 Hz), 7.1

(1H, t, J =8 Hz), 7.56 (2H, t, J =8 Hz), 3.88 (3H, s), 3.09 (2H, q,
J=28
Hz), 1.42 (BH, t, J = 8 Hz).

(2) 56— (RUVJAILAFY) —6— (3, 4—=27)LAO0T7xz=)L) —
2—IFIEYSOU—4—ANLRUEBATFI

[{k45]

F. Vf"l TBZ E
/’:':-‘Q/ e R Ny
F ( rg o)

[ N

EEFH 33— (3) [TELT, 5— (RVYASMILAFXxY) —2—TFI)IL—6—
H200FEY IO —A4—AIRVEATFILORDYIZE— (ROYASILAF
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V) —6—90A—-2—IFIEYIDOU—A4—HIKRUEATFILO. 64 g)
RO (4—JAO0T7zL) ROVEEORHYIZ (3, 4—2 )40
ZxZ)L) RO UEE(0.63 g) ZAL, RELEW(0.81 g, INEEEM) 25
T=o

'H-NMR (400 MHz, CDGl;) & : 8.15-8.12 (1H, m), 7.88-7.83

(TH, m), 7.75-7.71 (1H, m), 7.71-7.67 (1H, m), 7.56-7.52 (2H, m), 7.3
1-7.16

(2H, m), 3.88 (3H, s), 3.15 (2H, o, J = 8 Hz), 1.46 (BH, t, J = 8 Hz)

(3) ({[6— (8, 4=P7)LA0OTzZ)) —2—IF)L—5—EF
AXSEYIDOU—4—4)L] AILARZLY T2/) Bl

EWEFI3— (4) ICZELT, 56— (RVVAMILAFY) —2—TF)L—6—
(4—TNABT7xz=)L) EYVEOU—4—AILKRVEBAFILORDYIZS
— RUVAILTFFY) —6— (8, 4—2TNARATIZN) —2—IF
IWEYIO —4—hILKRUEEAFIL(.81 g) LY, #ZERIEEW .29 g,
IRZE43%) #ABEEKE LTHET-.

MS m/z: 338 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 12.91 (1H, s), 9.63 (1H, t,

J =4 Hz), 8.26-8.23 (1H, m), 8.19-8.13 (1H, m), 7.66-7.59 (1H, m), 4
.03 (2H,

d J=4Hz), 2295 2H, a, J =8 Hz), 1.37 (BH, t, J = 8 Hz).

(ErEHl 1 9)
({[6— (4—9D0OB0—3—AF)ILTxZ)L) —5—EFOFTL—2—-4
FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

[0209] [1k46]

Cha oz

=

Al
Ly l):\\_tr “F\E/\CO;;H
bt
NN
I
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[0210]

[0211]

[0212]

(1) ({[B— (RvUIILAXY) —6— (4—9BO0—3—AFILTzx
) —2—AFILEYETDU—4—AJL] AILKRZI) TE/) BFBEITF
L

[{k47]

B

EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO

VEORDLYIZ (4—900—-3—AF)ILT7xz=)L) ROUEE0.22 g) RV

EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A

L] AILARZILY TE/) EFEETFIL(0.30 g) ZRLY, #ZREEW .21 g,

IRFET4%) =B 1=,

'H-NMR (400 MHz, CDGl;) &: 8.26 (1H, t, J =5 Hz), 7.88

(1H, d, J =2 Hz), 7.80 (1H, dd, J = 9 Hz, 2 Hz), 7.40 (1H, d, J = 9

Hz),

7.28-7.20 (5H, m), 4.83 (2H, s), 4.27 (2H, q, J = 7 Hz), 4.25 (2H, d,

J=5

Hz), 2.77 (BH, s), 2.38 (3H, s), 1.33 BH, t, J =7 Hz).

(2) ({[6— (4—=90O—-3—AF)LTxT=J)) —5—EFOFI—

2= AFIEYZTDOU—4—A)] AIKRZILL TE/) Bl

EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)

—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—

4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY

IWAFY) —6— (44— 0R—3—AF)LTzZ)L) —2—AFJLEY S

DU—A4—A)L] AIKRZLY TE/) BFEETFILO.21 g ZRAL. R

EM0.14 g URZEI2%) #ABEKRE L THT .

mp: 208-211 °C.

'H-NMR (400 MHz, DMSO-d;) & : 9.60 (1H, t, J = 6 Hz), 8.17
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[0213]

[0214]

[0215]

[0216]

[0217]

(2H, d, J =2 Hz), 8.06 (1H, dd, J =9 Hz, 2 Hz), 4.03 (2H, d, J =6
Hz), 2.68
(3H, s), 2.42 (3H, s).

(Eefl2 0)

({[6— (4—T)AB—-8—AF)LTJxzZ)l) —56—EFAFI—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

[{£48]

f/ Oi—% o
\7 N/\COH

T
(1) ({[B— (RVIIILAXY) —6— (4—TILAA—3—AFILT
IZI) —2—=AFIEYIDOU—4—A)L] AILKRZL) 72/) BFBET
FILEY ([ [6— (4—TJ)LAA—-3—AFJTxzZ)L) —5—EFOF
D—2—AFIEYIDU—4—A)] AILRZLY TE/) BRI FIL
[1£49]

F ?El OBn ©
Ly ,zjs\\\ /jl\F\E/\C st
D e

7

F

a5 A
v
EREFI7— (1) IZELCT, [8— (MYTIABAFIL) TxzZ)L] KO
VEBORDYIZ (4—TJ0F0—=3—AFILT7zZ)) RAOEEO.19 g) &
UEBEHI1— (3) THoNT ([ [6— (RVUDILFHY) —2—AF)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AI] AILARZILY TE/) BFBETFIL(0.30 g 2L, ([ [6— (RY
DLAFY) —6— (4—TNFARA—=3—AFILTTZI) —2—AFIILE
JEDU—4—4A)L] AIIRZL) TE/) BFBETFIL(0.14 g UNZEES19%)

Yo
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BEU ({[6— (4—T0FA—-3—AFITxzZ)) —5—EFAFI—
2—AFIVEYETDOU—4—A)L] AILARZJL} 72/) EFEETFIL(0.080
g, INE37%) #5B1-,

({[B— (RVDILAEXY) —6— (4—TINAB—-3—AFILTTZ)L
) —2—AFIEUZTDU—4—A)] AILKRZI}L /) BFEETFIL:
'H-NMR (400 MHz, CDCl;) &: 8.26 (1H, t, J = 6 Hz),

7.87-7.84 (2H, m), 7.28-7.22 (5H, m), 7.08-7.04 (1H, m), 4.82 (2H, s)

, 4.27

(2H, 9, J =7 Hz), 425 (24, d, J =6 Hz), 2.77 (3H, s), 2.28 (3H, o)
, 1.33

(BH, t, =17 Hz).

({[6— (4—T)LAB—-3—AF)LT7xx=ZJ)L) — 65— FrFOFL—2—
AFILEYIDOU—4—4)L] hILKRZIL) 7I/) BFEETFIL:
'H-NMR (400 MHz, CDCIl;) &: 12.07 (1H, s), 8.61 (1H, t, J

=6 Hz), 8.12-8.09 (2H, m), 7.12-7.08 (1H, m), 4.30 (2H, q, J = 7 Hz)
, 4.24
(2H, d, J =6 Hz), 2.70 (3H, s), 2.36 (3H, s), 1.34 GH, t, J =7 Hz)

(2) ([[6— (4—7/LAO0—-3—AF)LT7xzZJ) —5—EFOFXFY
—2—AFIEYZTDOU—4—4)L] AIKRZL} T/) Bl
EfHlI1— (6) ICZELT, [ ([6— [ (3, 4=—Y%AO7z=)L) X
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) PE/]IEBIFLORDYIC ([ [6— (4—D)LAA—-3—AFIIL7T
IZ) —5—ERAFL—2—AFILEYIDOU—4—()L] AILKRZIL
} 727) BEBRTFIL(0.14 g) Z ALY, FEEEMO. 11 g UXEFEI0%) #H
BEAKE LTHET -,

mp: 187-191 °C;

'H-NMR (400 MHz, DMSO-ds) &: 9.57 (I1H, t, J = 6 Hz),
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8.14-8.08 (2H, m), 7.32-7.27 (1H, m), 4.03 (2H, d, J = 6 Hz), 2.68 (3
H, s),
2.32 (3H, s).

(EEHI2 1)
({[6—(B—IFILTxZ/) —5—EFAFI—2—AFJLEYZD
—4—AJL] AIKRZI) TE/) BFEg
[0218] [1E50]

[0219] (1) ({[B— (RuDIAFY) —2—AFJ)L—6— (3—EZ/ILTzx
) EYEROU—4—4)L] AIKRZI}Y P2/) BFEETFIL
[0220] [4E51]

J ) OBB 0

N CO Et

‘:‘

[0221] SEMEHI7 — (1) ITELT, [3— (FUTLADOAFI) 7)) RO
VEBOKRDLYIC (I—EZ)LT7z=)L) ROVEE0.30 g RUEREHI 1 — (
3) THRontk ([ [6— (RUDILAFY) —2—AF)L—6— [ [ (k
DINABAFIV) RILHRZIL] X2} EYSIDOU—4—4 L] AILKRZ
LY TE/) BFEETFIL(0.24 o) TR, Z52EEW 0. 14 g, UNZE64%) %
B/,
'H-NMR (400 MHz, CDGl;) &: 8.27 (1H, t, J =6 Hz), 8.05
(1H, s), 7.89 (1H, d, J =8 Hz), 7.53 (IH, d, J = 8 Hz), 7.42 (1H, t,

J=28
Hz), 7.28-7.19 (5H, m), 6.73 (1H, dd, J = 20 Hz, 12 Hz), 5.76 (1H, d,
J =20

Hz), 5.29 (1H, d, J =12 Hz), 4.81 (2H, s), 4.28 (2H, 9, J =8 Hz), 4
.26 (2H,
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[0222]

[0223]

[0224]

d J=6Hz), 279 3H, s), 1.33 GH, t, J = 8 H2).

(2) ([ [6— (B=IFNLTzxZJ) —56—ERAFL—2—-AF)LE
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)
—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAFY) —2—=AF)L—6— (3—EZ)ILTzZI) EYERTDOU—4—4A
L] AILARZILY TE/) EFEBTFIL(0.14 g) ZRLY, #ZEEEW(0.10 g,
IRZE99%) # ABEEKE L THET-.

mp: 142-143 °C.

'H-NMR (500 MHz, DMSO-ds) & : 12.74 (1H, s), 9.58 (1H, t,

J=26Hz), 800 (1H, s), 8.00 (1H, d, J =8 Hz), 7.44 (1H, t, J=8H
z), 1.39

(1H, d, J =8 Hz), 4.02 (2H, d, J =6 Hz), 2.70 (2H, a, J = 8 Hz), 2.
68 (3H,

s), 1.23 (BH, t, J = 8 Hz).

(ZEWEH 2 2)
({[6— (83—9O00—4—AFJT7xz=)L) —5—EFrRAFL—2—4
FILEY)ZTOU—4—A)L] hILiR=ZIL} 72 /) BFEg

(1) ({[5— (RuD)IAFXY) —6— (33— O0—4—AFJ)LTx
ZI) —2—AFIEYIOU—4—A )] AIAKRZIL) TE/) BFEETTF
L
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[0225]

[1£53]
\jj’f *EL ?Bn j)

Ci / \\r” N TLOLE
3\1 b

T
EEGI7— (1) ICTECT, [8— (FUTABAAFIL) Tx=)L] RO
VEBORDLYIZ (3—00—4—AF)ILT7xz=)L) ROUEE0.26 g) RV
EfEHI1— (3) THON ([ [6— (RUDILAFY) —2—AFI)L—
— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A
L] AILARZLY TE/) EFEETFIL(0.24 g) ZRLY, #ZEEEW0.22 g,
IR395%) {1,
'H-NMR (400 MHz, CDGl;) &: 8.25 (1H, t, J =6 Hz), 8.06
(1H, d, J =2 Hz), 7.87 (1H, dd, J = 8 Hz, 2 Hz), 7.30-7.25 (6H, m),
4.86 (2H,
s), 4.28 (2H, 9, J =8 Hz), 4.26 (2H, d, J =6 Hz), 2.78 (BH, s), 2.4
5 (3H, s),
1.33 3H, t, J =8 Hz).
(2) ([[6—(83—9HAO—4—AFJLTT)) —5—EFOFI—
2= AFIEYZTDOU—4—A)] AIKRZILL TE/) Bl
EEGI7— (2) RUE1— (6) ITZELT, [ ([{5— (RVPILAFD)
—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
IWAFY) —6— (3—YHOA—4—AFJLTTZ)) —2—AFJLEY =
DU—A4—A)L] AIKRZLY TE/) BFEETFIL.22 g) ZRAL., REELE
B0.12 g URET4%) #ABEKE L THT .
mp: 173-174 °C;
'H-NMR (400 MHz, DMSO-d;) & : 12.81 (1H,s), 9.59 (I1H, t, J
=6 Hz), 8.25 (1H, s), 8.12 (1H, d, d =8 Hz), 7.52 (1H, d, J = 8 Hz)
, 4.03
(2H, d, J = 6 Hz), 2.66 (3H, s), 2.41 (3H, s).
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[0226]

[0227]

[0228]

[0229]

(Eefl 2 3)

({[B—EFAFXY—6— (B—AVYTFILTIZII) —2—AFIILEY
SOV—4—A)] HILEKRZIL) TE/) BFEE

[{k54]

AT R

I i i Ve P
NN

]
EFlo— (1), 7— (2) RU¥1— (6) IZELT, 4—7JRE—-1—
ILAO—2—EZARVEVORDYICTT—TAE—3— (2—AFILT
O7—1—ITyv—1—4J) RUEVERL., ZELEa0.026 g, UXE15
%) ZREBEKRE LTH-,
mp: 70-75 °C;
'H-NMR (500 MHz, DMSO-d;) & : 9.52 (1H, s), 8.01 (I1H, d, J
=8 Hz), 7.96 (1H, s), 7.43 (1H, t, J =8 Hz), 7.32 (1H, d, J = 8 Hz)

, 3.95

(2H, s), 2.67 (3H, s), 2.54 (2H, d, J =7 Hz), 1.87 (1H, m), 0.90 (6H
, d J=6

Hz) .

(EiEHl 2 4)

[ ({6— [8—=9%BO—4— (FYTNABQAFII) TxzZ)L] —5—EL
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
[{£55]

FHEH7— (1) RUO1— (6) ITELT, [3— (FUZADOAFI)
Jx=)L] ROVEBORDYIZ [3—200—4— (R Z)LAOAFIL)
Zx=)L] ROVER0.23 g) RUEMEMF 1 — (3) THLoNT:- ({ [65— (
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[0230]

[0231]
[0232]

[0233]

RUDIAXRY) —2—AF)L—6— { [ (FJTILABAFIL) XK=
W] A% EYVEZOv—4—A)L] AILRZILY 7E/) BEEETFIL(0.30
g) ZRL., ZEE(0.089 g, UNE3I8w) #EBEKRE L THT .

mp: 198 °C;

'H-NMR (400 MHz, CDsOD) &: 8.49 (1H, s), 8.39 (IH, d, J =

8 Hz), 7.90 (1H, d, J =8 Hz), 4.14 (2H, s), 2.72 (3H, s).

(EiEHl 2 5)
({[6—(3=¥9O07AEL—4—T)FATzZ)L) —5—E FOF
D—2—AFIEYETTOU—4—4)L] DK=L} TE/) EER

[1£56]

T/;l OHO

(1) 4—JOoFE—2—>90708/)L—1—2/)LAaR2EY
[1£57]
L

‘”Br

AFIL (M) T7zZ)L) RAKRZULTOSRQ@6ZET RIS
(100 M) IZBEL., OCTH RUDLAXHAFILOOSDORDT I EFR
D75V F®&A.0M 12ml) ZFTF L&, BIRT1HER®RLEL, RIEE&
[C5—TJAE—2—TJNAARVIATFILTER(.4 g ZMA, ERT4 KM
WL, KEmzx, BFBIF/ILTHE L. BETIEZZEEL-E.
ONT-REBELUATINAZTLIOR T ZT74—TRET B EIZLY
CA—TJOE-1-T)LFA—-2—EZIRIE(1.32 g, UNEIH%) &
BEEREKRE L THE
ERFHKT. OCTYPIFILERDn—AFHUEXKA.0
M, 6.6 mL)IC kYU Z/)AOEELO.51 mb)ZFHTFL, BIET2 05MERLTE
%, DA3—FAZ220.54 ) #ETL2 0nMERLE, RE&IZ4—70
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E—1-/LFO—-2—-EZ)RIEL(1.3 g &MA, ERETIFMAEHL
k. KEMZ, AEYZES/OO0AZ0THE L, BETIEEZEEL
=&, BoNBREEVATILASLYIOI NI T4 —TRET LI L
[CkU. ZEERILEW .70 g, INFL9%) #HBREBEKRE L TH .
'H-NMR (400 MHz, CDGl;) & : 7.72-7.18 (1H, m), 6.99 (1H,

dd, J =7 Hz ,2 Hz), 6.87 (1H, t, J =7 Hz), 2.08-2.01 (1H, m), 1.03-
0.98 (2H,

m, 0.72 (2H, dt, J = 7 Hz, 5 Hz).

(2) ([[6— (3= O7AEL—4—T)LAOTT=)) —5—E
FOFXY—2—AFIEYSDU—4—A)] AR} 72 /) Bk
EiEflo— (1) RUYE1— (6) ICELCT, 4—JRAE—1—-7J/.A4AB—2
—EZIRVEVORDYIZ4-TOE—2—-9070E/)L—1—-7)LF
AR>E(0.70 g) ZRAL, 1REILEW(0.15 g IRZEK31%) ZHBEKE L
THE-,

mp: 160-161 °C.

'H-NMR (400 MHz, CDGl;) &: 11.93 (1H, s), 8.58 (1H, t, J

=5 Hz), 8.04 (1H, brs), 7.85 (1H, d, J =8 Hz), 7.10 (1H, t, J = 8 H

z), 4.33
(2H, d, J=5Hz), 2.69 (3H, s), 2.13 (1H, m), 1.04-0.99 (2H, m), 0.8
3-0. 80
(2H, m).
(EfEf 2 6)

[({6— [2— (4—7)LABOT7zz=)L) TFJ)L] —5—cFKOFI—2
—AFIEYIDOU—4—qJL} AILRZI) TI/] BFlB
[0234] [1E58]
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[0235]

[0236]

[0237]

[0238]

(1) [ ({58— (Ruo)IAxY) —6— [ (4—7)LAO0T7z=)L) T
FI] —2—AFIIEYIOo—4—4A)} AIRZI) FE/] BEET
FIL

[1£59]
Fa i
\E‘\L/i\;\ 0Bn O
\\“Q“‘“ e ‘g”“'csza
\Tp
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—

6— [ [ (FUTLAOAFI) RJLKRZIL] AF2) EYEZOU—4—o
W] AILER=ZLY 7E/) BEBETFIL B0 Q) RU 1 —IF=)L—4—T)LF
ARE @A 0gZEMJIFIILTEI @00 M) ITAEHEL, EETTFIXR
(FRUTZZIRR T4 2) INTUTLEEKQ.0

g, IVLHA.3 gRUF) T ZIHRRT 12 (1.8

g EMAT-%., 60°CTO ORI LI, RISKZEZRETERML. fafE
L7 oEZDLKBEREMA %, BRI FILCHEEDZHEL, AHEZ
BT ) DLTRRL, RETBREEZREE L%, Bonhi-EE%
SUNTNASLYOT TS T74—TRETEHILITLY, ERILEH (.
2 g, UNEFEB2%) E1FT-,

'H-NMR (400 MHz, CDGl;) & : 8.23 (1H, brs), 7.58-7.56 (2H,

m, 7.48-7.44 (2H, m), 7.37-7.34 (3H, m), 7.07-7.02 (2H, m), 5.39 (2H
, 8), 4.27

(2H, 9, J=T7Hz), 424 (2H, d, J =6 Hz), 2.76 (3H, s), 1.32 (3H, t,
J=1

Hz) .

(2) [([{6—[2— (4—7)AOT7TZ)) TF)I] —5—EFOF
D—2—AFIVEYZTDOU—4—A)L} AIERZ) TE/] BEETTFIL
[1£60]
“r;:i;ﬁ\,\(z: 3

¢

"NTC0E
#



WO 2011/132633 74 PCT/JP2011/059514

[0239] [ ( {B— (RuPLAFY) —6— [ (4—TNFABTzZ/L) TFZIL
] —2—=AFILEYIDU—4—A)L} ALKRZI) TE/] BFEETFIL.
2 o) #EFEETFIL(120 mL) RU AR / —)L (80 mL) OEARIEISIAEBEL, 5%
NSO L—EERFEQ 0 g EMA-#, KEFEKT. EETIFHMHIER
Lfze RISEREEZ4 F5BL, 2REZBETEMBLEER, Goh-KEZE
DIVATIVASLASLIOI NI S 74 —THRET LI EICKY., EiEE
B4 2 g, UNE8L%) ZREREKE L THT-
'H-NMR (400 MHz, CDGl;) &: 11.36 (1H, s), 8.50 (1H, t, J
=6 Hz), 7.23-7.19 (2H, m), 6.98-6.94 (2H, m), 4.28 (2H, g, J = 7 Hz)

, 4.22

(2H, d, J =6 Hz), 3.15-3.11 (2H, m), 3.04-3.00 (2H, m), 2.63 (3H, s)
, 1.33

(BH, t, J =17 Hz).

(3) [([{6—[2— (4—7)AOT7Z)) TF)I] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER
EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) PRI FLORDYIZI ({6— [2— (4—=T)LbABTzZ)L
) IFII] —5—EFOFL—2—AFILEYIDU—4—AJL} hILiRZ
L) TE/] BFERTFIL@G.2 g #AL., ZREEWEG. 9 g, NEREEM) %
AEEEE L TH:,

mp: 191-193 °C;

'H-NMR (400 MHz, CD,0D) &: 7.24-7.22 (2H, m), 6.99-6.95

(2H, m), 4.12 (2H, s), 3.14-3.10 (2H, m), 3.04-3.02 (2H, m), 2.60 (3H

, S).

(Eref 2 7)
({[5B—EbFOXY—2—AF)L—6— (2—Txz=ZJ)LTFJ) EYID
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—4—qJL] AILKRZJ} T=/) BEEE
[0240] [1E61]

[0241] EfEHI26— (1) . 26— (2) RU1— (6) [TELT, 1—IFZIL
—4—)LAARVEVDEDYIZIFZIIRUEL(0.13 g) RUERER 1
— (8) TELoNtfz ([ [B— (RUDLEFY) —2—AF)L—6— ([
(FUZIABRAFIV) RNUNKRZIL] FHDL EYVZDOU—4—A)L] AL
RZUY TE/) BFEETFIL(0.30 g) ZFLY, #ZFEEW0.12 g, UNZFEDS9%
)EABEKRE LTH .
MS m/z: 316 (M+H)*;
'H-NMR (400 MHz, CD,OD) & : 7.27-7.16 (5H, m), 4.13 (2H,
s), 3.15-3.11 (2H, m), 3.04-3.00 (2H, m), 2.60 (3H, s).

(EiEHl 2 8)
[ ({[B—EFAFY—2—AF)IL—6—[2— (4—AF)LTzZJ)) I
FIL] EVEZDOU—4—4)L) AILARZL) T2/] Bl

[0242] [1k62]

[0243] (1) [ ({B5— (RUIUNFFY) —2—-AF)L—6— [ (E) —2— (
4—AF)Tz=)L) EZIL] EYIDU—4—A)L} hILR=ZL) T/
] BFETFIL

[0244] [1£63]

h '//AEL . OBa O

Sy Ty ey
7] ¥ g CO,EL
N._zN

\[4
[0245] =M 7 — (1) ITECT, [83— (FYZ)ABQAFIL) 7x=)L] /RO
VEBEORDHLYIZ [ (E) —2— (4—AFJ7x=)L) EZ)L] ROVEEQ
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[0246]

17 g RUZEREFI 1 — (3) THontz ([ [6— (RUDLFHFY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZILY T2/) BFETFIL0.25 o) ZRL. RELEW(
0.12 g, U¥Z52%) = 1F71=,

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 6 Hz),

7.98-7.94 (1H, m), 7.53-7.51 (2H, m), 7.39-7.34 (6H, m), 7.19-7.17 (2
H m),

5.13 (2H, s), 4.27 (2H, q, J
H s),

2.38 (3H, s), 1.32 3H, t, J =17 H2).

(2) [ ({B—ERAFXY—2—AFIL—6— [2— (4—AF)LTT=
L) TFI] EYETDOU—4—AJ) AIKRZIL) TE/] Bl
EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)
—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFRY) —2—=AF)L—6— [ (E) —2— (4—AF)LTzZ)L) EZ
LW EYEDU—4—A)L} AILAR=L) 7E/] BEFEETFIL(0.092 ) F
Ly, HZRIEE®(0.090 g, INEEEM) ZREBENKE L THT-.

mp: 170-174 °C;

'H-NMR (400 MHz, DMSO-d;) & : 12.85 (1H, s), 11.95 (1H,

s), 9.42 (1H, t, J=6Hz), 7.14-7.07 (4H, m), 3.99 (2H, d, J = 6 Hz)

71 Hz), 425 2H, d, J=6Hz), 2274 @3

3.07-2.94 (4H, m), 2.59 (3H, s), 2.25 (3H, s).

(ZEWEH 2 9)
[({6— [2— (3—7J)AOT7xT=J)L) TFJ] —5—bFOFxL—2
—AFIEYIDOU—4—qJL} AILRZI) TI/] BFlB
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[0247]

[0248]

[0249]

[1£64]

j ‘1 OH O
e ﬁ/ﬂ N™ T COLH

=N

m

?
Ty

(1) [ ({58— (Ruo)IAxy) —6— [ (3—7)LAO0T7z=)L) T
FI] —2—AFIIEYIOo—4—4A)} AIRZI) FE/] BEET
FIL

[1E£65]
p Ej:ﬂ\% Qs O
\\“\‘/J‘k{ﬁw CO,EL
N. N
T
EiEfl26— (1) [CELT, 1 —IFI)—4—7/LAOARECDRD

YIZT—IFZIL—3—T1LAaR2E2(0.23

g RUEMHI 1 — (3) THoN ({ [6— (RUDLFFY) —2—4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
25 g, UNEEBI%) E1FT-,

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 5 Hz),

7.58-7.56 (2H, m), 7.38-7.26 (5H, m), 7.15-7.11 (2H, m), 5.30 (2H, s)
, 4.27

(2H, 9, J=THz), 424 (2H, d, J =5Hz), 2.76 (BH, s), 1.32 (3H, t,
J=1

Hz) .

(2) [([{6—[2— (3—7)AOT7Z)) TF)I] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFY) —6— [ (3—=T)LAD0TzZ)L) TFZIL] —2—AFILEY
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SUOV—4—AJ} ALKRZIL) TE/] BFEBETFIL(0.25 g) AL, B
&% (0.081 g, UNFEL4%) #EEBEIKE LTHT-,

mp: 193-195 °C.

'H-NMR (400 MHz, DMSO-ds) & : 11.97 (1H, s), 9.42 (1H, m),

7.34-7.29 (1H, m), 7.12-7.07 (2H, m), 7.03-6.98 (1H, m), 3.99-3.98 (2
H m),

3.09-3.02 (4H, m), 2.59 (3H, s).

(EHEH13 0)

[ [ (B—EFRAFL—2—AF)L—6— {2— [2— (LY TILARAAF

L) 2] TFILY EYUSDOU—4—A)L) hILRZ)L] 72/} Bk
[0250] [1£66]

L\L\

T” H TCOH
C ?\i

““"\

[0251] EfEHI26— (1) . 26— (2) RU1— (6) IZELT, 1—IFZ)L
— A=A ORVEVORDYICTI —IFZIIL—2— (LY Z)ILADOAF
L) RoE2(0.37 @ RUERERFI1— (3) THLON:- ([ [6— (RUD
WAFY) —2—AFN—6— { [ (FUTILABOAFIV) RJLIRZIL] F

U} EVEDOU—4—A)L] AIRZLY TE/) BFEETFIL0.25 9 %
AL, ZEEE®m0.13 g, IRFETI%) ZHEEKE LTHT .
MS m/z: 384 (M+H)+;
'H-NMR (400 MHz, DMSO-dg) & : 11.97 (1H, s), 9.44 (1H, t,
J=6Hz), 7.70 (1H, d, J =7 Hz), 7.62 (IH, t, J =7 Hz), 7.51 (IH,
d J=1
Hz), 7.43 (1H, t, J =7 Hz), 3.99 (2H, d, J = 6 Hz), 3.22-3.16 (2H, m
),
3.11-3.07 (2H, m), 2.60 (3H, s).
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[0252]

[0253]

[0254]

[0255]

[0256]

(Emefl 3 1)

[ [ (B—EFAFL—2—AF)L—6— {2— [83— (LY TILARAAF
L) 2] TFILY EYUSDOU—4—A)L) hILRZ)L] 72/} Bk
[1£67]

[

EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
— A=A ORVEVORDYICTI —IFZIL—3— (Y Z)LADOAF
L) RUE2(0.37 o) RUEMERHI 1 — (3) T/LOHN ([ [5— (R
WAFY) —2—AFN—6— { [ (FUTILABOAFIV) RJLIRZIL] F

U} EVEDOU—4—A)L] AIRZLY TE/) BFEETFIL0.25 9 %
AL, ZEEE0.086 g, INFE4L3%) #HABEKE L THT .
mp: 174-176 °C.
'H-NMR (400 MHz, DMSO-dg) & : 11.96 (1H, s), 9.42 (1H, t,
J=6Hz), 7.60-7.49 (4H, m), 3.99 (2H, d, J = 6 Hz), 3.13 (4H, s), 2
.60 (3H,

s).

(Ehefl 3 2)

[ ({6— [2— (4—9OO07xzZ)L) TFIL] —6—EcrBFP—2—
AFIVEYZTOU—A4—A L} AIKRZI) T2/ Bl

[1.68]

klﬂy K com

(1) [ ({58— (Ruo)IAxy) —6— [ (4—HOOTJxzZ)L) ITF
ZI] —2—AFIIEYIOU—4—A )} AIAKRZI) TE/] BFEETTF
L
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[0257]

[1£69]
\L) OBn O
Nf \:E’i Lr\z TooE
,T,

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
YIZ1—4500—4—IFZ)ILRUE(0.29

g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIARZILY TE/) EFEETFIL(0.50 @) ZRALY, REILEMO.
39 g, UNFE81%) /1=,

'H-NMR (400 MHz, GDGl;) &: 8.23 (1H, t, J = 6 Hz),

7.57-7.55 (2H, m), 7.40-7.32 (7H, m), 5.29 (2H, s), 4.27 (2H, a, J =
7 Hz),

4.24 (2H, d, J =6 Hz), 2.76 (3H, s), 1.32 (3H, t, J =7 Hz).

(2) [({6—[2— (4—%OO07x=J)L) TFIL] —5—EFOFY
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFY) —6— [ (4—9B0OT7xz=)L) TFZI)L] —2—AFJLEY S
DU—4—A)} ALKRZI) TE/] BFEETFILO.20 g) AL, B
EM(0.25 g URZES88%) #ABEKRE L THT .

MS m/z: 350 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 9.42 (IH, t, J =6 Hz), 7.28

(2H, d, J =9 Hz), 7.09 (2H, d, J =9 Hz), 3.99 (2H, d, J = 6 Hz), 3
09-2. 98

(4H, m), 2.59 (3H, s).
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[0258]

[0259]

[0260]

[0261]

(I3 3)

({[5—EFAFLY—2—AF)L—6— (5—TTZJILRUFJ) EU S
CU—4—A)L] AR T2/) BBk

[4£70]

OH ©

PP N
(\T T J\( NooH
o N

N

NS

(1) ({[B— (RVDILAFXY) —2—FAFI)L—6— (5—TxzZ LR
h=1—A2—=1—=qa4)) EVEDU—4—A)L] AILRZII} TZ/)

EFEE T FIL

[{E71]

n

i A
5

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
VIR b—4—A 20— 1= JLRE(0.087
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
Fib—6— { [ (FUTZLABAFIL) RILKRZIL] £FL) EYVI DU —
4—A)L] AILAKRZILY TE/) BFBETFIL(0.24 g) ZRALN, #FERILEW(O.
12 g, UNZE49%) Z#HF1-,
'H-NMR (400 MHz, CDCl;) &: 8.19 (1H, t, J = 4 Hz),
7.54-7.52 (2H, m), 7.34-7.25 (5H, m), 7.21-7.13 (3H, m), 5.23 (2H, s)
, 4.26
(2H, a, J=7Hz), 422 (2H, d, J =4 Hz), 2.72 (3H, s), 2.72 (2H, t,
J=28
Hz), 2.48 (2H, t, J = 8 Hz), 1.88 (2H, tt, J = 8 Hz, 8 Hz), 1.31 (3H,
t, J=17
Hz) .

(2) ({[B—EFEFxY—2—AFIL—6— (5—TTZILRUFIL)
EJIorv—4—A)] AR 7TE/) Bl
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[0262]

[0263]

[0264]

[0265]

EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WEFY) —2—AFI—6— (B—TxZ IRV b—1—A2—1—49JL
) EVSDOU—4—4)L] AILARZLY TE/) BFBETFIL(0.12 g ZAL
. ERIEE(0.049 g, UNE50%) FHEEIKRE L THT,

MS m/z: 358 (M+H)~*;

H-NMR (400 MHz, GD;OD) &: 7.24-7.21 (2H, m), 7.16-7.10

(3H, m), 4.12 (2H, s), 2.86 (2H, t, J =8 Hz), 2.65 (2H, t, J = 8 Hz)
, 2.99

(3H, s), 1.77-1.66 (6H, m).

(el 3 4)

[ ({6—[2— (83=4%AAT7zI=/)) TFIL] —5—EFAFI—2—
AFIVEYZTOU—A4—A L} AIKRZI) T2/ Bl

[{k72]

(1) [ ({5— (RuV)ILAFXY) —6— [ (3—HDOBOT7zT=Z)L) TF
ZI] —2—AFIIEYIOU—4—A )} AIAKRZI) TE/] BFEETTF
L

[1£73]
CE/E:“:l“‘S;e\ ngn /O )
TE ‘“‘»{ N™ OO
NN
|
EEH26— (1) IZELT, 1—IFZI)L—4—7)LAQ L DD

YIZ1—5B80—-3—IF=Z)ILAE (.18
g RUZEMHI1— (3) THEONF ([ [6— (RUDILFFY) —2—H4
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[0266]

[0267]

FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
20 g, UNFE67%) /1=,

'H-NMR (400 MHz, GDGl;) &: 8.24 (1H, t, J = 6 Hz),

7.58-7.56 (2H, m), 7.42-7.29 (7H, m), 5.29 (2H, s), 4.27 (2H, a, J =
7 Hz),

4.24 (2H, d, J =6 Hz), 2.76 (3H, s), 1.33 (BH, t, J =7 Hz).

(2) [ ({6—[2—(83—%OB7xzZ)L) TFI)] —5—EFrOFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFY) —6— [ (3—9BBT7xz=)L) TFZI/L] —2—AFIJLEY S
DU—4—A)} ALKRZI) TE/] BFEETFILO.20 g) AL, B
&4(0.068 g, UNE46%) FEBEIKRE L THT=,

mp: 186-189 °C;

'H-NMR (400 MHz, DMSO-d;) &: 9.43 (IH, t, J = 6 Hz),

7.33-7.20 (4H, m), 3.99 (2H, d, J = 6 Hz), 3.11-3.01 (4H, m), 2.59 (3
H, s)

(Eefl 3 5)

[ ({[B—EFAFY—2—AF)IL—6— [2— (B—AF/ILTzZ/) I
FIL] EVEZDOU—4—4)L) AILARZL) T2/] Bl

[{k74]

= \L OH O
) “bj R /L‘\, ’ﬂ‘;\;/\co, M
T e
N__-N

:
(1) [ ([{5— (RUVILAFY) —2—AFI)L—6— [ (83—AFJLT
=)L) TFZIN] EYSOU—4—A)L) AILdR=)L) 72 /] BFEET T
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L
[0268] [1E75]

o~

[
Ny j\ OBn O

R e,
Nt Q““T/ N7 COE
H
N._-N

.
[0269] EWEHI 26— (1) ICELT, 1—IFZIL—4—2)LAORVECDORD
YIZT—IFZI—3—AFILR2E2(0.15
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
18 g, UNFE54%) =1F71-,
'H-NMR (400 MHz, CDGl;) &: 8.23 (1H, t, J = 6 Hz),
7.61-7.59 (2H, m), 7.38-7.23 (7H, m), 5.31 (2H, s), 4.27 (2H, q, J
7 Hz),
4.23 (2H, d, J =6 Hz), 2.76 (BH, s), 2.32 (3H, s), 1.32 (3H, t, J
7 Hz).
(2) [ ({B—ERAFXY—2—AFI)L—6— [2— (3—AFILTT=
L) TFI] EYETDOU—4—AJ) AIKRZIL) TE/] Bl
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFRY) —2=AF)L—6— [ (I=AFILTzZ)L) TF=)L] EVYE
DUu—4—4)L} AIARZIL) TE/] EEETFILQO.18 @) ZAL., FEEL
EM0.10 g URZEIT%) #ABEKE L THT .
mp: 186-189 °C.
'H-NMR (400 MHz, DMSO-ds) & : 11.96 (1H, s), 9.43 (1H, t,
J=6Hz), 7.16 (1H, t, J =7 Hz), 7.07 (1H, s), 7.03 (1H, d, J=T7H
z), 1.00
(1H, d, J = T7Hz), 3.99 (2H, d, J = 6 Hz), 3.08-3.02 (2H, m), 2.98-2.
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93 (2H,
m, 2.60 GBH, s), 2.27 GH, s).

(EHEH13 6)
[ ({[B—EFAFY—2—AF)IL—6—[2— (2—AF/)LTzZ)L) T
FIL] EVEZDOU—4—4)L) AILARZL) T2/] Bl

[0270] [1E76]

*‘QL \/ T H “COH

ﬂ

[0271] EfEHI26— (1) . 26— (2) RUO1— (6) IZELT, 1—IFZ)L
—4—JNAORVEUDRDOYIZT —IFZIIL—2—AFILAEL(0.15
g RUEMHI 1 — (3) THoN ({ [6— (RUDLFFY) —2—4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
15 g, UXET2%) zABEAKE L TH:.
mp: 180-183 °C.
'H-NMR (400 MHz, DMSO-ds) & : 12.87 (1H, s), 11.97 (1H,
s), 9.44 (1H, t, J=6Hz), 7.17-7.09 (4H, m), 3.99 (2H, d, J = 6 Hz)

3.04-2.93 (4H, m), 2.60 (3H, s), 2.32 (3H, s).

(Ehefl 3 7)
[ ({6— [2— (2—=T#BOTzxz=Z)L) TF)L] —56—EFAOFI—2
—AFILEYZTOU—4—A L} HILARZIL) TE/] Bk

[0272] [1E77]

L\L\

T” “NTCOH
N H

““"\

[0273] =26 — (1) ., 26— (2) RU1— (6) [TELT, 1—IZFZ)L
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[0274]

[0275]
[0276]

[0277]

—4—JNAOREUDRDYICT—IFZ)L—2—7)LAORVE (0.
19 o) RUEMHI1— (3) THONIz ([ [6— (RUDILAHFY) —2—
AFI—6—{ [ (FUTLABAFIL) RILKRZL] FF2) EYET DY
—4—A)L] AIARZILY TE/) BFETFIL(0.30 o) ZRAL., RELEW(
0.13 g, 4X3260%) ZHBEKRE L THT-,

mp: 177-180 °C.

'H-NMR (400 MHz, DMSO-ds) & : 11.94 (1H, s), 9.43 (1H, t,

J=6Hz), 7.32-7.09 (4H, m), 3.99 (2H, d, J = 6 Hz), 3.09-3.02 (4H,
m, 2.58

(3H, s).

(Ehefl 3 8)

[([{6—[6— (4—T)IABOTzZ)L) RUFJ] —5—EFOAFD—
2= AFIEYZTDOU—4—A)} AIKRZIL) T/] Bl

[{£78]

o]

H

o

b ’J:\N/N“CO‘H

J j/ i| T H &

A NN
F - E’

(1) 4— (4—2)A027zx=)L) Tb—3—A>—1—F—JL
[1£79]
o _OH
HF\::T/
e
1—70A0—4—-3—FRVEV 6.7 dRUVT =3 - v—1—-F—

2.5m)%EN, N=24YFOELT7E (100 mb) IZHEMEL, BIRETT S
FR (M) TZZURRT 2 2) INFUTLERKR0.35 ¢) R IV 0. 11
g)EMAT-#%. BIET2HMEEBH L. RIGEZEZA4 FABLIE, A&
EFRETEBLIZ. BonBEEZSVATILASLYOI NI ZT74—T
BETHIEITEY, FERELEYW@.9 g NKREEW) 277
'H-NMR (400 MHz, GDCl;) & : 7.40-7.37 (2H, m), 7.01-6.96
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[0278]

[0279]

[0280]

[0281]

(2H, m), 3.81 (2H, dt, J = 8 Hz, 4 Hz), 2.68 (2H, t, J = 8 Hz), 1,81
(H, t, J
= 4 Hz).

(2) 4— (4—2)AO07T7z=)L) TRY—1—F—JL

[1£80]
o

4— (4—J)ABT7zZ)L) Th=83—AA2—1—F—)L(4.9 g) ZEFFLT
FIL(200 mL) ITEEL, 10%/85 D L—FHRFE(0.50 g) ZmMA =%,
KEFERT. EETA4HMERLE. RISREEZSA F2BLEE., 2%
EFRETEMBLI-. Bon-REEZSVATFLHAIS LY NI ST 4—T
BRTHLITEY., FREEWG.0 g, INEII%) 15T,

'H-NMR (400 MHz, CDGl;) &: 7.15-7.11 (2H, m), 6.98-6.94

(2H, m), 3.67 (2H, t, J =8 Hz), 2.62 (2H, t, J =8 Hz), 1,72-1.58 (4
H m.

(3) 1—=N0AO0—4—RUb—4—A2—1—AILRVEY

[1£81]

J’l/%\\:}’/ e
g e

N
\‘\“:\b\\
o

4— (4—)0WABOTzZ) TEAY—1—FA—)L4 8 g%xTyOOAray
(100 mL) IZj8#& L., Oo°CT1, 3, 5—hrUYHOA—1, 3, 5—+Y7Y
Fr—2, 4, 6—tUFT0RV2, 2, 6, 6—TFFAF/L—1
—ERJSZNULFEVIL (TEMPO) (0.045

g EMAT%., BIRETSHMH. XRWTEET1 ONHBH L. RE#EEL
T4 ABELIER, PBREBRETERLI-. Bon-BREZLUNTILAS
LA TS 74—TRETDHEICKY, 4— (4—T0ADTzZ)L
) TR F—ILQ.T g UWETI%) #H1-.

MEERZFNS QRUMJTIZNUNERRAT42 @23 =200 A22(10m
DIZEBL, 0CT4— (4—2)0A07x=)L) TE2F—)1LB.T9DYH
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[0282]

[0283]

OOA2UR&EAO ML) #MAT-#, ERET4O0NMERLIZ, RE&ITn —
ANXGUEMAZ, ERLI-BEEKRE AR L&, ARERETERL,
Bon-BREZS VAT LHSLIOR IS T 4—TRETDHEIZKY
1= (5, 5=YTJOERVL—4—I2—1—AJL) —4—7)LAOR
E@1 g UNEFEAI%) EB T,

1— (5, 5—VJOERYF—4—IV—1—AJ)L) —4—7)LAORY
@1 g#xT RO T7526G0m)IZEMEL, —78CTn—TFIL
JFILD N —A~"FHUBEKRA6M 15m) ZFHTF L%, BIET3 05
BiLlz, RERICESTHRMELCT VE-VLKEBREMZ %, PIF
LWI—TITE#MERE Lz, BETAEEZZEL-E, Boni-KE%
SUNTNAS LY O T ST —TRETEHILITLY, ERILEMQ.
38 UNETS%)ES50%n—~"FTHUBKELTE:,

'H-NMR (400 MHz, CDGl;) & : 7.16-7.13 (2H, m), 6.99-6.95

(2H, m), 2.71 (2H, t, J =8 Hz), 2.19 (2H, tt, J = 8 Hz, 8 Hz), 2.00
(1H, s),

1.82 (2H, t, J = 8 Hz).

(4) [ ({B— (RvD)LAXY) —6— [6— (4—T/ABTZ)L
) ROb=1—A2—=1—=AJ)] —2—=AFNLEYITDU—4—A} HIL
RZL) 72/] BEFEETFIL

[1£82]
i ~\,/ﬁ\\\\\\ OBn O
F /ﬂ \;;J/ \\\E/%:Y;L-H/\COZQ
NN
]
%ﬁﬁﬁ“ 26— (1) (:iﬁ CT,. 1—IF=Z)L—4— 7)1/7.'_|:|’<:/‘ﬁ‘f/0)1‘%?b

DICT1—TIAR—4—- RO b—4—A 20— 1—A)LRVEVD50%n—
ANEXHUBE%0.37 g RUEREFI1— (3) THLNK: ({ [6— (RUD
WAFY) —2—AFN—6— { [ (FUTILABOAFIV) RJLIRZIL] F
¥ EUSTOU—4—A)] ALURZIL TE/) BrEETFIL(0.36 2) %
AU, ZEEEW0.33 g, INZFKIL%) £571-,
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[0284]

IH-NMR (400 MHz, GDGI;) &: 8.19 (1H, t, J = 4 Hz),
.54-7.52 (2H, m), 7.33-7.30 (2H, m), 7.09-7.05 (3H, m), 6.95-6.91 (2
, m,

1
H
5.23 (2H, s), 4.26 (2H, a, J =7 Hz), 421 (2H, d, J =4 Hz), 2.72 @3
H
2

, 8),

.68 (2H, t, J =8 Hz), 2.47 (2H, t, J =8 Hz), 1.88 (2H, tt, J =8 H
z, 8 H2),

1.31 (BH, t, J =7 Hz).

(5) [([{6—[5— (4—7)AOT7Z)) RUFJ] —5—E KO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WArxy) —6—[6— (4—J040T7x=2)L) R b—1—42—1—
AIV] —2—AFILEYITDU—4—AJL} AILKRZ)L) TE/] BFBETF
JL(0.33 g) ZFLY, ERILEW (.12 g, INFK38%) FABERKE L THE-.
mp: 140-142 °C.

'H-NMR (400 MHz, CDsOD) & : 7.17-7.14 (2H, m), 6.98-6.93

(2H, m), 4.12 (2H, s), 2.83 (2H, t, J = 8 Hz), 2.59 (2H, t, J = 8 Hz)
, 2.99

(BH, s), 1.79-1.71 (2H, m), 1.69-1.61 (2H, m), 1.43-1.35 (2H, m).

(ErefH 3 9)
[([6—[2— (2, 4—CT)AOT7T=)L) TFI] —5—EFO+*
V—2—FAFIEYIDOU—4—qJL} AILRZI) TI/] BB

[1£83]
T)\/\?:j

\(N

CoH
N oo,
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[0285]

[0286]

[0287]

(1) [ ({5— (RyDLFFY) —6—[ (2, 4—2T)LADTz=
W) TFZII] —2—=AFIEYIDU—4—A)} AILARZII) TR/]
EFEE T FIL

[{£.84]

P2
[’irl\ 0Bn O
(l 7/ i% “LOmEL

M

[

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
DIZT—IF=)b—2, 4—27)LA7ORE(0.35 g) RUSEREHI 1 — (
3) THRontk ([ [6— (RUDILAFY) —2—AF)L—6— [ [ (k
DINABAFIV) RILHRZIL] X2} EYSIDOU—4—4 L] AILKRZ
LY TE/) BFEETFI)L(0.30 g) TR, 25L& (0.26 g, UNZE89%) %
B/,
'H-NMR (400 MHz, GDGl;) &: 8.18 (1H, t, J = 5 Hz),
7.57-7.29 (6H, m), 6.91-6.88 (2H, m), 5.32 (2H, s), 4.27 (2H, a, J =
7 Hz),
4.22 (2H, d, J =5Hz), 2.76 (3H, s), 1.32 (3H, t, J =7 Hz).

(2) [({6—[2— (2, 4—2T)AOTzZ)L) TF/)L] —5—k
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAHY) —6—[ (2, 4—2T7)0F0TzZ)L) TFZIJL] —2—4AF
WEYEDOU—4—A)L} AILARZIL) TE/] BFEETFIL(0.26 g) ZAL
. ERIEEW0.13 g, INFE66%) FABERKE LTHE.
mp: 184-188 °C;
'H-NMR (400 MHz, DMSO-d;) &: 11.93 (1H, s), 9.42 (1H, t,
J =6 Hz), 7.37-7.31 (1H, m), 7.19-7.13 (1H, m), 7.01-6.97 (1H, m), 3
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.99 (2H,
d J=6Hz), 3.08-2.99 (4H, m), 2.57 (3H, s).

(Eefl 4 0)
[ ([(B—EFRAFY—2—AF)L—6— [2— (1 —FTFIL) TFI]
EJIorv—4—AJ) AIRZIL) 72/] Bl

[0288] [1£85]

oH D
IJL E}\?ﬁ/ﬁ N7 TCO,H
T

[0289] (1) ([ [B5— (RuVILFAFXFY) —2—AFIL—6— (1 —FTFJ)LIT
FZI) EYEO—4—A)L] AR} TR/) BEBETFIL
[0290] [1E86]

[0291] EfEFI26— (1) ICELT, 1—IFZIL—4—T)LAORVECDRD
DIZT—IFZIILF T8 L2(0.38 g) RUEMH 1— (3) THLHNT= (|
[6— (RUDILAXY) —2—AF)L—6— { [ (FUTILABAFIL)
RIHRZIL] AF2) EUSOU—4—A)L] AR 72/) BFBET
FJL(0.30 g) ZHLY, ZEEILEWM(0.25 g, UNEKB3%) * & 1=,

'H-NMR (400 MHz, CDGl;) & : 8.38-8.36 (1H, m), 8.27 (1H,

t, J=6Hz), 7.94-7.79 (3H, m), 7.57-7.44 (4H, m), 7.35-7.25 (4H, m)
, 5.32

(2H, s), 4.28 (2H, o, J =7 Hz), 4.25 (2H, d, J = 6 Hz), 2.79 (3H, s)
, 1.33

(BH, t, J =17 Hz).

(2) [ ({B—ERAXY—2—-AFI)b—6— [2— (1—FTFI) T
FIL] EVEZDOU—4—4)L) AILARZL) T2/] Bl
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[0292]

[0293]

[0294]

[0295]

EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAXY) —2—AFIL—6— (1—FTFILIFZIL) EVIDU—4—
AIL] AILAR=ZL} 72/) BFBETFIL(0.25 @) ZAL., #ZRLEMO.11 ¢
. IRE57%) ZABEKE L THET-.

mp: 188-192 °C;

'H-NMR (400 MHz, DMSO-d;) &: 12.87 (1H, s), 12.02 (IH,

s), 9.45 (1H, t, J=6Hz), 820 (1H, d J=8Hz), 7.94 (1H, d, J =
8 Hz),

7.80 (1H, d, J = 8 Hz), 7.61-7.51 (2H, m), 7.45-7.39 (2H, m), 4.00 (2
H d, J=

6 Hz), 3.48-3.44 (2H, m), 3.20-3.16 (2H, m), 2.61 (3H, s).

(ErEHl 4 1)

[ ({6— [6— (4—2O07xZ)L) RUFJ)L] —65—EFOFI—2
—AFILEYZTOU—4—A L} HILARZIL) TE/] Bk

[{£87]

oH O

P NN /}J\\\*\ ’lE“N oo
I LN
o Y

(1) [ ({B— (RyUNLFFY) —6— [6— (4—9OBTTZ)L)
RUb=1—=—A2—=1—=AJ)L] —2—=AFJEYIDU—4—1)L} ALK
Z) 7E/] BFEETFIL

[1.88]

EH26— (1) ITECT, 1—IFZIL—4—T)LAOREUORD
YIZ1—900—4—- R b—4—A2—1—AILARE(0.54 g) RUE
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EHl1— (3) THoN: ([ [6— (RUDILAHRY) —2—AF)L—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL
1 AR=)LY 72/) BFEETFIL(0.96 g) #AL, ELLEW0.61 g, U
360%) =& 1=,
'H-NMR (400 MHz, CDGl;) &: 8.20 (1H, t, J = 4 Hz),
7.54-7.52 (2H, m), 7.35-7.32 (BH, m), 7.22 (2H, d, J = 8 Hz), 7.05 (2
H d J=
8 Hz), 5.23 (2H, s), 4.26 (2H, a, J = 7 Hz), 4.22 (2H, d, J = 4 Hz),
2.72 (3H,
s), 2.68 (2H, t, J =8 Hz), 2.47 (2H, t, J =8 Hz), 1.88 (2H, tt, J =
8 Hz, 8
Hz), 1.31 BH, t, J =7 Hz).
(2) [([{6—[5— (4—HOOT7xzZ)L) RUFJ] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFY) —6—[6— (4—90A7T7zZ)L) RUb—1—A2—1—A
W] —2—=AFILEYVEIDU—4—A)L} AIKRZIL) TE/] BFBETFIL(
0.25 g) #AL, ZEILEW(0.41 g, INFKL8%) #ABEKRE L THT-.
mp: 154-157 °C;
'H-NMR (400 MHz, CDOD) &: 7.22 (2H, d, J =8 Hz), 7.14
(2H, d, J =8 Hz), 4.13 (2H, s), 2.82 (2H, t, J = 8 Hz), 2.59 (2H, t,
J=28
Hz), 2.59 (3H, s), 1.79-1.71 (2H, m), 1.69-1.61 (2H, m), 1.43-1.37 (2
H m).

(EhEH 4 2)
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[({6— [6— (3—4OO7x=)L) RUFJ)L] — 65— FKOFxL—2
—AFIEYIDOU—4—qJL} AILRZI) TI/] BFlB
[0296] [1£89]

oH O
e
L

N. =N

T
[0297] (1) 1—49BAO0—-3—AR2Ub—4—A2—1—A4ILRVEY
[0298] [1E90]

Gl e

3//7\\ I

L
[0299] =fEHI3I 8 — (1) MH38— (3) [TELT, 1—7)ILAB—4—-3F—F

RoBUORDHYIZT—HO00—-83—T—FKRUEV (7.2 9 #RHNT, Ff-

EfEHI3 8 — (2) ITHISTIIRICEVTIINS I L FRHRENKD

VIZBIEBEEZRANT, EEtEaWG.8 g INFELT%) %6 5%n —~AFHY

BRELTHEI

'H-NMR (400 MHz, CDGl;) & : 7.24-7.07 (4H, m), 2.72 (2H,

na

./\\\\\:\\

A

t, J=8Hz), 2.20 (2H, tt, J =8 Hz, 8 Hz), 2.00 (1H, s), 1.84 (2H,
t, =38
Hz) .

(2) [ ({B— (RyUNLFFY) —6— [6— (3—49BEARTIZ)
RUb=1—=—A2—=1—=AJ)L] —2—=AFJEYIDU—4—1)L} ALK
Z) 7E/] BFEETFIL

[0300] [1E91]

,@\T/\\/» - O8n O

ﬂ\ \(gﬁ/ﬂ\'\' GO,
T NN T
<l “{

[0301] EfEFI 26— (1) ICELT, 1—IFZIL—4—T)LAORVECDRD
YIZ1 =988 —-3—- R b—4—A2—1—AILREDES5%Nn—
FHUBKO.31 O RUERHI1— (3) THoN ({ [6— (RUDL
TxY) —2—AF)L—6— { [ (FUTILAOAFIL) RANKRZIL] X
DY EVERDOU—4—A)L] AIRZLY TE/) BEFEETFIL(0.36 g) £H
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Ly, BER1EE%(0.26 g, UNER65%) *HF71-.

IH-NMR (400 MHz, GDGl;) &: 8.20 (1H, t, J = 4 Hz),

.54-7.52 (2H, m), 7.33-7.30 (3H, m), 7.19-7.13 (2H, m), 7.02-6.99 (2
, m,

1
H
5.23 (2H, s), 4.26 (2H, a, J=T7Hz), 421 (2H, d, J =4 Hz), 2.72 @3
H
2

, 8),

.69 (2H, t, J =8 Hz), 2.48 (2H, t, J=8 Hz), 1.89 (2H, tt, J =8 H
z, 8 H2),

1.31 (BH, t, J =17 Hz).

(3) [ ([{6—[5— (3—%OO7zx=/L) RUFJ] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WA*FY) —6— [6— (3—9HA7T7zZ)L) RUb—1—A2—1—A
W] —2—=AFILEYVEIDU—4—A)L} AIKRZIL) TE/] BFBETFIL(
0.26 g) #FAL, ZEELEW(0.071 g, UNFE36%) ZHEBEAKE LTHT =,
mp: 117-119 °C;

'H-NMR (400 MHz, CD,OD) & : 7.24-7.08 (4H, m), 4.12 (2H,

s), 283 (2H, t, J=8Hz), 2.60 (2H, t, J =8 Hz), 2.60 (3H, s), 1.8
0-1.72

(2H, m), 1.68-1.62 (2H, m), 1.44-1.36 (2H, m).

(Eefl 4 3)

({[5—EFAFLY—2—AF)L—6— (3—7zxZ)LFOEL) EUS
CU—4—A)L] AR T2/) BBk

[1£92]
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[0303] (1) ({[B— (RuDIAFY) —2—AFIL—6—EZJEYZIDY
—4—4A)L] AILAR=Z)L} /) BEBETFIL
[0304] [1E93]

O#n O

A -~
Eial e Y
]T r H COEL
N._zN

T
[0305] =B 1 — (3) THoLON ([ [6— (RUIUIILAHFY) —2—AF)L—
— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A
L] AIRZLY TE/) BFEETFIIL(0.48 ) R4, 4, 5, 5—T+7
AFI—2—EZ)—1, 3, 2=FFHAROZ20.19%1, 2—-2
AREISIZ@G ML) RUKQ L) DREBEICERL., ZRFEKRT. E
BTOYP00ER (M) TTZIHRRT 4 2) NSO LEK0.070 g) RY
REEFT FUDL(0.32 g EMAT%, 70°CT1. SHEMBHLE, RERK
([CEAFMEIE 7 VB D LKEBREMA %, BRI FILCHEYZHE LT
o METHAEZRELE, Bon=BREZSUISLASLYOT TS
T4 —THRETDHILITLY., BERIELEM0.16 g, URFA5%) F1=,
'H-NMR (400 MHz, GDGl;) &: 8.30 (1H, t, J = 4 Hz),
7.51-7.49 (2H, m), 7.40-7.34 (3H, m), 7.16-7.08 (1H, m), 6.68-6.63 (1
H m),
5.67-5.64 (1H, m), 5.08 (2H, s), 4.27 (2H, a, J = 8 Hz), 4.22 (2H, d,
J=4
Hz), 2.73 (3H, s), 1.32 (3H, t, J = 8 Hz).
(2) ({[B—EFOF>—2—AFIL—6— (3—Txz=/)LTOEIL)
EUSPOv—4—A0L] hILRZIL)Y P2/) BFEETFIL
[0306] [1£94]

[0307] ({[B— (RuDIAXY) —2—AF)IL—6—FEZJLEYZIDU—4—
A4IL] A=Y 7=/) EFEETF)L (0. 053
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HRUTZIUILRUELO. 1T mDZEDH/OOARVICHEREL, BRFBHEKAT.
ERT[1, 3—EX (2, 4, 6—FUAFILTIZL) —2—A 35V
JoZyFr] ooyoo (FxZIAFLY) (R oA~nEUILRR T
42) WTZoL (TR (B2#HK) ) (0.013 ) &mMAf-#&, 18
FEMBER L. RISBREZRETRE L&, Soh-BREZ VAT
HSLYOT LTS T4—TRETEHLITEY, [ ([B— (RUILF
F) —2—AF)—-6— [ (1E) —3—7Jzxz=)L7AT—1—-T>—1
—AIL] EUSOU—4—A)L)} ALERZIL) 7TER/] BT FILER:.
CNMEIR/—ILAnD)ITHEBEL, 1 0%/ L—FHERE(0.010 g) %
mz-%. KRFEKT., ZET1REERL-. RE&REZEZ/4 F58BL
-, PBREBETEBLIz. Bon-BEZLVATILAZLYOT LY
TT74—THRETDHILITKY, BELEWO.012 g UNEK22%) £{ 71,
'H-NMR (400 MHz, CDsOD) &: 11.33 (1H, s), 8.49 (1H, t, J
=4 Hz), 7.31-7.15 (5H, m), 4.28 (2H, a, J =8 Hz), 4.21 (2H, d, J =
4 Hz),
2.90 (2H, t, J =8 Hz), 2.72 (2H, t, J =8 Hz), 2.62 (3H, s), 2.07 (2
H, tt, J=
8 Hz, 8 Hz), 1.32 (3H, t, J = 8 Hz).
(3) ({[B—EFOFY—2—AFIL—6— (3—Txz=/)LTOEIL)
EJIorv—4—A)] AR 7TE/) Bl
EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) 72/] BRI FLORDLYIC ({ [b—EFOXY—2-AFIL—6
— (3—=Zzx=Z)LTFHREL) EYEZDU—4—A)] AR} TE/)
EFEE T 7L (0.012 g) ALY, 1FE1LE1(0.0040 g, UXE40%) *HEEK &
THE-,
MS m/z: 330 (M+H)+;
'H-NMR (400 MHz, CD,OD) & : 7.24-7.12 (5H, m), 4.13 (2H,
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[0308]

[0309]

[0310]

s), 2.86 (2H, t, J =8 Hz), 2.70 (2H, t, J = 8 Hz), 2.60 (3H, s), 2.0
4 (2H, tt,
J = 8 Hz, 8 Hz)

(ErEHl 4 4)

[ (6= [2— (2, B=YAFITzZ)L) ITFII] —5—EFOFD
—2—AFIVEYZIDOU—A4—A L} AIRZI) TE/] Bk

[1£95]

e OH ©
PO Ny

e i Vi Vs
NN

]
EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
— A=A ORVEUVDORDYIZ2—IFZIL—1, 4—DAFILRUE
> (0.30 o) RUEMHI1— (3) THoOM ([ [6— (RUDIILAFFY)
—2—AFN—6— [ [ (FYTILABAFIL) RIEKZIL] FF) EY
SOU—4—A)L] HILARZIL) TE/) EFEEITFIL(0.30 g) ALY, i
EE&%(0.13 g UNEK59%) #HEEAKE L THT =,
MS m/z: 344 (M+H)+;
'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 11.98 (1H,
s), 9.44 (1H, t, J =6 Hz), 7.04-7.00 (2H, m), 6.91-6.90 (1H, m), 4.0
0 (2H, d,
J =6 Hz), 3.04-2.90 (4H, m), 2.60 (3H, s), 2.26 (3H, s), 2.23 (3H, s
).

(ZEWEH 4 5)
[ ({5—EFAFXL—6— [2— (2—HArXZPTzZ)L) ITFI] —2
—AFIEYIDOU—4—qJL} AILRZI) TI/] BFlB
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[1£96]

{;\g OH O
%AJW%A
P NN
|
[0311] (1) [ ({B5— (R IAFY) —6— [ (2—AFFLT7zZ)L) T
FI] —2—AFIIEYIOo—4—4A)} AIRZI) FE/] BEET
FIL

[0312] [4E97]
3\ OB

C

S . O

NS IL

L0 e e N 0,E
. i N

T

[0313] EEHI 26— (1) ICELT, 1—IFZIL—4—T)LAORVECDRD
DIZT—IFZI—2—H4 FFIADE2(0.33
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
18 g, UNFE62%) =1F71-.
'H-NMR (400 MHz, CDGl;) &: 8.17 (1H, t, J = 5 Hz),
7.61-7.59 (2H, m), 7.51-7.49 (1H, m), 7.41-7.30 (4H, m), 6.96-6.89 (2
H m),
5.38 (2H, s), 4.26 (2H, q, J
H s),
2.75 (3H, s), 1.31 BH, t, J =7 Hz).
(2) [ ([(B5—EFOFL—6—[2— (2—A+FPTzZ)) IFIL
] —2—AFLEYETDU—4—AJ} AILKRZ)L) TE/] BFEE
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFY) —6— [ (2—=AFFLTzZ)L) TFZIL] —2—AFILEY

NTCOH
H

=

Ve

&

71 Hz), 425 2H, d, J=5Hz), 3.74 @3
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[0314]

[0315]

[0316]

[0317]

SOV—4—A)} HILARZI) TER/] EFBEIFIL.18 g) ALY, EiE
&% (0.070 g, UNFES1%) #EEBEIKE LTHT-,

mp: 150-160 °C.

'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 11.92 (1H,

s), 9.42 (1H, t, J =6 Hz), 7.20-6.83 (4H, m), 3.99 (2H, d, J = 6 Hz)
, 3.75

(3H, s), 3.05-2.94 (4H, m), 2.58 (3H, s).

(Ehefl 4 6)

[ ({6— [8— (4—7)AOTx/ %) JOEL] —5—bFKOXY
—2—AFIVEYZIDOU—A4—A L} AIRZI) TE/] Bk

[1£98]

F\f\; oM ¢

(1) [ ({B— (RvVILFFY) —6— [8— (4—TAOTz/F
V) FRAT—1—A—1—AJ)] —2—AFIEYIDOU—4—A)}) 5B
IWAR=JL) 7E/] BEFEETFIL

[1£99]

Fa e,
\E/ El QBr

o N ;’J‘““g”i‘ﬁ”‘coeﬂ

=

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
Y1 =704 0—4— (TJOT—2—A20—1—ALFFL) RoE(0.
N g RUEREF1— (3) THoNnz ([ [6— (RUDLFHFY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZIY TE/) BFETFIL0.24 g ZRL. RELEW(
0.097 g, UNE4A1%) /1=,

'H-NMR (400 MHz, GDCl;) &: 8.17 (1H, t, J = 4 Hz),

__!
s

=
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7.48-7.45 (2H, m), 7.36-7.32 (3H, m), 6.97-6.89 (4H, m), 5.16 (2H, s)
, 4.90

(2H, s), 4.26 (2H, o, J =7 Hz), 4.21 (2H, d, J = 4 Hz), 2.72 (3H, s)
, 1.31

(BH, t, J =17 Hz).

(2) [ (6= [383— (4—7)FAOT7z/FY) TOEL] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAXY) —6— [83— (4—T0FRTz/FY) TJOT—1—-a42—1
—qIIL] —2—=AFIEYIDU—4—A)) hIRZ)L) F/] BT
FIJL(0.097 g) ZALN, 1ZEELE&#(0.053 g, UNET2%) ZHEEKE LTH
T=o

mp: 141-145 °C;

'H-NMR (400 MHz, CDsOD) & : 6.98-6.94 (2H, m), 6.83-6.80

(2H, m), 4.12 (2H, s), 4.03 (2H, t, J = 8 Hz), 3.02 (2H, t, J = 8 Hz)
, 2.99

(3H, s), 2.20 (2H, tt, J = 8 Hz, 8 Hz).

(EHEHI 4 7)
[ ({6— [2— (4—T#BOTzxz=Z)L) TFI)L] —5—EFOFI—2
—JOEIEYSDU—4—A )L} AILARZIL) TE/] Bl

[0318] [1£100]

[0319] (1) 5— (RyVYAILAXY) —6— [ (4—TJ)LAOT =)L) TF=
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[0320]

[0321]

L] —2—J0OFIEYIOU—4—HILRVEEAFIL
[1£101]

EiEfl26— (1) IZELCT, ({[6— (RVILFXY) —2—-AFIL
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AI] AILRZLY TE/) BRI FILORDYIZEREFIS— (1) THEDL
Niz56— (RUYAILAFFY) —6—vO00—-2—TJOELEYZDU—4
—AIARUEEAFILO0.60 ) RUP1—IFZ)IL—4—T)LAARIE (0. 43
g) ZRL., ZHEEW(0.28 g, UNE3T%) ZHBEKRE L THT -,

'H-NMR (400 MHz, CDGl;) & : 8.29-8.27 (2H, m), 7.72-7.70

(TH, m), 7.59-7.52 (2H, m), 7.27-7.26 (2H, m), 6.97-6.92 (2H, m), 3.9
1 (3H, s),

3.06 (2H, t, J =8 Hz), 1.92 (2H, aot, J =8 Hz, 7 Hz), 1.04 (3H, t, J
= 7 Hz).

(2) [([{6—[2— (4—7)AOT7TZ)) TF)I] —5—EFOF
—2—JOELNEYEDU—4—A )L} AILERZIL) TE/] BFEg
Efl26— (2) RU3— (4) IZELT, 5— (RUVYAMILTFHY) —
2—TFI—6— (4—T)LAOTz=)) EYVIDOU—4—hILKRIERA
FILDEDLYIZE— (RVVASILAXY) —6— [ (4—2)LABT =)L
) IF=II] —2—TOENLEYEIDOU—A4—HILKRUEEAFILO.28 g) &
AL, EFiE1eE%(0.068 g, UNFE28%) #AEBEERE L THE-.

MS m/z: 362 (M+H)+;

'H-NMR (400 MHz, DMSO-dg) & : 11.95 (1H, s), 9.39 (1H, t,

J=26Hz), 7.27-7.05 (4H, m), 3.99 (2H, d, J = 6 Hz), 3.10-3.07 (4H,
m, 2.79

(2H, t, J=THz), 1.77 (2H, aot, J =7 Hz, 7THz), 0.90 BH, t, J =7
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Hz) .

(Bl 4 8)
[[ (6= {2= [4=—T)AO0—2— (FYTLFOAFIIL) TzZ)]
IFIL —56—EFOFY—2—AFILEYIDOU—4—4)L) AILEKRZIL
1 72/} Bk

[0322] [1E102]

RO

N

T T o
CFy

M. N

g

[0323] (1) 1—IFZN—4—-TLF0—2— (FYTAAAFIL) RVEY
[0324] [1£103]

"0

CFy

[0325] 1 —J0OE—4—JIWA0—2—RFYTILAOAFILRUEL (2.0 g RUT
FZIL (FUAFIL) 52097 ) Z7E =LA@ nL) [TEEL, 2
ZHFEKRT. ERETP2700EXR (M) TzZILKRR T4 0) 185D LEE
£0.29 g). I{LEA0.080 g R R YT FILT 22 (2.3 ml) EMA T4,
7EMMBER Lz, RERICKEMZ, B¥MEN —~FY U THHELE
®, AREZEKTES M) ULTEEL, BETHBEZEEL-R, &
BEVIATILASLIOI LIS T7T4—TRET DI EITEKY, [4-
2)0A0—=3— (FUZILABAFIL) TzZ)L] (RUAFIL) F52(0.
67 g UXE31%) ZEEBMKMEEL LTHz. ThETFIEFRTS 20D
m IZEEL, BRETT S IFILTZUoEZDLZ7O) FOTLZERFOTS
vinik(1.0
M, 3.9 ml)ZMA-%. RIRTI3HMERL-. RISREZRETERMEL-%
BBEVIVNTINASLYVAR NI S04 —THRETLHZEITEY, 25
LE#0.16 g URE3I3%) Z1HF 1=,

'H-NMR (400 MHz, CDGl;) & : 7.65-7.62 (1H, m), 7.39-7.36
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[0326]

[0327]

(1H, m), 7.23-7.18 (1H, m), 3.33 (1H, s).

(2) ({[B— (RyILFHY) —6— [ [4—D)ILFDO—2— (FUT
WABAFIL) TxZ)L] TFZIN} —2—AFILEYIDOU—4—4)L]
AILRZLY TE/) BFBETFIL

[1£104]

?f\[/;\l
|
=y g 0Bn O

s = \‘ H\\Y sng.CDZE‘

M

[
EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
VIZTT—IFZIL—4—T)A0—2— (FYTZILADAFIL) RE2(0.
16 g RUZEREF 1 — (3) THoNnz ([ [6— (RUDLFHFY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZILY TE/) BFETFIL0.27 g ZRL. RELEW(
0.22 g, WFET1%) =K1,
'H-NMR (400 MHz, GDGl;) &: 8.15 (1H, t, J = 5 Hz),
7.61-7.58 (1H, m), 7.50-7.41 (3H, m), 7.30-7.21 (4H, m), 5.30 (2H, s)
, 4.26
(2H, a, J=7Hz), 421 (2H, d, J=5Hz), 2.75 (3H, s), 1.32 (3H, t,
J=1
Hz) .
(3) {[(6— (2= [4—T)AO—2— (FYT)LAOAFI) Tz
ZI] ITFN) —5—EeFAFIV—2—AFIEYIOU—4—1J) HIL
RZIIL] 7R/} EFER
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—4 )L} AIARZIL) TE/] BETFILORDYIC ( {[6— (RVDL
X)) —6— [ [4—TNLFO0—2— (FUZLAOAFIL) TTI)L]
IFZI) —2—=AFIEVIDOU—4—A)L] AILKRZIL) 7T2/) BFEg
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[0328]

[0329]

[0330]

[0331]

TFIL0.22 g) ZAL, FRILEM0.15 g, UNEB4%) ZHEBEKRE L TH
f=o

mp: 166-169 °C;

'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 11.95 (1H,

s), 9.44 (1H, t, J =6 Hz), 7.58-7.46 (3H, m), 3.99 (2H, d, J = 6 Hz)

3.18-3.06 (4H, m), 2.59 (3H, s).

(EiEHl 4 9)

{[(6—{2—[4—200—2— (FYTIARAFI) Tz=)L] T
FIL} —5—ERFOFL—2—AFIEYZIDOU—4—AJL) hILKRZIL]
T2/} Bl

[4£105]

o \E;\: oM O
‘\\)\\./\‘\(/g‘i\ /Ji

.
N COH
i3 I i—i
CF, MM

(1) ({[6— (RyDoLFFY) —6— [ [4—pOO—2— (FYTL
AOAFIL) TFxzZ)L] TFZILL —2—AFILEYIDOV—4—AL] &
ILARZILY TE/) BEEBETFIL
[1£106]

CF, “15 :g g”“\oogm

7

EiEfl26— (1) IZECT, 1—IFZIL—4—JILFAARVECDORD
YIZ4—900—1—IFZ)b—2— (R T)ILFABAFIL) RUE(0.26
g RUEMHI 1 — (3) THoN ({ [6— (RUDLFFY) —2—4
Fib—6— { [ (FUTZLABAFIL) RILKRZIL] £FL) EYVI DU —
4—A)L] AILARZILY TE/) BFEETFIL(0.30 g) AL, #FELEW (0.
28 g, UNFESL%) #B1-,

— OBn O
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'H-NMR (400 MHz, CDGl;) &: 8.15 (1H, t, J =5 Hz), 7.70

(T1H, s), 7.52-7.48 (4H, m), 7.31-7.29 (3H, m), 5.30 (2H, s), 4.26 (2H

, q, Jd=1

Hz), 4.21 (2H, d, J =5 Hz), 2.75 (BH, s), 1.32 (BH, t, J =7 Hz).
(2) {[(6— {2— [4—H00O0—2— (FYTILAOAFIIL) 7=

JL] TFI} —5—EROFY—2—AFIEYIOU—4—4)L) AR

—)] T2/} BFEg

EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD

) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -

4—4 )L} AIARZIL) TE/] BETFILORDYIC ( {[6— (RVDL

A*%Y) —6— [ [4—vOB—2— (MYD)ABAFIL) JzZ)L] T
FI) —2—=AFILEYIDU—4—A)L] ALKRZLY TI/) BEEET

FIL(0.28 g) ZRLY, {ZRILEW0.11 g INFEA8%) FHEEKE L TE:

MS m/z: 418 (M+H)*;

'H-NMR (400 MHz, DMSO-ds) & : 12.86 (1H, s), 11.96 (1H,

s), 9.44 (1H, t, J=6Hz), 7.74 (0H, d, =2 Hz), 7.70 (IH, d, J =

8 Hz),

7.55 (1H, dd, J = 8 Hz, 2 Hz), 4.00 (2H, d, J = 6 Hz), 3.19-3.06 (4H,
m, 2.59

(3H, s).

(Ef1 5 0)
[ ({6— [8— (4—7)AOTxz=)L) JOEIL] —5—EFOFL—
2= AFIEYZTDOU—4—A)} AIKRZIL) T/] Bl

[0332] [1£107]

Oy e
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[0333] 1 —NAOD—4—TOE—2—A2—1—AILRE(0.3T 9 ET+S
ErFATZ200 D) ITERL, BERFESKT. EF3—ILARF2(0.64 9 %
mAT=%. 1 2HEMBER L, REREEEFTHAL, EEO W £
Af-%. ARYEHBRIFILCHEL., ARETEKRES Y Y LTER
Lo METBEEEERTHLICKY, [83— (4—T)LABTz=)L)
JOE—1-I>—14)L] RO VEERT=,

EEMT7— (1) . 7— (2) RU1— (6) IZELT, [3— (FUTL
AOAFI) TzZ)L] ARAVEORHLYIZ [3— (4—TJ4AB27xZ)L
) FRAE—1—IY—14)L] ROVERUERGI1— (3) THLNTZ (
[ [6— (RuUNLAHRY) —2—AF)b—6— { [ (RYZILABAFIL
) RIERZL] A2 EUSDU—4—A 0] hILRZ)LY 72 /) Bk
IFILA.0 g AL, ZREEW0.12 g INEI6%) *HBEKE LTER
MS m/z: 348 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 12.85 (1H, s), 11.92 (IH,

s), 9.41 (1H, t, J=6Hz), 7.27-7.23 (2H, m), 7.11-7.06 (2H, m), 3.9

9 (2H, d,
J=6Hz), 2277 (2H, t, J =T Hz), 2.65 2H, t, J =7 Hz), 2.57 (3H,
s), 1.97

(2H, tt, J =7 Hz, 7 Hz).

(Emefl 5 1)
[ ({6— [2— (83— rFPTzxZ)L) TFI)L] —5—EFAFI—2
—AFILEYETOU—4—A )L} AILKRZIL) TE/] BFEg

[0334] [1£108]

m oH O
PN SN S
D

T
[0335] EMEfl26— (1) . 26— (2) RU1— (6) [TELT, 1—IZFZJL
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[0336]

[0337]

—4—JNAORVEUDRDOYICT I rFL -3 —IFZILRUE (0.
37 o) RUEMHI 1 — (3) THbHENz ([ [6— (RuDLFXY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZILY TE/) BFETFIL(0.30 o) ZRAL., RELEW(
0.090 g, UXZE40%) *HEEKRE L TR,

MS m/z: 360 (M+H)*;

'H-NMR (400 MHz, DMSO-ds) & : 12.85 (1H, s), 11.96 (1H,

s), 9.43 (1H, t, J=6Hz), 7.17 (1H, t, J = 8 Hz), 6.80-6.79 (2H, m)

6.74-6.72 (1H, m), 3.99 (2H, a, J =7 Hz), 3.99 (2H, d, J = 6 Hz), 3.
09-2. 95
(4H, m), 2.59 (BH, s), 1.30 (BH, t, J =7 Hz).

(EHEHIS 2)

[ ({6— [2— (2—XTF)TxZ)) TFIL] —6—ErBFP—2—
AFIVEYZTOU—A4—A L} AIKRZI) T2/ Bl

[4£109]

e
- OH O
L T
I
e N

N

N

EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
—4—JNAOREUDRDYICT —IFIL—2—ITFZIILAE(0.35
g RUERHI1— (3) THoON ([ [6— (RUVLFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) EFEETFIL(0.30 @) ZRAAL, REILEMO.
11 g, UNES1%) zABEKE L THT .

MS m/z: 344 (M+H)*;

'H-NMR (400 MHz, DMSO-ds) & : 12.87 (1H, s), 12.00(1H, s),

9.44 (1H, t, J =6 Hz), 7.19-7.09 (4H, m), 3.99 (2H, d, J = 6 Hz), 3.
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02-2.97
(4H, m), 2.68 (2H, 9, J =8 Hz), 2.60 (3H, s), 1.18 (BH, t, J = 8 Hz)

(Eefl 5 3)
[ ({6—[2— (2=%AA7z=/L) TFIL] —5—EFAFI—2—
AFIVEYZTOU—A4—A L} AIKRZI) T2/ Bl

[0338] [1E110]

L\L\

T/ NGO
N\ -

"""""\

[0339] =EfEHI26— (1) . 26— (2) RU1— (6) IZELT, 1—IFZ)L
—4—JNLFAARVEVORDYIZT -0 —-2—IFZI)LRE(0.17
g RUERHI1— (3) THoON ([ [6— (RUVLFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4 )] AIAKRZILY T2/) EFEETFIL(0.30 @) ZRAL, REILEMO.
080 g, UNZE36%) zHBEKLE L THT .
MS m/z: 350 (M+H)+;
'H-NMR (400 MHz, DMSO-ds) & : 9.42 (1H, t, J = 6 Hz),
7.43-7.24 (4H, m), 3.98 (2H, d, J = 6 Hz), 3.15-3.05 (4H, m), 2.59 (3
H s).

(ErefH 5 4)
[ ({5—EFAFX>Y—6—[2— (22— TOELTIZII) TFI]
—2—AFIEYITDOU—4—qJL} AILKRZI) TI/] Bl
[0340] [1B111]
\:?\E oH O

| N COH
NN

=4

[0341] =26 — (1) . 26— (2) RU1— (6) [TELT, 1—IZFZJL
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[0342]

[0343]

—4—)LAORVEVDRDYIZTI —IFZI—2—4A4 VY TAEILRVE
2(0.27 g RUFE#EHI 1 — (3) THoMNE ([ [6— (RUDILAEFD)
—2—AF)I—6— [ [ (FYZLADOAFIL) RILKZ)L] FFL) EV
SOU—4—A)L] HILARZILY TE/) EFEEIFIL(0.30 g) ALY, i
EM(0.15 g URZE67%) #ABEKE L THT .

MS m/z: 358 (M+H)~*;

'H-NMR (400 MHz, DMSO-d;) &: 12.86 (1H, s), 11.97 (IH,

s), 9.44 (1H, t, J =6 Hz), 7.29-7.07 (4H, m), 4.00 (2H, d, J

6 Hz)

3.28-3.21 (1H, m), 3.01 (4H, s), 2.60 (3H, s), 1.19 (6H, d, J

7 Hz)

(Efl 5 5)

[ (6= [2— (2, 3=UAFITzZ)L) ITFI] —5—EFOFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl

[{E112]

‘r N COM

EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L

—4—=2)NAORVEUVDORDYICTI —IFZIIL—2, 3=V AFILRUE

> (0.33 g RUEMHI1— (3) THoOM ([ [6— (RUDILAFY)

—2—AFN—6— [ [ (FYTILABAFIL) RIEKZIL] FF) EY

SUOV—4—AJL] AR} TE/) BFEEETFIL(0.30 g) ZAL, B
E%(0.089 g, UNFEL2%) FEEBEIKE LTHT-,

MS m/z: 344 (M+H)+;

'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 11.98 (1H,

s), 9.44 (1H, t, J =6 Hz), 7.00 (3H, s), 4.00 (2H, d, J = 6 Hz), 2.9

7 (4H, s),
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[0344]

[0345]

2.60 (3H, s), 2.24 (BH, s), 2.22 (3H, s).

(Efl 5 6)

[ ([(6— [2— (4—7)ADO—2—AF)LTT=JL) TFJ] —5—E
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
[1£113]

\T)\\

N

\\E' N TCOH

\?,,N

EiEF 48— (1) ICECT, 1—TAE—4—-7J)FAO0—-—2— K1 TILF
OAFIRVEUDRDYICT—TOFE—4—TINAO—2—AFIARAUH
A9 QRUITFZI (FYAFIL) 52 Q 1 m)ZEAL, 1—IFZ)L
—4—J)LA0—2—AFIRE2(0.40 g, INZE30%) *FT-.

EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
— A=A ORVEVDORDYICTI —IFDIIL—4—D)LAO0—2—4F

IWRDE(0.40 ) RUERERFI1— (3) THLHN- ({ [B— (RUDL

TxY) —2—AFNL—6—{ [ (FUTILAFOAFIL) RJLRZJL] &
DY EVERDU—4—A)L] AIRZLY TE/) BEFEETFIL(0.30 g) £H
v, ZEEEEW0.089 g IRFE4A0%) FHBEKE L THT .

mp: 172-175 °C;

'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 11.97 (1H,

s), 9.43 (1H, t, J=6Hz), 7.17 (1H, dd, J = 8 Hz, 6 Hz), 7.01 (1H,

dd, 4 =10

Hz, 3 Hz), 6.92 (1H, dt, J =8 Hz, 3 Hz), 3.99 (2H, d, J = 6 Hz), 3.0

2-2.92

(4H, m), 2.59 (3H, s), 2.32 (3H, s).

(ErefH 5 7)
[ ({5—EFAOxXY—6— [2— (2—aVTARFLTIZI) TFIL



WO 2011/132633 112 PCT/JP2011/059514

[0346]

[0347]

[0348]

[0349]

.

] —2—AFILEYETDY —A )L} AIARZIL) T2/ ] BEEE
[16114]

E-f

%
- T% T ﬁ’"“cozm

. rLfN
Eifl2e— (1) ., 26— (2) RU¥1— (6) IZELT, 1—IF=)
—4—JLAOARVEUDRDYIZT —IFZ)I—2 -4V TARFIRY
(040 g RUZEREF 1 — (3) THoN: ([ [6— (RUDILFHFD
) —2—AF)I—6— [ [ (FRUTZLABAFI) RJLFRZ)L] F2) E
JEOU—4—4)L] AIARZL) TE/) EFEETF/L(0.30 g) R, &
EEE!(0.049 g, UNFE21%) #AEBEIKE LTHT-,

mp: 143-148 °C;

H-NMR (400 MHz, DMSO-d;) &: 9.39 (IH, t, J = 6 Hz),

7.16-7.12 (2H, m), 6.95-6.93 (1H, m), 6.83-6.79 (1H, m), 4.62-4.56 (1
H m),

3.97 (2H, d, J = 6 Hz), 3.05-2.90 (4H, m), 2.57 (3H, s), 1.24 (6H, d,
J=6

Hz) .

—</ \\

[a]

(Efl 5 8)

[ (6= [2— (8, 5=TYAFITzZ)L) TFI] —5—EFOFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl

[{£115]

’/’”J'\i OH O
PSP
N \I,// N

EEHl26— (1) . 26— (2) RUO1— (6) ITELT, 1—ITF=IL
—4—JJ)AARVEUDRDYIZTI —IF=IL—38, 5—TAFILRUE
2(0.40 @) RUEMEHI 1 — (3) THLONE ([ [B— (RyuDILAFY)
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[0350]

[0351]

—2—AF)I—6— [ [ (FYZLADOAFIL) RILKZ)L] FFL) EV
SOU—4—A)L] HILARZILY TE/) EFEEIFIL(0.30 g) ALY, i
LE®(0.16 g, UNEKT4%) FHEEEKE L THT =,

mp: 209-211 °C;

'H-NMR (400 MHz, DMSO-d;) & : 12.85 (1H, s), 11.95 (1H,

s), 9.43 (1H, t, J =6 Hz), 6.85 (2H, s), 6.81 (1H, s), 3.99 (2H, d,
J = 6 Hz),

3.05-3.02 (2H, m), 2.91-2.88 (2H, m), 2.60 (3H, s), 2.33 (6H, s).

(Eefl 5 9)

[ ({6—[2— (2, 6=CYAFITzZ)L) TFI)] —5—EFOFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl

[1E116]

o

- OH O

LT

T T
NN

=4

EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
— A=A ORVEUVDORDYIZ2—IFZIL—1, 3—UAFILRUE
2 (0.40 o) RUEMHI1— (3) THoOM ([ [6— (RUDIILAFFY)

—2—AFN—6— [ [ (FYTILABAFIL) RIEKZIL] FF) EY
SUOV—4—AJL] AR} TE/) BFEEETFIL(0.30 g) ZAL, B
LE%(0.048 g, UNFE22%) #EEBEIKE LTHT-,

mp: 209-211 °C;

'H-NMR (400 MHz, DMSO-d;) &: 9.45 (1H, t, J = 6 Hz), 7.01

(3H, s), 3.99 (2H, d, J = 6 Hz), 2.94-2.87 (4H, m), 2.62 (3H, s), 2.3
4 (6H, s).

(Eref 6 0)
[ ({6—[2— (2, 4—DAFJ)LTTZ)L) TFJ)] —5—t FOFY
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[0352]

[0353]

[0354]

[0355]

RO
1l

—2—AFIEYITDOU—4—qJL} AILKRZI) TI/] Bl
[16117]

(1) [ ({5— (RoVILAFXY) —6—[ (2, 4= AFILT7IZ)L
) TFZI] —2—AFIEYEIOU—4—A)L} AILARZIL) FE/] BE
BT

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
YIZ1T—IFZIL—2, 4=DAFARE(0.20

g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIARZILY TE/) BREETFIL(0.27 @) TR, REILEMO.
43 g, UNFEIL%) /1=,

'H-NMR (400 MHz, GDGl;) &: 8.23 (1H, t, J = 4 Hz),

7.64-7.60 (2H, m), 7.37-7.34 (2H, m), 7.29-7.26 (3H, m), 7.12 (1H, d,
J=28

Hz), 5.30 (2H, s), 4.27 (2H, a, J =8 Hz), 4.23 (2H, d, J =4 Hz), 2
75 (3H,

s), 2.29 (3H, s), 2.23 (3H, s), 1.32 (BH, t, J = 8 Hz).

(2) [([(6—[2— (2, 4—DAFJLTzZ) TFI] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
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[0356]

[0357]

[0358]

[0359]

WAXY) —6— [ (2, 4—DAFITIII) TFZIL] —2—4F)L
EJSOU—4—Aa)} ALURIIL) TE/] BFEETFIL(0.43 g ZRALY,
ZEEE(0.25 g, WETT%) #EEEKE L THT-,

mp: 174-176 °C.

'H-NMR (400 MHz, CDsOD) &: 7.00 (1H, d, J = 8 Hz), 6.95

(1H, s), 6.89 (1H, d, J =8 Hz), 4.13 (2H, d, J = 4 Hz), 3.05-2.93 (4
H m),

2.61 (3H, s), 2.33 (3H, s), 2.24 (3H, s).

(Ehefl6 1)

[ ([5—ERAFL—2—AF)L—6— [2— (2—=TAELT /L)
IFIL] EUSDOU—4—AJ) AILRZL) 7E/] Bk

[{£119]

= \L oOH 0O
Q‘\\/i RN /ta ,El\ P
T "E ‘r ;?j COH

. N
;
(1) 1—=TF=L—2— [ (1E) —TAT—1—-Io—1—4JL] RV

.

TRV —IF)—2—[(12) —TJOT—1—IT>o—1—4IJL] R
oY

[1£120]

IFILR)TIZIRRTTOERFU@S &ETRFZERFOTS2(20 mL
JISEEL, OCTH RMUDALAXHAFILSYSOROT FSEROTSY
BRAOM 13mL)EFETLR-E, BIRT28MEBH L. RIGE&IZ2—7
OERVX7ZITER(.9 @) 2T Lz, EET2HMER L. RIEK
([KEMAZ, BT FILTHAEMZHE L-%, BH&REENBIEKTRE
L. BREZEKRES b DLTEBRLE, BETBEEZBEL-R, &
BEVIATNLASLIOT LTS T74—THREL, 1—TJO0E—2— [ (
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1E) —7B7—1—-IU—1—A)L] ROEVRUPT1—-TAE—2— [ (
1Z) =77 1—-IUv—1—q)L] RVEVDOREEWM2.0 g, NEE=E
B #EZBMKMEL LTHz. ThETFZIL (FUAFIL) ¥52Q1m
LEN, N=PA4YJOELT7EI Q0 mD)IZEEL, EXFHLAT. EBT
TrRIXER (F)TIZRERRT 1) INT DD LERKR0.58 g RU I V1L
8/(0.095 g) #MAf-#%., 80 CTSEMEH L=, RIEKREERFEFTHEL
ESARABLEEE, AREBRETERLZ. Bonf-BEZLVATIL
ASLOOI NI S T4—THETLHIEIZKY, FUAFIL ([2— [ (
1E) —7B7—1—ITv—1—4J)L] Jx=)L} TF=IL) T VRUG
JAFIL (2= [(12) —FAT—1—-ITo—1—4JL] 7z} T
FZIL) OSUDEEW0.81 g, UNEK3IT%) xE-, ChETAZSEROT
S5 mD)ICHEEL, ERTT S IFIT7UE=ZDLZ70) FOT RS E
FOo52R®&A.0

M, 7.8 mb)ZMAf=%. BIRT1HERELE, RISKITKEMRZ., BEY
En—~AFHOTHELLE BRELZEKRET N VLTERE L, B
ETBEEZRELIE. BEELUNTILAS LA NI ST 4 —THRE
THIEITEY ., BEBIEEMOREM(0.41 g, UNET6%) Z#/T1-,

E R (EH340%)

'H-NMR (400 MHz, GDCl;) &: 7.53-7.12 (4H, m), 6.90 (1H,

d J =16 Hz), 6.33 (1H, dg, J = 16 Hz, 7 Hz), 3.31 (1H, s), 1.93 (3H

., d, Jd=17
Hz) .
Z{IK(EHZ60%)

'H-NMR (400 MHz, GDCl;) & : 7.53-7.12 (4H, m), 6.69 (1H,

d, J=12Hz), 6.93(1H, dg, J = 12 Hz, 7 Hz), 3.28 (1H, s), 1.85 (3H,
d J=1

Hz) .

(2) [ ({5—EFBFLY—2—-SAF)—6— [2— (2—TREILTZ
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=)L) ITFI] EYVETDOU—4—A)L} ALKRZIL) TE/] BEE
Eifl2e— (1) ., 26— (2) RU¥1— (6) IZELT, 1—IF=)
—4—J)LAORVEUDKDYIZT—IFZI—2—- [ (1E) —FOF
—1—IV—1—A)] RVEURUPT1—-IF=)b—2— [ (12Z) =70
T—1—Io—1—a)L] ROELUDREEMO.27 g) RUEMHI 1 — (3)
TRonfz ({ [6— (RuDILAFY) —2—AF)L—6— [ [ (FJT
LABAFIL) RIRZIL] #FD) EYVIDOU—4—A)L] ALKRIIL]
7=2/) BFEETFI)L(0.30 g) ZAAL, REC1EEM(0.068 g, UXE30%) #HE
BAE LTHT-,

mp: 136-139 °C;

'H-NMR (400 MHz, DMSO-d;) &: 12.84 (1H, s), 11.98 (IH,

s), 9.44 (1H, t, J =6 Hz), 7.19-7.09 (4H, m), 3.99 (2H, d, J = 6 Hz)

3.02-2.97 (4H, m), 2.62 (2H, t, J = 8 Hz), 2.60 (3H, s), 1.56 (2H, qt
, J =28
Hz, 7 Hz), 0.94 GH, t, J =7 H2).

(Ehefl6 2)
[ ([{6—[2— (2=24O70ELTzZ)L) TFI)] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER

[0360] [1E£121]

L‘ l\ “ \ N TTCOH
)\ A

N

"""""\

[0361] (1) 1—<4O070EIL—2—IFZIRIEY
[0362] [1E122]

A
g
T

FAN

[0363] 1—JAE—2—5078E0RVELA.3 QRUIFZIL (Y AFIL
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) VS0 4m)EN, N=DAYTOELT7IQ0m)ICEEL, BEH
EST, ERETER (ter t —TFIEKRRATa2) 83T LEEK. 067
g) RO 3 1LdR(0.050 g) ZMA f-#&. S8KMEMBERL-. RIEBRZEETA
FBBL, ARERETRBLE-ER, BEZDUATILAS LA NS
TJI74—THRETDHILIZKY, [ (2—-29pT0ELTzZIL) ITF=
W1 (RUAFIL) ©F2(0.32 g, UREFE34%) 15T,
NETESEROTSAS ML ICEBEL, OCTT RS TFILTUEZY
L7OY FOTRZEFOISVREZRA0OM 7.8 mb)EMAT=%E, BIRET1
FFRERE Lz, RISRICKEMA ., BHYEn —~AFHOTHELIZE, &
WEEEKHBET ) VLTHEL:., RETBEIEEEE L&, BEED
DATNAZ LY OT TS 4—TRETHILITLY, BERILEW(0.07
0 g, UNZFE22%) & 1FT=,

'H-NMR (400 MHz, CDGl;) &: 7.46 (1H, d, J = 8 Hz), 7.25

(1H, dd, J =8 Hz, 8 Hz), 7.10 (1H, dd, J = 8 Hz, 8 Hz), 6.81 (1H, d,
J=28

Hz), 3.29 (1H, s), 2.42-2.37 (1H, m), 1.06-1.01 (2H, m), 0.75-0.71 (2
H m).

(2) [ ([6—[2— (2= O07OE/LTIZL) TFIL] —5—k
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
EEfl26— (1), 26— (2) RU1— (6) IZELT, 1—IF=)L
—4—J)0AORVEUDRDYICT = aTAEL—2—IF LAY
€2 (0.070 g RUERHI 1 — (3) THoN ([ [6— (RUVILAFD
) —2—=AF)I—6—{ [ (FRUTZILAOAFIL) RILKRZ)L] FD) E
JEOU—4—A)L] AIARZL) TE/) EFBETFI/L(0.23 g) R, &
EEEW(0.043 g, UNFE25%) #AEBEIKE LTHT-,

mp: 136-139 °C.

'H-NMR (400 MHz, DMSO-ds) & : 12.87 (1H, s), 11.96 (1H,

s), 9.43 (1H, t, J=6Hz), 7.18-6.92 (4H, m), 3.99 (2H, d, J = 6 Hz)

\'l

I
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[0364]

[0365]

[0366]

[0367]

3.17-3.07 (4H, m), 2.60 (3H, s), 2.08-2.02 (1H, m), 0.95-0.91 (2H, m)

0.64-0.61 (2H, m).

(EhEfl 6 3)

[({6—[2— (2, 5—Y%OO7Jxz=J)L) ITF)] —5—bFKAOX>D
—2—AFIEYITDOU—4—qJL} AILKRZI) TI/] Bl

[1E£123]
f,;,\: Ll oH ©
o [%/I.v/\ﬂzljm /Ji\g/\ £0H
\[/
(1) [ ({Bs= (RvoIAXxY) —6—[ (2, 5—290OR0Tz=)L

) TFZI] —2—AFIEYEIOU—4—A)L} AILARZIL) FE/] BE
BT
[16124]

PN

a /»K/[\ oBn O

Reg
-

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
YIZ1, 4—2900—-2—IFZ)LRE2(0.26
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIARZILY TE/) EREETFIL(0.48 o) TR, REILEMO.
37 g, UNET3I%) /1=,
'H-NMR (400 MHz, GDGl;) &: 8.20 (1H, t, J = 4 Hz),
7.55-7.53 (2H, m), 7.46-7.30 (6H, m), 5.33 (2H, s), 4.29 (2H, a, J =
8 Hz),
4.22 (2H, d, J =4 Hz), 2.76 (3H, s), 1.32 (3H, t, J = 8 Hz).

NTCOE
M
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(2) [ ({6—[2— (2, 5—2%BO7x=)L) TFIL] —5—kEF

OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg

EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD

) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -

4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY

IWAFY) —6—[ (2, 5—249007xZ)L) TFZI] —2—4AF)L
EVEOU—4—A)L} AIARZIL) T2/] BFBETFIL0.37 g RV

DY L—EERRORDYICEREAEEAL, ERELEW0.12

g, UIREA1%) ZABEKE LTHE-.

mp: 204-211 °C;

'H-NMR (400 MHz, GD;OD) &: 7.35-7.19 (3H, m), 4.12 (2H,

s), 3.48-3.47 (2H, m), 3.17-3.12 (2H, m), 2.61 (3H, s).

(Erefl 6 4)

[ ({5—EFOXY—2—AF)L—6— [2— (4—AFJLETT=Z)L—

3—4AJ)) TFII] EYSTTo—4—4 )} AILRZI) 7=/ EEg
[0368] [1b125]
\[N
[0369] (1) 4A—AFILETz=Z)IL—3—HINILTEFR
[0370] [1b126]

R )’

QN

[0371] RAE#F(11) (0.80 g) RU T t e r t — T FIL(1.5
ET7ELFZRJILGO M) ITHEEL, OCTA4—AFIETZZIL—3—7F
SU(0.8DT7ERZFYILBKEQS nL) EMAT-%, =ET1EMERL
fzo RIGRICIEEEQC WEMA., BT FIILTABYEZHRE L-&, mE%%E
BMBIEKTHRSEL., ARELTEKRES M VLTERLE, RETHEE
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ERELIE. BEEVUATILASLIOI NI T4 —THRETDHI L
[T&kY, 3—THOEFE—4—AFILETzZIL.T7 g WEI2%) ZZXEHEKY
BELTHz, ShETFSERFODTS2Q0n) ISEEL. ERFEKT.
—78CTn—TFIUFILDN—A"FHUBERKRQCTMN 31 m)ZEHFL
=%, BIET1 OMIE#H L=, RIGKIZ—7 8°CTN, N—IAFILKRIL
L7 FA.0m)ZmMZ 1 EEER L%, BRFTHELZ, RIGKICE
BT VEZDLKBREMZ, ARMEZEBR T F/ILCHE L&, Hd
BEBMBIEKTREL., EREEZEKRES ) VLTERELE, BET
BIREBRA LR, BRBEVVASILVASLYVAR NI 574 —THRET S
CEITkY, BELLEW0.49 g UNE36%) ZHEBHRYEL LTHE-.
'H-NMR (400 MHz, CDGl;) &: 9.91 (1H, s), 7.87 (1H, s),
7.66 (1H, s), 7.49-7.43 (4H, m), 7.37-7.33 (2H, m), 2.54 (3H, s).
(2) 3—IFZIN—4—AFILETTZL

[0372] [1E127]

o
E
X
i

[0373] 4 —AFIETzZIL—3—FAILNILTEFR0.49 ¢ RUMRIERFEN.7 g
#0042 05 mL)ITEEL, OCTHRYI7zZ)LRRT 42 (2.6 g)
EMA-#%, ZETIKEBHLEL, RISRZBRETEREL. Soni-&E
[Ch—=—A~"FHUZMR=%. ERLEEEXEAR L, 2REFBETEMRL
%, Bon-BREZLVATIVASLYIOTI NI S T4 —THETEHI L
(kY. 3— (2, 2—=2TOFEZL) —4—AFILETz=)L(0.50 g,
IRE56%) * BEMKMEL LTHR-., ChETFZEFOTZ Q0 m)IC
BEL, —78CTn—TFIIVFILDn—~AFHUEKRTM 1.6 m)
ZET LIz, BIRT3 O0MEH LIz, RISKICEAMIGLET > E=D LK
BREMZ, BHRYEEBRIFIITHE LR, AREZEKRES )Y
LTER LIz, BETAEZEELER, BEZD VAT LASLYOTH
T274—THRETHILIZELY., RELEW0.27 g, NEREEH) TR
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[0374]

[0375]
[0376]

ME & L THT

'H-NMR (400 MHz, GDCl;) &: 7.71-7.26 (8H, m), 3.30 (1H,

s), 2.49 (3H, s).

(3) [ ({B—EFOFY—2—SAFI—6—[2— (4—4AFJIETx
ZIL=3—=4) TFNL] EUSIDU—4—AL)} AILRZ)L) F=/] B
B

Eifl2e— (1) ., 26— (2) RU¥1— (6) IZELT, 1—IF=)
—4A—JNLFOARVEVDRDYIZZ—IFoIIL—4—AFILETz=)LO
27 @) RUEREHFI 1 — (3) THoN ([ [B— (RUDILAFFY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZILY T2/) BFETFIL(0.57 o) ZRL. RELEW(
0.26 g, URE53%) ZHBEKE LTHE-.

mp: 136-139 °C;

'H-NMR (400 MHz, DMSO-d;) &: 12.86 (1H, s), 12.01 (IH,

s), 9.45 (1H, t, J =6 Hz), 7.61-7.23 (8H, m), 4.00 (2H, d, J = 6 Hz)

3.12-3.02 (4H, m), 2.60 (3H, s), 2.36 (3H, s).

(EfI6 5)

[({6—[2— (2—ZF)IL—1—FTFJ)L) TFI] —56—k FAFD
—2—AFIEYZTDOU—4—A)L} AIKRZI) /] Bl

[1k128]

j I o i
\ e N” "COH
N

Zm
. 4\\

(1) 1—7JAoE—2—-FEZ)ILF745 LY
[1£129]

P

A TBr
[
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[0377]

[0378]

[0379]

1—JO0FE—2—F27r7ILTERQA4ZETZERFOT7S2(20 M) I
BIL, OCTH MIDLAZHAFILSUSICRDT RS EROTISVE
HBA.OM 13 mb) ZFTFLIz%&, BIRET4 50MEBH LIz, RIGRIZAFIL
R Dz Z)HRAKRZYILIA—RU.8 o0 DTFRSEROTSVRKRG mL)
Mz, FBRT200MBH L&, KEmMZA., BFETFIILCTHEDE MY
Lz METHBEZZEELER, BBEEDUATILASLYVAI NI ZT4
—TRETHIILICKY., ZREEMA.8 g IRET6%) £F71=,
'H-NMR (400 MHz, CDGl;) &: 8.36 (1H, d, J = 8 Hz), 7.80

(1H, d, J =8 Hz), 7.77 (1H, d, J =8 Hz), 7.67 (1H, d, J = 8 Hz), 7.
60-7. 57

(1H, m), 7.52-7.49 (1H, m), 7.40 (1H, dd, J = 20 Hz, 12 Hz), 5.84 (1IH
, d, J=
20 Hz), 5.50 (1H, d, J = 12 Hz).

(2) 2—EZ)L—1—F27+F7ILTEF

[4£130]

e R

A

() o
1—7JAE—2—EZLLF72L2(0.8g%T >R T52 (40 m) I
BEL, BRFEKLT. —78CTn—TFILUFILDn —~FTHUEK(
1.6 M 5. 7m)ZFETLtk, BEET1 OXMERLE, RE&IZT—7 8°C
TN, N=DAFLRILLTSIRO.87 ) #Ma, FET1 5oMERLE
%, BMEIL7OE-JLKBREMZ., BERYEEETFILTHE L.

BETBEEBELIZR, BEEDVISTNASLIAINIT ST 4—TH
HIHIELITKY, 1REELEW(0.46 g, UNE3I3%) &1,

'H-NMR (400 MHz, CDGl;) &: 10.87 (1H, s), 8.98 (1H, d, J

=8 Hz), 8.02 (1H, d, J =8 Hz), 7.86 (1H, d, J = 8 Hz), 7.65-7.55 (3
H m),

7.45 (1H, dd, J = 16 Hz, 12 Hz), 5.74 (1H, d, J = 16 Hz), 5.70 (1H, d
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, J =12

Hz) .

(8) 1—IF=ZILN—2—EZILFTELY
[0380] [1E131]

I?’ \l T

o

= ,L\\
S

[ \\\Q

-

W

[0381] =MEFI6 4 — (2) ITELT, 4—AFILETZZIL—3—HINILTEFR
DRHYIC2—EZIL—1—FT ~7IILTE K(Q.46
g) EAL, ZEREEW0.15 g ANEN2%) 81,
'H-NMR (400 MHz, GDGl;) &: 8.39 (1H, d, J = 8 Hz),
7.82-7.72 (3H, m), 7.59-7.48 (3H, m), 5.94 (1H, d, J =20 Hz), 5.49 (
H, d, J=
8 Hz), 3.78 (1H, s).
(4) [ ({B—= (RUIUILAFXY) —2—AFIL—6— [ (2—EZIL—
1—F7FI) TFZN] EYUSDOU—4—AL) AILRZ)L) 7=/] B
BIFIL

[0382] [1£132]

[0383] EEHI26— (1) ICELT, 1—IFZIL—4—2)LAORVECDRD
YIZ1T—IFZI—2—-EZ)LF+T748L2(0.15
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz T2/) EFEETFIL(0.35 @) TR, REILEMO.
14 g, UNZ38%) =1F71-,
'H-NMR (400 MHz, CDGl;) & : 8.44 (1H, d, J = 8 Hz), 8.29
(1H, t, J=4Hz), 7.87 (1H, d, J =8 Hz), 7.82 (1H, d, J = 8 Hz), 7.
76 (1H, d,
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J=28Hz), 7.60-7.46 (BH, m), 7.36-7.21 (5H, m), 5.94 (1H, d, J = 20
Hz), 5.36

(1H, d, J =16 Hz), 5.34 (2H, s), 4.28 (2H, o, J = 8 Hz), 4.23 (2H, d
, J=4

Hz), 2.80 (BH, s), 1.33 (BH, t, J = 8 Hz).

(5) [([(6—[2— (2—ZIZFI—1—FTFJI) ITFI/I] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A )L} AARZIL) TR/] BETFILORDYIC [ ({5— (RUY
WAFRY) —2—AF)L—6— [ (2—EZIL—1—FTFI) TF=)L]
EJSOU—4—A)} ALURIIL) TE/] BFEETFILO.14 g AL,
ZE0ib &M (0.057 g, UNEED1%) #HBEEE LTHT -,

mp: 170-174 °C;

'H-NMR (400 MHz, CDs0OD) &: 8.30 (1H, d, J =12 Hz), 7.80

(1H, d, J =12 Hz), 7.69 (1H, d, J = 8 Hz), 7.54-7.50 (1H, m), 7.43-7
.40 (1H,

m, 7.36 (1H, d, J
12 (2H,

m, 2.93 2H, a, J

12 Hz), 4.16 (2H, s), 3.49-3.45 (2H, m), 3.16-3.

8 Hz), 2.66 (3H, s), 1.31 (BH, t, J =8 Hz).

(E1EH16 6)

[ ({6—[2— (B—4%OA—2—IF)L7x=)L) TFJI] —5—EFK

OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
[0384] [1£133]

[0385] (1) 2—JOEFE—4—4500—1—IFILRUEY
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[0386]

[0387]

[0388]

[0389]

[1£134]

L

—I181E8R (0.80 g) RUEHEEE t e r t —TFIL(0. 77
ET7EFZFJILAIMDITHEREL, 3—THOE—4—IFILT7=) (0.0
DFTELZFYIBEREM) EMAT%, TET1HHEERLZ. RER
[CIEEEQC WEMA., BEMEZERBIF/ILCHE Lz, ARELRINRIEK
THREL, BAKERES ) VLTREL, BETBREZEERLER, &5
NEREEDUATILVASLIOINI ST —THRETLHZEITKY., &
FIEEM(0.83 g URET6%) T MIKME & L THT-.

'H-NMR (400 MHz, CDGl;) &: 7.54 (1H, d, J =2 Hz), 7.23

(1H, dd, J =8 Hz, 2Hz), 7.15 (1H, d, J =8 Hz), 2.72 (24, q, J = 7 H
z), 1.21

(BH, t, J =17 Hz).

(2) 4—900—1—IF)I—2—ITFZILRUEY

[1£135]

e

EiEF 48— (1) ICECT, 1—TAE—4—-7J)FAO0—-—2— K1 TILF
OAFIADEUDRHYIZ2—TOF—4—900—1—IFILRUE(
0.83 g RUTF=IJL (RUAFIL) 252 (0.78 mb) =L, ZEELEMO.
28 g, UNEFE36%) EFT-,

'H-NMR (400 MHz, CDGl;) &: 7.44 (1H, d, J =2 Hz), 7.25

(1H, dd, J =8 Hz, 2 Hz), 7.14 (1H, d, J = 8 Hz), 3.28 (1H, s), 2.79
(2H, q, J

=7 Hz), 1.23 (3H, t, J =7 Hz).

(3) [({6—[2— (B—4%OO—2—IF)LTxz=)L) TFI] —5
—EROFXY—2—AFILEYIDU—4—A)L) ALKRZIL) FE/] BE
i
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[0390]

[0391]

[0392]

[0393]

Eifl2e— (1) ., 26— (2) RU¥1— (6) IZELT, 1—IF=)
—4 =LA ORVEVODRDYIZ4—YOA—1—IF)IL—2—ITF=)L
Rt (0.28 @) RUEREHI1— (3) THLHNT: ([ [B— (RUDLAF
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—AL] AILARZILY 7TE/) BFEETFIL(0.50 g) ZAL
. ERIEEW0.18 g, INFEL%) FABEKE LTHE.

mp: 136-139 °C;

'H-NMR (400 MHz, DMSO-ds) &: 12.87 (1H, s), 11.99 (1H,

s), 9.44 (1H, t, J=6Hz), 7.25 (1H, m), 7.20 (2H, m), 3.99 (2H, d,
J = 6 Hz),

3.06-2.97 (4H, m), 2.65 (2H, q, J =7 Hz), 2.60 (3H, s), 1.15 (3H, t,
J=1

Hz) .

(Ehefl6 7)

[ [ (B—~"FUI—5—EFOFL—2—AFIEYZIDOU—4—A)L)
ANRZIL] T/} EFER

[1£136]

(1) {[(B=—AA"FII—5—FEFOFL—2—AFIEFIIDU—4—
AI) AILR=ZL] 72/} BFEETFIL
[1£137]

FHH7— (1) RUO7— (2) ITELCT, [83— (FUYZAOAFI)
Zx=)L] ROVEBORHDYIZ (1E) —AFP—1—-—I2—1—4)lL7R0O
VEE0.15 @ RUEMEFI 1 — (3) THON ({ [6— (RUDILAFY
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[0394]

) —2—AF)I—6— [ [ (FRUTZLABAFI) RJLFRZ)L] F2) E
JEOU—4—A)L] AILRZL} TE/) BEFBETFI/L(0.48 g) R, £
EIEEM(0.20 g, URZFE62%) &5 1=,

'H-NMR (400 MHz, GDCl;) &: 11.32 (IH, s), 8.50 (1H, t, J

=4 Hz), 428 (2H, g, J =8 Hz), 421 (2H, d, J =4 Hz), 2.84 (2H, t,
J=28

Hz), 2.62 (3H, s), 1.74-1.67 (2H, m), 1.41-1.31 (6H, m), 1.33 (3H, t,
J=28

Hz), 0.88 (3H, t, J = 8 Hz).

(2) [ [(B=—A~"FII—5—EROFL—2—AFIEYIDY—4—
AIL) AIAR=ZIL] T2/} EFER

EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
W) PE/]IEBBIFLORDYIC [ [ (6—~FI)—5—EFAFI—2
—AFILEYIOU—4—A)L) AIKRZIL] T2/} BEEETFIL(0.20 g)
ZRL., JEIEE®0.17 g, IRZEI2%) ZABEKE L THET-.

mp: 120-123 °C;

'H-NMR (400 MHz, GD;OD) &: 4.13 (2H, s), 2.83 (2H, t, J =

8 Hz), 2.60 (3H, s), 1.75-1.67 (2H, m), 1.43-1.29 (6H, m), 0.90 (3H,
t, J=28

Hz) .

(Efl6 8)

[ [ (B—EFRAFY—2—AFIL—6—RUFIEYJIDOU—4—1)L)
ANRZIL] T/} EFER

[1£138]
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[0395]

[0396]

[0397]

N, OO

(1) ([ [B— (RVDILTEFXY) —2—AFIL—6—-RUr—1—aY
—1—AIEYIOU—4—A)] AIRZIL TE/) BrBETFIL
[1£139]

EiEH 26— (1) IZELT, 1—IFZ)L—4—T)ILAOREUORD
DITRYb—=1—a42(0.15 mb) RUEREHI 1 — (3) THHNE ([ [5-—
(RODLFFHRY) —2—AFI)L—6— { [ (MITILABAFIL) RILK
ZI] AEFRUY EVEOU—4—A)L] ALRZIY TR/) BFEETFILO
48 g) ALY, ZEEELEW(0.37 g, URFKIZ%) #F1=,

'H-NMR (400 MHz, GDGl;) &: 8.18 (1H, t, J = 4 Hz),

7.56-7.55 (2H, m), 7.39-7.31 (3H, m), 5.23 (2H, s), 4.26 (2H, a, J =
7 Hz),

4.21 (2H, d, J =4 Hz), 2271 (3H, s), 2.46 (2H, t, J = 8 Hz), 1.67-1.
61 (2H,

m, 1.31 (GH, t, J =T7Hz), 1.01 (BH, t, J = 8 Hz).

(2) {[(B—EFAFY—2—AFIL—6—RUFIEYJIOV—4—
AIL) AIAR=ZIL] T2/} EFER

EEHI26— (2) RUP1— (6) ITELT, [ ([{5— (RyUILAFD
) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAFRY) —2—AFIL—6— RV b=—1—A2—1—AJLEJZD -4
—4 L] AIRZILY /) EFEETFIL(0.37 g) ZAL., REEILEW (0. 21
g, URZE81%) ZHBEMKE L THE.

mp: 131-133 °C;

'H-NMR (400 MHz, GD;OD) &: 4.12 (2H, s), 2.83 (2H, t, J =

8 Hz), 2.60 (3H, s), 1.39-1.35 (6H, m), 0.92 (3H, t, J = 8 Hz).
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(EHEHI6 9)
({ [B—EFOFS—2—AFL—6— (B—AFL~AFIL) EYID
v—4—AJ] ALK} TE/) BFEE

[0398] [1E140]

OH O
|

B )
[ oo
N__:N

:

[0399] (1) ({[B6— (RUIUIAFY) —2—AFIIL—6— (B—AFIAFx
U=1—=A42=1—A4)L) EUEDU—4—A)] ALK} T2/) B
BIFIL

[0400] [1E141]

e CBA G
NN
SN 08
NN

¢
[0401] EfEFI 26— (1) ICELT, 1—IFZIL—4—T)LAORVECDRD
DIZE—AFNIAZTS—1—-142(0.20
mb) RUE#EH 1 — (3) THoMNE ([ [6— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIARZILY TE/) EREETFIL(0.48 o) TR, REILEMO.
42 g, EFEH) /T
'H-NMR (400 MHz, CDGl;) &: 8.19 (1H, t, J = 4 Hz),
7.57-7.55 (2H, m), 7.40-7.32 (3H, m), 5.23 (2H, s), 4.26 (2H, q, J =
7 Hz),
4.21 (2H, d, J =4 Hz), 2271 (3H, s), 2.48 (2H, t, J = 8 Hz), 1.73-1.
69 (1H,
m, 1.60-1.47 (2H, m), 1.31 BH, t, J =7 Hz), 0.89 (6H, d, J

s,

8 Hz)

(2) ({[B—EFOFY—2—AFIL—6— (BE—AFIL~AFIJ) E
J2oU—4—4)L] AILRZIILY 7=/) EEg
EHH26— (2) BU1— (6) IZELT, [ ({5B— (RyDILAFY
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[0402]

[0403]

[0404]

[0405]

) —6— [ (4=2J)LFRTIZN) TFZII] —2—AFLEYI DU -

4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY

WAFY) —2=AF)L—6— (B—AFIAXL—1—A2—1—1)L)
EVIOU—4—A)L] AILKRZLY T2/) BFEETF)L(0.42 g) ZRAL.
ZEEAW (0. 24 g, INELT%) #ABEIKE L THET-.

MS m/z: 310 (M+H)+;

'H-NMR (400 MHz, CDsOD) &: 4.13 (2H, s), 2.83 (2H, t, J =

8 Hz), 2.60 (3H, s), 1.74-1.66 (2H, m), 1.57-1.51 (1H, m), 1.41-1.36

(2H, m),

1.26-1.21 (2H, m) 0.89 (6H, d, J = 6 Hz).

(17 0)

({[6— (4—TFARUD)) —5—EFAFY—2—-AFIJILE =
CU—4—A)L] AR T2/) BBk

[1k142]

Q

“\j |‘\INJE“N TCOuH

(1) ({[B6— (RUVILAFY) —6— (4—TJ)LAOARD) —2
—AFIEYEZDOU—4—4)L] AILKRZI) 72/) BEFEETFIL
[1£143]

GBn e

I ] { {LLN "COE
P N

EiEfl 1 — (3) THoN:: ([ [6— (RUDILFFHY) —2—AF)L—

— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A
W] ANARZLY PR/) BEBBTFIIL0.24 0% T+ ROZ75> G m)
[THEMEL, ERTA4—J/ILAORVDLERIOY FOTFSEFOTSY
BiEO.5M 20m)RUPHYOOER (FYTTZAUAERRT42) 185D
L g 44 (0. 035
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g EMAI-#, EXAT. 2 OFFEBEH Lz, RERICKRWMELTVEZY
LKBREMZ, ERL-BREBRESA L&, »ROFHYE /00
AR UTHEL, ARELZEKRES N JLTERLE, RETAEEEZE
ELz&, BBEEDVATILVASLYAT NI ST —TRETBHILIZEK
Y. 1ZEIEEW(0.061 g, UNZE28%) 1§ 71=,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 4 Hz),

7.45-7.32 (5H, m), 7.17-7.14 (2H, m), 6.92-6.87 (2H, m), 5.00 (2H, s)

, 4.25

(2H, 9, J =8 Hz), 422 (2H, d, J =4 Hz), 403 (2H, s), 2.70 (3H, s)
, 1.30

(3H, t, J =8 Hz).

(2) ({[6— (4= ABORUDIL) —5—ERAFI—2—AF)L
EJIorv—4—A)] AR 7TE/) Bl

EiEHl7— (2) RUE1— (6) ITZELCT, [ ({5— (RyuDLLFFD)

—2—AFI—6— [3— (FUTLAOAFIL) ZzZIL] EYSDU—
4—A)L} AARZIL) TR/] BFETFILORDYIC ([ [6— (RUY
WAFY) —6— (4—TNLFARVDI) —2—AFILEYEIOU—4—
AIL] A=} 72/) EFBETFIL(0.061 g) AL, EE{LE# (0. 033
g, URET3%) ZHBEGKE L THE-.

MS m/z: 320 (M+H)~*;

'H-NMR (400 MHz, GD;0D) &: 7.37-7.32 (2H, m), 7.02-6.95

(2H, m), 4.14 (2H, s), 4.10 (2H, s), 2.61 (3H, s).

(EHEH7 1)
({[6— (3=9D0BRUVIL) —5—EFOFY—2—AFILEYED
v—4—AJ] ALK} TE/) BFEE

[0406] [1E144]
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[0407]

[0408]

[0409]

(1) ({[6— (83— O0ORVYI) —5—EFROFL—2—-—AFJLE
J2OU—4—4J)L] hILARZI) 7=/) BFEETFIL
[1£145]

OH O

G ™ /Jﬁ’j‘ “NTTCO,E
E It H

i NN

EEFT70— (1) RU7— (2) [TELT, 4—T/IAORD D )LERY
OYFDTFZERATSVBRODRDYIZ3 - 0O DILERIOY
FOT SRR T7S2E®KO5 M 2.0m) RUEREHF1— (3) TELN
f= ({[B— (RUDLAFXFY) —2—AFIL—6— [ [ (FYZ)ADOA
FIL) RIWEKRZL] #F2F EVEDOU—4—A)L] AILKRZLY TE/)
EFEETFIL(0.71 @) ZAL., #ZEBILEM(0.014 g UNFE2. T%) #{1=,
'H-NMR (400 MHz, GDCl;) &: 11.39 (IH, s), 8.46 (1H, t, J

=4 Hz), 7.35 (1H, s), 7.27-7.17 (3H, m), 4.27 (2H, a, J = 8 Hz), 4.1
9 (2H, d,

J=4Hz), 414 (24, s), 2.63 (3H, s), 1.32 (BH, t, J = 8 Hz).

(2) ([ [6—(3=9OORUYI) —5—EFOFY—2—-—AF)LE
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEFI1— (6) IZELCT, [ ({6— [ (3, 4—240O7z=)) R
LWI7ZN]—=5—EFROFL—2—AFIEYIDOU—4—A)L} AILKR=
V) PE/7]IEBIFLORDYIC ([ [6— (3—9OARUYUIL) —5—
ERAFO—2—AFILEYIDU—4—A)L] ALRZLY T2/) BEg
IF)L(0.014 g) ZRLY, #£50tE&™(0.0084 g, UNZFE64%) EHBEEE LT
B/,

MS m/z: 336 (M+H)*:

'H-NMR (400 MHz, GD;OD) &: 7.34 (1H, s), 7.26-7.18 (3H,

m, 415 (2H, s), 4.12 (2H, s), 2.62 (3H, s).

(EHEH 7 2)
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({[6—EFROFL—2—AF)L—6— (3, 4, 5—rYZ)LAORY
DIL) EYESDOU—A4—AJ)L]IAIIKRZIY TE/) BFEE
[0410] [1E146]

[0411] (1) [ ({B— (RVIILAFHFY) —6— [2—T +FP—2—FFV—
1— (3, 4, 5—FY)0LABTzZ)L) TFI] —2—AFILEYED
—4—A L} AILAKR=ZIL) TE/] BFEETFIL
[0412] [1E147]

EtOzC, OBn o

\ j, }; F& ﬁ cogEl

[0413] BRFERKT. UFVLAFHAFILOUSORDT S E RO TS UERK(
LOM 1.3mbEFTrZEFOTSC2m)IZHFRL, —78°CT (3, 4,
S5—kJTLART =) BT FILO0.22 o) DT RS EFAR TS URIHE(
1m) %1 07EMNFTHT LR, RIET 1 RERH L. RIGKIZERSG
1— (3) THoNz ([ [B— (RUDILAHRY) —2—AF)IL—6— |
[ (FUZILABAFIL) RNEBRZIL] £FD} EYVZDOU—4—A)L] 5
WA=} 72/) EFBBTFIL(0.24 @) /A, RLIRT 1 BRI L 1=1&.
BFIGIE 7 D E= D LKBREMZ, I FILCTEEMEHE L. BHE
EEKFET L OLTEE L., BRETAEEZBEL-E. BEEVUAN
FNASLYOI T Z 74— THEETHLITKY, FiRLEW .27 ¢
IRZ98%) # B 1=,

'H-NMR (400 MHz, GDGl;) &: 8.36 (1H, d, J = 5 Hz),

7.45-7.36 (5H, m), 6.88 (2H, dd, J = 8 Hz, 7 Hz), 5.30 (1H, s), 5.15
(1H, d, J

=11 Hz), 5.01 (1H, d, J = 11 Hz), 4.28-4.22 (4H, m), 4.18-4.08 (2H,
m, 2.71

(3H, s), 1.30 (BH, t, J=T7Hz), 1.17 BH, t, J =7 Hz).
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[0414]

[0415]

(2) ({[B—EFAFXY—2—-AF)L—6— (3, 4, 5=+ TILA
ARVDIL) EVEOU—4—AL]ANKRIILY 7T2/) Bl

[ ({B— (RVDILAFY) —6— [2—IhFP—2—FFYU—1— (
3, 4, 5—hYTNABTIZIN) ITFI] —2—AFIEYZIDU—4
—AJL} AILARZIL) T2/] BEFEETFILO.27 o) ZEFEET 7L (5 mb) [TiF
fBL, 5%/85 I L—FMRKE0.010 o) #MAl-%. KESEKF. =&
T1. SHEE®LE, RISEEEZ/M F2BLEE, 2REBETREL
fzo BONTEHREZDVATILVASLYVOINI S T4—TRET L EIC
&Y, [ ([6—[2—ThrFP—2—FFY—1— (3, 4, 5—Fr17
LABDTzZ)) TFIIL] —5—EFOFL—2—AFILEYIDOU—4—
ALY AILRZIL) TE/] EFBETFIL(0.21 g, UREFEI2%) 151, Th%E
A%/ =L@ mLICEBL, EERTKBIEA Y DLKERCMN 3nl)EmMA
. 2EFMEIEM LR, —BMKRE L, RISKICEER( WEMR, =EETI3H
FEH L&, MEL-EBXRE2ML, BET60CTEBRTSHILIZLY
. ERIEE®0.15 g, IRFEIB%) FEBERKE LTHE.

mp: 183 °C;

'H-NMR (400 MHz, GDCl;) &: 11.36 (IH, s), 8.44 (1H, t, J

=6 Hz), 7.00 (2H, t, J =7 Hz), 430 (2H, d, J =6 Hz), 4.09 (2H, s)
, 2.64

(3H, s).

(ErEHl 7 3)

({[6— (3, 4—290ARUVIL) —6—ERAFL—2—-AF)LE
JEOU—4—A)L] AIARZILY TE/) BEFER

[1k.148]

OHO

J/ li/ N ‘COQH
e M

T
(1) [ ({5— (Ro)LAXxY) —6—[1— (3, 4—2H0O07zx
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[0416]

[0417]

) —2—TRrFL—2—FFYIFI] —2—AFIEYIT—4—
AL} AILRZIL) TE/] BRI FIL
[1£149]

£OL  OBr O

Che e, /Jkrﬁiw e eOE
/E It H
\‘// N \[d'N

Ct

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk

IFILOKHLYIZ (3, 4—2ov0O0aT7xZ)L) EFEETFIL(0.23 g) RUE

EHl1— (3) THoN: ([ [6— (RUDILAHRY) —2—AF)L—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL

1 ARz} FE/) BFEETFIL(0.24 g 2R, 25L& 0.28 g, U2

EEEMN) £/

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 6 Hz),

7.44-7.35 (5H, m), 7.35 (1H, d, J =2 Hz), 7.32 (1H, d, J = 8 Hz), 7

11 (1H,

dd, J =8 Hz, 2 Hz), 5.36 (1H, s), 5.13 (1H, d, J = 11 Hz), 4.95 (1H,

d, J =11

Hz), 4.25 (2H, q, J =7 Hz), 4.22 (24, d, J = 6 Hz), 4.18-4.09 (2H, m

), 2.71

(3H, s), 1.30 (BH, t, J=T7Hz), 1.17 BH, t, J =7 Hz).

(2) ({[6— (8, 4—yHOAORYD) —5—EFROFS—2—4%

FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

Kbyl [ ({5— (RVDILAFY) —6— [1— (3, 4—2% 007

IZI) —2—IThFT—2—FFYIFI] —2—AFILEYJZIDU—4

—AJL} AILAR=JL) 72/] EFEETFIL(0.28 g) R, 21L& (0. 14

g, URET6%) ZRBEBEKE L THE.
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[0418]

[0419]

[0420]

[0421]

mp: 223 °C;

'H-NMR (400 MHz, CDCIl;) &: 11.33 (1H, s), 8.44 (1H, t, J

=6Hz), 7.46 (1H, d, J=2Hz), 7.34 (1H, d, J =8 Hz), 7.21 (1H, dd
, J=28

Hz, 2 Hz), 4.29 (2H, d, J = 6 Hz), 4.12 (2H, s), 2.63 (3H, s).

(I 7 4)

({[B—EFRAFL—2—AFIL—6— (4—AFIR2I) EYED
—4—AJL] AIKRZI) TE/) BFEg

[4£150]

on o
,Ej,] \ﬂ (‘;L N “CoM

(1) [ ({B— (RUVILFFY) —6— [2—AFV—1— (44
FILTTZIL) —2—FFVYIFIL] —2—AFILEYI DU —4—4)L}
AILRZIL) TE/] BFBETFIL

[{E151]

MeO;(J OBn G

N C0E
A RO

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ (4—AFILT =)L) EFEEAFIL(0.095 mL) K U'EHEHI
1— (3) THoMNZ ([ [6— (RUDILFFXY) —2—AFIL—6— |
[ (FUZILABAFIL) RNEBRZIL] £FD} EYVZDOU—4—A)L] 5
IWARZLY 7E/) BFEETFIL(0.24 o) AL, 1ZEELEMW(0.16 g, UNZE62
%) Z=1571=,

'H-NMR (400 MHz, CDCl;) &: 8.33 (1H, t, J =6 Hz), 7.46

(2H, d, J =8 Hz), 7.42-7.35 (3H, m), 7.20 (2H, d, J = 8 Hz), 7.10 (2
H d, J=

8 Hz), 5.49 (1H, s), 5.08 (I1H, d, J = 10 Hz), 4.86 (1H, d, J = 10 Hz)



WO 2011/132633 138 PCT/JP2011/059514

[0422]

[0423]

, 4.24

(2H, q, J=THz), 421 (2H, d, J = 6 Hz), 3.65 (BH, s), 2. 71 (3H, s)
, 2.31

(3H, s), 1.30 (BH, t, J =17 Hz).

(2) ([ [B—EFAFY—2—AFIL—6— (4—AFILRUDL) E
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbYIZ [ ([{5— (RVDILAFY) —6— [2—A+FP—1— (4—
AFILTIZIIN) —2—FFVIFIIL] —2—AFILEYJIDOU—-4—A)L
} AhibAR=JL) 72/] BFEETF)L(0.16 g ZRAL., 1Z5ELEW (0. 064 g,

IRZE65%) # ABEEKE L THET-.

mp: 177 °C;

'H-NMR (400 MHz, CDGl;) &: 11.28 (1H, s), 8.43 (1H, t, J

=6 Hz), 7.26 (2H, d, J =8 Hz), 7.08 (2H, d, J = 8 Hz), 4.27 (2H, d,
J=26

Hz), 4.14 (2H, s), 2.62 (3H, s), 2.29 (3H, s).

(ZEWEHI 7 5)
({[B—EFRAOFL—2—AFIL—6— (3—AFILRUDJ) FYED
—4—qJL] AILKRZJ} T=/) BEEE

[1£152]
-E//’J ':L N T COLH
N T
(1) [ ({5— (RoINLFHY) —6— [2—ITFFP—1— (34

FILTIZI) —2—FFVYIFIL] —2—AFILEJZTDOU—4—A)L}
AILRZIL) TE/] BFEETFIL
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[0424]

[0425]

[1£153]
E[O;(J oBn 0
-{I o N TGO.E
EWEG 72— (1) IZELT, (3, 4, 5—tUZ)LA0T7z)L) Bk

IFILDRHLYIZ (3—AFIILT7xZ)L) BFEETFIL(0. 11 mb) RUEHEHI 1
— (3) TtHontz ([ [6— (RUDILFHRY) —2—AF)L—6— { [
(FUZIABRAFIV) RNUNKRZIL] FHDL EYVZDOU—4—A)L] AL
RZIY TE/) BFBETFIL(0.24 g) R, 2 EW0.15 g, UNZFE61%
) &7/ 1=,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 6 Hz),

7.45-7.42 (2H, m), 7.41-7.34 3H, m), 7.18 (1H, t, J = 8 Hz), 7.11-1.
05 (3H,

m, 547 (1H, s), 5.07 (1H, d, J = 10 Hz), 4.73 (1H, d, J = 10 Hz), 4
.27-4.09

(6H, m), 2.71 (3H, s), 2.28 (3H, s), 1.29 (BH, t, J =7 Hz), 1.17 (3H
, t, Jd =17

Hz) .

(2) ([ [B—EFAFY—2—AFIL—6— (B—AFILRUDL) E
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
Kbyl [ ([5— (RVDILAFY) —6— [2—TbFP—1— (33—
AFILTIZIIN) —2—FFVIFIIL] —2—AFILEYJIDOU—-4—A)L
} hibAR=JL) 72/] BFEETF)L(0.15 g ZRAL., 1Z5EEEW% (0. 066 g,
IRZET0%) EXBBERE L TRH -,

mp: 147 °C;

'H-NMR (400 MHz, CDGl;) &: 11.42 (1H, s), 8.43 (1H, t, J
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[0426]

[0427]

[0428]

[0429]

6 Hz), 7.27-7.17 (3H, m), 7.02 (1H, d, J =7 Hz), 4.27 (2H, d, J =
6 Hz),
.21 (2H, s), 2.68 (3H, s), 2.31 (3H, s).

~

(Eefl 7 6)

({[6— (4—=9DOARUDI) —5—EFOFY—2—AFILEYED
v—4—AJ] ALK} TE/) BFEE

[1k154]

(1) [ ({B— (RoUNLFFY) —6— [1— (4—9OBTTZ)L)
—2—IbFLP—2—FFVYIFII] —2—AFILEYZITDOU—4—A)}
AIR=JL) /] BFETFIL

[4£155]

Neg R

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHLYIZ (4—HO0O07x=)L) BFEETFIL(0.12 ml) R UEHEH 1
— (8) TELoNtfz ([ [B— (RUDLEFY) —2—AF)L—6— ([
(FUZIABRAFIV) RNUNKRZIL] FHDL EYVZDOU—4—A)L] AL
RZIY TE/) BFBETFIL(0.24 g) R, ZFEEW0.17 g, UNZFE64%
) /1=,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 6 Hz),

7.45-7.36 (5H, m), 7.24-7.20 (4H, m), 5.44 (1H, s), 5.10 (1H, d, J =
11 Hz),

492 (1H, d, J =11 Hz), 4.25 (2H, , J =7 Hz), 4.22 2H, d, J=6H
z),

4.17-4.09 (2H, m), 2.70 (3H, s), 1.30 GH, t, J =7 Hz), 1.17 GH, t,



WO 2011/132633 144 PCT/JP2011/059514

[0430]

[0431]

[0432]

Hz) .

(2) ({[6— (4—9DOORUDIL) —5—EFOFY—2—-—AFJ)LE
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbUIZ [ ({B— (RvIILAXY) —6— [1— (4—9O0T7x=)L
) —2—IhFL—2-FFVYIFI] —2-AFIIEYIDOU—4—4)
} hibAR=)L) 72/] BFERTF)L(0.17 g ZRAL., 1Z5EEE% (0. 061 g,

IRZE56%) # ABEEKE L THET-.

mp: 203 °C;

'H-NMR (400 MHz, CDGl;) &: 11.34 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.31 (2H, d, J =8 Hz), 7.24 (2H, d, J = 8 Hz), 4.28 (2H, d,
J=26

Hz), 4.15 (2H, s), 2.64 (3H, s).

(Ere 7 7)
({[5—EFAXY—6— (4—AFXIRUDI) —2—AFJLEFY =
Co—4—4JL] AILRZIL} TE/) Bl

[1£156]
TR OHYELN “COH
A ‘
E
(1) [ ({5— (RINULFHY) —6— [2—ITFFP—1— (44

F¥ST7xzZ)L) —2—FFYIFIL] —2—AFJILEYI VO —4—4A)L
} hibsdR=JL) 72 /] BFERTFIL
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[0433]

[1£157]

B0 OBn O

T ,/ix /J‘\ J‘E\ P
i J; j Ej‘ \;é/ NTTCoE
R \,r

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHYIZ (4—A+FTz=)L) BFEETF)L(0. 18 mL) RUEMHI
1— (3) THoNz ([ [B— (RUDILAHRY) —2—AF)IL—6— |
[ (FUZILABAFIL) RNEBRZIL] £FD} EYVZDOU—4—A)L] 5
ILARZILY 7E/) BEBRTFIL(0.24 @) 2R, BEIEEM(0.19 g, UNZET4
%) =1J 1=

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J =6 Hz), 7.47

(2H, d, d =8 Hz), 7.42-7.35 (3H, m), 7.24 (2H, d, J = 9 Hz), 6.82 (2
H d J=

9 Hz), 5.46 (1H, s), 5.08 (1H, d, J = 11 Hz), 4.83 (IH, d, J = 11 Hz)
, 4.25

(2H, 9, J =THz), 422 (2H, d, J =6 Hz), 4.18-4.09 (2H, m), 3.78 (3
H s),

2.71 (3H, s), 1.30 (BH, t, J=T7Hz), 1.17 BH, t, J =7 Hz).

(2) ({[B—EFOFP—6— (4—AFIRIUDIL) —2—AF)
EJIorv—4—A)] AR 7TE/) Bl

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhbYIZ [ ([5— (RVDILAFY) —6— [2—TZ+bFP—1— (4—
AREVTIIN) —2—FFVYIFI] —2—AFIEYIOU—4—4A
LY AILARZL) TE/] EFEETFI)L(0.19 g) R, #E51EE(0.073 g,
IRZE59%) # ABEEKE L THET-.

mp: 191 °C;

'H-NMR (400 MHz, CDGl;) &: 11.29 (1H, s), 8.44 (1H, t, J
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=6 Hz), 7.30 (2H, d, J =9 Hz), 6.82 (2H, d, J =9 Hz), 4.27 (2H, d,
J=6
Hz), 4.12 (2H, s), 3.76 (3H, s), 2.63 (3H, s).

(EiEHl 7 8)
({[6— (3, 4—27)LAORUDIL) —5—ERAFI—2—AF)
EJIorv—4—A)] AR 7TE/) Bl

[0434] [1£158]

[0435] (1) [ ([{B— (RyILFFY) —6— [1— (3, 4—2T)LABDT
IZI) —2—IThFT—2—FFYIFI] —2—AFILEYJZIDU—4
—A L} AILARZIL) TE/] EFEETFIL

[0436] [1£159]

E0,C  OBn O

g*\ll/%]/&g”f‘% N CO.E
c Hn P

[0437] EMEHI7 2— (1) [TELT, (3, 4, 5—+YT)LAOT7z)) Bl
IFILDRHLYIZ (3, 4—C70AA T =)L) BFEETFIL(0.20 g) RV
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
6— [ [ (FUTLAOAFI) RJLKRZIL] AF2) EYEZOU—4—o
L] AILARZILY TE/) EFEETFIL(0.24 g) ZRLy, #ZEEEW(0.18 g,
IN369%) /1=,

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 4 Hz),

7.44-7.36 (5H, m), 7.19-7.16 (1H, m), 7.06-7.00 (1H, m), 6.96-6.93 (1
H m),

5.39 (1H, s), 5.12 (1H, d, J =8 Hz), 496 (1H, d, J =8 Hz), 4.25 (2
H a, J=

1 Hz), 422 (2H, d, J =4 Hz), 412 (2H, a, J =7 Hz), 2.71 (3H, s),
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[0438]

[0439]

[0440]

[0441]

1.31 (3H,

t, J=THz), 1.17 GH, t, J =17 H2).

(2) ([[6— (3, 4=C7)AORUYI) —5—EFOFL—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhylIZ [ ({5— (RDILAFY) —6— [1— (8, 4—2T)L40
TJIZ) —2—IhHFT—2—FFVYIFII] —2—AFILEYJIDU—
4—4 )} AIARZIL) TE/] BREETFIL(0.18 @) TR, REILEMO.
10 g, UNZE88%) #HBERE L TRHT -,

mp: 200-202 °C.

'H-NMR (400 MHz, CD,OD) & : 7.30-7.12 (3H, m), 4.13 (2H,

s), 4.12 (2H, s), 2.62 (3H, s).

(ErEHI 7 9)

({[6— (3, 5=27.LAORUDI) —5—EFOFI—2—AF
EJIorv—4—A)] AR 7TE/) Bl

[1£160]

OHO

F. L/\\T/\ » CO;%%

(1) [ ({5— (RoV)LAFXY) —6—[1— (3, 5—=27/)LA0O7
IZJ)L) —2—IhrFP—2—FFYIFIL] —2—AFIIEYZID -4
—qJL} AIRZI) TI/] BEEETFIL

[1£161]
Ei@gc aana
//T \& ,i\E N TCOE
EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt
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IFILDRHLYIZ (3, 5—C7)AAT7c=)L) EFEETFIL(0.20 g) RV
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
6— [ [ (FUTLAOAFI) RJLKRZIL] AF2) EYEZOU—4—o
L] AILARZLY TE/) BFEETFIL(0.24 g) ZRALY, #ZEEEW(0.25 g,
IREEIA%) # 7 1=.

'H-NMR (400 MHz, CDGl;) &: 8.36 (1H, t, J = 6 Hz),

7.44-7.37 (5H, m), 6.80 (2H, dd, J = 8 Hz, 2 Hz), 6.71 (1H, dd, J =9
Hz, 2

Hz), 5.38 (1H, s), 5.13 (1H, d, J = 11 Hz), 4.95 (1H, d, J = 11 Hz),
4.28-4.22

(4H, m), 4.18-4.10 (2H, m), 2.71 (3H, s), 1.31 (BH, t, J =17 Hz), 1.1
8 (3H, t,

J=17Hz).

(2) ({[6— (3, 5=Y7.LAARUYI) —5—EFOFI—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
Kbyl [ ({5— (RDILAFY) —6— [1— (3, 5—2T/)LA40O
TJIZ) —2—IhHFT—2—FFVYIFII] —2—AFILEYJIDU—
4—A )} AIARZIL) TE/] BFEETFIL(0.25 @) TR, REILEMO.
13 g URFETI%) #HBEKRE L TRH -,

mp: 179 °C;

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.45 (1H, t, J

=6 Hz), 6.90 (2H, d, J =6 Hz), 6.65 (1H, t, J =9 Hz), 4.30 (2H, d,
J=26

Hz), 4.15 (2H, s), 2.64 (3H, s).
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(Ef1 8 0)
[ ([(B—EFRAFL—2—AF)L—6— [4— (FUTLABOAFI) R
DUN] EYVEOU—4—A )} HILRZIL) TE/] EFER

[0442] [1£162]

OHO

o K #\ [/ T CoH

[0443] (1) ({[B— (RVIILAFHFY) —6— {(2—T +XFP—2—-FFV—
1— [4— (FYTLADAFIL) Tx=)L] TFIL} —2—AFJLEU =
DUu—4—AJ)] AILKRZLY TE/) BFETFIL

[0444] [1£163]

EiOJC osn o]

/ )j\
L ‘“ ‘\r N “GOE
;.: C P /

[0445] EMEHI7 2— (1) [TELT, (3, 4, 5—+Y2)LAOT7z)) Bl
IFILDROLYIZ [4— (FYTIFARAFIV) TzZ)L] EFEETF)L(0.23
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIAKRZILY TE/) BREETFIL(0.24 o) TR, REILEMO.
25 g, UNFEI%) /1=,

'H-NMR (400 MHz, GDCl;) &: 8.34 (1H, t, J = 6 Hz), 7.52

(2H, d, J =8 Hz), 7.44-7.36 (7H, m), 5.50 (1H, s), 5.12 (1H, d, J =
11 Hz),

4.95 (1H, d, J =11 Hz), 425 (2H, q, J =7 Hz), 422 (2H, d, J =6 H
z),

4.20-4.11 (2H, m), 2.70 (3H, s), 1.30 (3H, t, J =7 Hz), 1.18 (3H, t,
J=1

Hz) .

(2) [ ([B—EROFY—2—AFI—6— [4— (FMUTLADAF
L) RUDIL] EYETVU—4—AL} AILRZ)L) 72/ Bk
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[0446]

[0447]

[0448]

[0449]

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhVIZ ([ [6— (RVDILAFY) —6— [2—I +bFP—2—-FFV
—1—=[4— (FYTLFABAFIL) TzZ)L] TFIL} —2—AFILEY
SUOV—4—AJL] AR} TE/) BEETFIL(0.25 g) AL, B
EE® 0. 14 g, UNZ82%) #HEEAXE L THT=,

mp: 196 °C;

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.43 (1H, t, J

=6 Hz), 7.53 (2H, d, J =8 Hz), 7.48 (2H, d, J = 8 Hz), 4.28 (2H, d,
J=26

Hz), 4.23 (2H, s), 2.63 (3H, s).

(Emefl 8 1)

[ ([(B—EFRAFY—2—AF)L—6— [4— (FUTILABRARF)
RUDIL] EVEDU—4—A)L} AILKRZIL) /] Bl

[1k164]

oH O

ﬁ’”‘jﬂl?)?ﬁ‘u"m

F,007 ™ 7

(1) ({[B—= (RuDILFFY) —6— [2—A+FV—2—-FFVU-—
1— [4— (FYTILABAREY) TzZ)L] TFIL) —2—AFIILEY
SUOV—4—A)] ALKRIILY TR/) BEBETTFIL

[1£165]

MeO,C  OBa O

A S
R - ‘H‘:T’ N TCOyEL
ﬂ o N‘ M
FgCG/ T~ N

EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt
IFILOKHLYIZ [4— (FYTIADAREY) Tz )L] EFEEAFILQO
23 @) RUERH 1 — (3) THLHNRE ({ [6— (RuV)ILAXHY) —2—
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AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIARZIY TE/) BFETFIL0.24 g ZRL. RELEW(
0.25 g, UNEB1%) =#H1-,

'H-NMR (400 MHz, GDGl;) &: 8.35 (1H, t, J = 6 Hz),

7.44-7.36 (5H, m), 7.31 (2H, d, J =9 Hz), 7.11 (2H, d, J = 9 Hz), 5.

48 (1H,

s), 5.12 (1H, d, J =11 Hz), 4.95 (1H, d, J = 11 Hz), 4.25 (2H, q, J
= 7 Hz),

4.22 (2H, d, J =6 Hz), 3.66 (3H, s), 2.71 (3H, s), 1.30 BH, t, J =
1 Hz).

(2) [ ((5—EFAFY—2—AFIL—6— [4— (FYT)AFBAL
F) RUDIL] EVEDOU—4—A)L} AIKRZIL) T2/ BEFER
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KV ([ [6— (RVDILAFY) —6— [2—A+bFP—2—-FFV
—1—=[4— (FYTNLABAREY) TzZ)L] TFIL} —2—AF)LE
JEOU—4—A)L] AILKRZLY TE/) BEEETFIL(0.25 ) RN, &
SEE® (0. 15 g, URZI3%) #HEEAKE L THT=,

mp: 156 °C;

'H-NMR (400 MHz, CDGl;) &: 11.32 (1H, s), 8.44 (1H, t, J

=6 Hz), 740 (2H, d, J =9 Hz), 7.12 (2H, d, J = 9 Hz), 4.29 (2H, d,
J=26

Hz), 4.18 (2H, s), 2.63 (3H, s).

(Erefl 8 2)
({[6— (38, 5—Y9O0ORVYI) —5—EROFL—2—-—AFJLE
1) = —A L] AIRZIY T2/) BEEE

\'l
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[0450] [1E166]

[0451]

[0452]

[0453]

(1) [ ({B— RvP)LAXxY) —6— [1— (8, 5—Yo0O0Tzx

ZI) —2—ARFRL—2-FXYIFI] —2-AFIIEYIDOU—4—

ALY ALRZL) TE/] BFEETFIL

[1E167]

MeGC OBn O

\Ejfkﬁ;ﬁﬁﬁﬁt%m

Lo

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk

IFILOKHLYIZ (3, 5—ov0O0T7x=)L) EfEgAFILO.22 g) RUE

EHl1— (3) THoN: ([ [6— (RUDILAHRY) —2—AF)L—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL

1 ARz} FE/) BFEETFIL(0.24 o) 2R, 28L& 0.22 g, U

378%) =™ 1=

'H-NMR (400 MHz, CDGl;) &: 8.37 (1H, t, J = 6 Hz),

7.44-7.37 (5H, m), 7.26 (1H, m), 7.14 (2H, d, J = 2 Hz), 5.35 (1H, s)

, 5.15

(1H, d, J =11 Hz), 4.95 (1H, d, J = 11 Hz), 4.26 (2H, a, J = 7 Hz),

4.23 (2H,

d J=6Hz), 3.66 (3H, s), 2.72 (3H, s), 1.31 BH, t, J =7 Hz).

(2) ({[6— (8, 5—yHO0ARVYY)L) —5—EFROFL—2— 4%

FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

Kbyl [ ({5— (RVDILAFY) —6— [1— (3, 5—24 007

IZ) —2—ARFV—2—FFVYIFII] —2—-AFILEYIDU—4
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[0454]

[0455]

[0456]

[0457]

—JL} AILARZIL) T2/ BFEETFIL(0.22 g) ZRAL, 1REILEW(0.13
g, UXE92%) zEBERLE L TH-.

mp: 204-206 °C.

'H-NMR (400 MHz, GDCIl;) &: 11.34 (1H, s), 8.45 (1H, t, J

=6 Hz), 7.26 2H, d, J =2 Hz), 7.21 (IH, t, J =2 Hz), 4.30 (2H, d,
J=26

Hz), 4.12 (2H, s), 2.64 (3H, s).

(Ehefl 8 3)

({[B—EFRAFL—2—AFIJL—6— (2—FTFILAFIL) EVYED
v—4—AJ] ALK} TE/) BFEE

[1.168]

oH ©

PPN N N
SPRPR R
W N \f,;,N

-

(1) [ ({B8— (Ruo)IAxY) —6— [2—ZrFP—1— (2—F
TFIL) —2—FFYITFIL] —2—AFJEYIDo—4—4A)} ALK
—J) PE/] BEEEITFIL

[1£169]
EIO.C  OBa JG&
SORPR RS
R T \r
72— (1) [TELCT, (3, 4, 5—rY)AB 7)) EFEE

IFILDRHYIZ (2—FTFIL) BFEETFIL (0. 21

g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIAKRZILY TE/) BREETFIL(0.24 o) TR, REILEMO.
27 g, MEFEH) /1=

'H-NMR (400 MHz, GDGl;) &: 8.34 (1H, t, J = 6 Hz),

7.82-7.76 (2H, m), 7.73-7.70 (1H, m), 7.65 (1H, s), 7.51 (1H, dd, J =
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8 Hz, 2

Hz), 7.46-7.35 (7H, m), 5.67 (14, s), 5.11 (1H, d, J = 11 Hz), 4.79 (
H, d, J=

11 Hz), 4.24 (2H, a9, J =T Hz), 421 (2H, d, J =6 Hz), 4.16 (2H, «q,
J=17H,

2.73 (3H, s), 1.29 (BH, t, J=T7Hz), 1.18 (BH, t, J =7 Hz).

(2) ([ [B—EFAFY—2—AFIL—6— (2—FTFILAFIL) E
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhbYIZ [ ([{5— (RVDILAFY) —6— [2—T+bFP—1— (2—
FIFI) —2—FFYIFIL] —2—AFILEYITDU—4—A} AL
RZI) TE/] EFEETFIL(0.27 @) R, ZFEEW 0. 14 g, UNZEE80%
)EABEKRE LTH .

mp: 181 °C;

'H-NMR (400 MHz, CDGl;) &: 11.34 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.80-7.74 (4H, m), 7.51 (1H, dd, J = 8 Hz, 2 Hz), 7.46-7.39
(2H, m),

4.35 (2H, s), 4.27 (2H, d, J = 6 Hz), 2.64 (3H, s).

(Ehefl 8 4)
({[B—EFAFY—6— (4—AVYTOELRUDIL) —2—AFJLE
JEOU—4—A)L] AIARZILY TE/) BEFER

[0458] [1E170]

[0459] (1) [ ({B5— (Ru¥ILAFY) —6— [1— (4—a4VTRELTZ
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[0460]

[0461]

) —2—A XL —2—FFXFYIFI] —2—AFIEYIP—4—
AL} A=) FE/] EFBBTFIL

[{6171]
MeO?C OB;; E
\ j 3"” \{ & “GOLEL
k T
EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt

IFILDRHYIZ (4—avTOELT L) EFEEAFIL(0.19 g) RUE

BBl — (3) THoMf: ([ [6— (RUDLFFHY) —2—AFIL—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL

1 ARz} FE/) BFEETFIL(0.24 o) 2R, 28L& 0.25 g, U2

395%) =17 1=.

'H-NMR (400 MHz, GDGl;) &: 8.32 (1H, t, J = 6 Hz),

7.46-7.43 (2H, m), 7.41-7.35 (3H, m), 7.23 (2H, d, J = 8 Hz), 7.14 (2

H d, J=

8 Hz), 5.50 (1H, s), 5.08 (I1H, d, J =11 Hz), 4.85 (1H, d, J = 11 Hz)

, 4.25

(2H, a, J=7Hz), 421 (2H, d, J =6 Hz), 3.66 (3H, s), 2.87 (1H, m)

, 2. 11

(3H, s), 1.30 (3H, t, J =7 Hz), 1.22 (6H, d, J = 7 Hz).

(2) ({[B—EFOF>P—6— (4—AVTHELRIYDI) —2—4

FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

KHUYIZ [ ({B— (RUDILAFY) —6— [1— (4—44VYTOELT

IZ) —2—ARFV—2—FFVYIFII] —2—-AFILEYIDU—4

—AJL} AILAR=JL) 7=/ EFEETFIL(0.25 g) ZRAL, ZRRIEEM (0. 09

1 g, UREE55%) ZRAEBEKRE L THI-
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[0462]

[0463]

[0464]

[0465]

mp: 67-69 °C;

'H-NMR (400 MHz, CDCIl;) &: 11.34 (1H, s), 8.44 (1H, t, J

=6Hz), 7.32 (2H, d, J =8 Hz), 7.14 (2H, d, J = 8 Hz), 4.27 (2H, d,
J=6

Hz), 4.18 (2H, s), 2.86 (1H, m), 2.65 (3H, s), 1.21 (6H, d, J = 7 Hz)

(Eref 8 5)
({[6— (E7xZIL—4—AJILAFI) —5—bFrROFL—2—AF)L
B2 —4—4A)L] AIRZILY 72/) BEEE

[{E172]
v
LT
(1) ({[6— RuDLFXxY) —6— (1—ETzZ)L—4—1)b—

2—AFFV—2—FAFVYITFII) —2-AFLEVIDU—4—-AL] A
IWRZVY 72/) BFERTFIL
[1E173]

MeO,C  OBa O
T

o

EREFI72— (1) ITELCT, (3, 4, 5—+YT)IADTz=)L) EFER
IFILOROLYIZET T =)L—4 — A )LEFEE A FIL (0. 23 g) RUERESI 1 —
(8) THoNfz ({ [B— (RUDLFFY) —2—AF)L—6— [ [ (
FUTLABAFIL) RILKRZIL] X2} EYSTDOU—4—4)L] ALK
ZIY TE/) BFEETFIL(0.24 ) ZRAL., 1RECIEEM(0.25 g, UREEI1%)
*=B1-.

'H-NMR (400 MHz, GDCl;) &: 8.35 (1H, t, J = 6 Hz), 7.56

(2H, d, J =8 Hz), 7.51 (2H, d, J =8 Hz), 7.48-7.30 (10H, m), 5.56 (
H, s),
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5.12 (1H, d, J =11 Hz), 4.92 (1H, d, J =11 Hz), 4.25 (2H, a, J =7
Hz), 4.22
(2H, d, J =6 Hz), 3.68 (3H, s), 2.73 (BH, s), 1.30 BH, t, J =7 Hz)

(2) ({[6— (EZxzZ)—4—AJAF)) —56—EFOFT—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbYIZ ([ [6— (RUDILAFFY) —6— (1—ETzZIL—4—1)
—2—APFXL-2—FFVYIFI) —2—AFILEYZITDOU—4—A)]

AR 72/) EFEETFIL(0.25 g) #ALY., ZRLAW (0. 14 g, INE
83%) ZRBEBEKLE L TH.

mp: 214 °C;

'H-NMR (400 MHz, CDGl;) &: 11.34 (1H, s), 8.45 (1H, t, J

=6 Hz), 7.56-7.50 (4H, m), 7.46-7.39 (4H, m), 7.32 (1H, t, J = 7 Hz)
, 4.28

(2H, d, J = 6 Hz), 4.23 (2H, s), 2.65 (3H, s).

(Ehfl 8 6)
({[6—= (3, 4—DAFIARUDIL) —6—ERAFL—2—-AF)LE
JEOU—4—A)L] AIARZILY TE/) BEFER

[0466] [1£174]

O

J:;J lghll N TCOH

[0467] (1) [ ([{B5— (RoVILFFY) —6— [1— (3, 4—=DAF)ILT
) —2—IrFL-2—FFYIFI] —2—AFIEYITD—4—
AL} A=) FE/] EFBBTFIL

O
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[0468]

[0469]

[1E£175]
E[O;(J oBn 0
\I E N TGO.E
EREF 72— (1) ICECT, (3, 4, 5—rU7)0FATz=)L) BEEE

IFILORHYIZ (3, 4—TAFILTz)L) EFEETFIL(0.19 g) RUE

EHl1— (3) THoN: ([ [6— (RUDILAHRY) —2—AF)L—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL

1 ARz} FE/) BFEETFIL(0.24 g 2R, 28L& 0.27 g, U

EEEMN) £/

'H-NMR (400 MHz, GDGl;) &: 8.33 (1H, t, J = 6 Hz),

7.46-7.43 (2H, m), 7.41-7.35 (3H, m), 7.06-7.04 (3H, m), 5.45 (IH, s)

, 5.07

(1H, d, J=10Hz), 477 (1H, d, J =10 Hz), 4.25 (2H, q, J =7 Hz),

4.21 (2H,

d J=6Hz), 416-4.08 (2H, m), 2.71 (3H, s), 2.21 (3H, s), 2.19 (3H

, 8), 1.30

(BH, t, J=T7Hz), 1.17 BH, t, J =17 Hz).

(2) ([ [6— (8, 4=UAFIRUD) —5—EFOFI—2—4

FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

KHUIZ [ ({B— (RUDILAXY) —6— [1— (3, 4—DAFILT

IZI) —2—IThFT—2—FFYIFI] —2—AFILEYJZIDU—4

—AJL} AILAR=JL) 72/] EFEETFIL(0.27 g) AL, 21L& (0. 14

g, URZE84%) ZHBEMKE L TH.

mp: 182-183 °C;

'H-NMR (400 MHz, GDCl;) &: 11.29 (IH, s), 8.44 (1H, t, J
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[0470]

[0471]

[0472]

[0473]

=6 Hz), 7.14 (0H, s), 7.11 (IH, d, J =7 Hz), 7.04 (1H, d, J =7 Hz)
, 4.27

(2H, d, J =6 Hz), 4.12 (2H, s), 2.63 (3H, s), 2.22 (3H, s), 2.20 (3H

, S).

(Ehefl 8 7)

[ ([(B—EFRAFL—2—AF)L—6— [3— (FUTILAOAFI) R
DUN] EYVEOU—4—A )} HILRZIL) TE/] EFER

[1£176]

oH O

Fal, ‘/::j//‘\ ﬁ\\ I/LE\N . COH
L;— N‘T/,N H

(1) ({[B—= (RuDILFFY) —6— [2—A+FV—2—-FFVU-—
1— [83— (FUTLADAFIL) Tx=)L] TFIL} —2—AFJLEU =
DUu—4—AJ)] AILKRZLY TE/) BFETFIL

[{E177]

MeOJC osn o

- \\
1\ ‘]l |' N “COEL
o /-

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIZ [3— (FYTLADOAFIV) TxZ)L] EFEEAFIL(0.22
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] AIAKRZILY TE/) BREETFIL(0.24 o) TR, REILEMO.
25 g, UNFEI3%) E /1=,

'H-NMR (400 MHz, GDGl;) &: 8.36 (1H, t, J = 6 Hz),

7.55-7.52 (2H, m), 7.48 (1H, d, J = 8 Hz), 7.45-7.37 (6H, m), 5.50 (1
H s),

5,13 (1H, d, J=11Hz), 499 (1H, d, J=11Hz), 425 (2H, q J=17
Hz), 4.23
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[0474]

[0475]

[0476]

(2H, d, J =6 Hz), 3.66 (3H, s), 2.71 (BH, s), 1.31 GH, t, J =7 Hz)

(2) [ (({B—EFAFL—2—SFF)L—6— [3— (FYTIADOAF
L) RUDIL] EYETVU—4—AL} AILRZ)L) 72/ Bk
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KV ([ [6— (RVDILAFY) —6— [2—A+bFP—2—-FFV
—1—=[83= (FYTNLABAFIL) TzZ)L] TFIL} —2—AFIILEY
SOU—4—A)L] HILARZIL) TE/) EFEEIFIL(0.25 g) AL, i
L& (0. 14 g, UNZR85%) X HBEAKLE L THT =,

mp: 166 °C;

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.64 (1H, s), 7.56 (1H, d, J = 8 Hz), 7.47 (1H, d, J = 8 Hz)
, 1.39

(1H, t, J=8Hz), 429 (2H, d, J = 6 Hz), 4.23 (2H, s), 2.63 (3H, s)

(Eref 8 8)
({[6— (44— hFXIAUDIL) —5—EFROFY—2—AFJLEY S
So—4—4 )] AILRZILY 7T=/) EEg

[1£178]
Tl
?":J/ ‘:Ll/ ‘%N NTCoH
ey Tff
(1) [ ({5— (RuDoLFFY) —6— [1— (4—TrFPTxZ)L

) —2=A XV —2—FFYIFI] —2-AFIEYEDU—4—A)L
b abiRzv) 72/]1 BRBRT T
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[0477]

[1£179]

Meopc oan o

Sy / ?ki T COLE
_/~ j I N

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ (4—IrFPT7x=)L) BFEEAFIL(0.19 g) RUEREHI
1— (3) THoNz ([ [B— (RUDILAHRY) —2—AF)IL—6— |
[ (FUZILABAFIL) RNEBRZIL] £FD} EYVZDOU—4—A)L] 5

IWARZLY 7E/) BFEETFIL(0.24 o) AL, 1ZELEMW(0.25 g, UNFEIT

%) =1J 1=

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J =6 Hz), 7.47
(2H, d, d =T Hz), 7.47-7.35 (3H, m), 7.22 (2H, d, J = 9 Hz), 6.81 (2

H d J=

9 Hz), 5.47 (1H, s), 5.08 (1H, d, J = 10 Hz), 4.84 (1H, d, J = 10 Hz)

, 4.25
(2H, 9, J =7 Hz), 422 (2H, d, J =6 Hz), 4.00 (2H, a, J =7 Hz), 3

65 (3H,

s), 2271 (BH, s), 1.39 BH, t, J=T7Hz), 1.30 BH, t, =7 Hz).
(2) ([ [6— (4—ITFFIRUDL) —5—EFRAFI—2—AF)
EJIorv—4—A)] AR 7TE/) Bl

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

KbUIZ [ ({B— (RvIILAXY) —6— [1— (4—IhFPTx=

W) —2—AFXL—2—FFYIFI] —2—AFIEYIDOU—4—4A

LY AILARZL) TE/] EFEETFIL(0.25 g) ZRALY, #ZEEEW 0. 14 g,

IRZE85%) # XA BEAR L L TRHRT -,

mp: 180 °C;

'H-NMR (400 MHz, CDGl;) &: 11.30 (1H, s), 8.44 (1H, t, J
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[0478]

[0479]

[0480]

[0481]

=6 Hz), 7.28 (2H, d, J =9 Hz), 6.80 (2H, d, J = 9 Hz), 4.27 (2H, d,
J=6

Hz), 4.12 (2H, s), 3.98 (2H, a, J =7 Hz), 2.63 (3H, s), 1.37 (3H, t,
J=1

Hz) .

(Efl 8 9)

({[6— (4= O0—-2—7)LFAARUDI) —5—EFOFI—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

[1£180]

(1) [ ({B— (RvUNLFFY) —6— [1— (4—HOO—2—-T)L
ARTIZ) —2—IhFP—2—FFYIFIL] —2—AFJLEYID
V—4—AJ} ALKRZI) TE/] BEBETITFIL

[1£181]

ed e

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHLYIZ (4—900—2—T)LA0T7z=)L) EFEETFIL(0.22 g
)RUZERHI1— (3) THoONT= ([ [6— (RVDILFHY) —2—AF
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
— L] AILARZILY TE/) EFEETFIL(0.24 g) TR, REEILEW (0. 21
g, UNFET9%) #F1-,

'H-NMR (400 MHz, GDGl;) &: 8.34 (1H, t, J = 6 Hz),

7.44-7.42 (2H, m), 7.38-7.33 (3H, m), 7.24 (2H, d, J = 8 Hz), 7.08-7.
03 (1H,

m, 578 (1H, s), 5.14 (IH, d, J =11 Hz), 4.98 (1H, d, J = 11 Hz), 4
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[0482]

[0483]

.26 (2H,

a9, J=7Hz), 423 2H, d, J=6Hz), 416-4.08 (2H, m), 2.69 (3H, s)
, 1.31

(BH, t, J=T7Hz), 1.16 (3H, t, J =7 Hz).

(2) ({[6— (4—=ppO—2—-TJ)LAFARYI)) —5—EFOFD
—2—AFIEYZTDOU—4—4)L] AIKRZL} T/) Bl
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbUIZ [ ({5— (RvPILAXxY) —6— [1— (4—H0O0—-2—-7
LAOTIZ)L) —2—IThFXP—2—FFVYIFIL] —2—AFJLEYE
DU—4—A)} ALKRZI) TE/] BEEETFILO.21 g TRV, B
EM0.10 g URET4%) #ABEKE L THT .

mp: 184 °C;

'H-NMR (400 MHz, GDCl;) &: 11.31 (IH, s), 8.45 (IH, t, J

6 Hz), 7.18 (1H, t, J =8 Hz), 7.09-7.04 (2H, m), 4.29 (2H, d, J =
6 Hz),

18 (2H, s), 2.61 (3H, s).

oo

(Ef19 0)

([ [6— (83=2RO0—4—AFIRUD)) —5—EFOFI—2—4%
FILEYIOU—4—4 )] AIRZIY T2/) Bflk

[{£182]

(1) [ ({5— (RooILFXY) —6— [1— (3—90O0—4—4AF
IW7zZ)L) —2—IhF{F—2—FFVYIFI] —2—AFILEYEZDY
—4—A )L} AIRZIL) FE/] BFEETFIL
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[0484]

[0485]

[1£183]
EHO,0 OBnG
J’/L N “C0LEL
EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt

IFILOKDHYIZ (3= 00—4—AF)LT7z=)L) BFEETFI/L(0.21 g)

RUOEMRHF 1 — (3) THLM- ([ [B— (RUDILAFY) —2—4F

W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4

—A L] AILARZILY TE/) BFEETFIL(0.24 g) ZAL., FEELEW(0.23

g, UNE85%) %1B1-,

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 6 Hz),

7.46-7.42 (2H, m), 7.42-7.36 (3H, m), 7.27 (1H, d, J = 2 Hz), 7.13 (1

H d J=

8 Hz), 7.08 (1H, dd, J = 8 Hz, 2 Hz), 5.40 (1H, s), 5.10 (1H, d, J =

10 Hz),

486 (1H, d, J =10Hz), 4.25 (2H, q, J =7 Hz), 4.22 2H, d, J=6H

z),

4.16-4.10 (2H, m), 2.71 (3H, s), 2.33 (3H, s), 1.30 3H, t, J

, 117

(BH, t, J =17 Hz).

(2) ([ [6— (83=90O—4—AFILRUDI) —5—EFOFI—

2= AFIEYZTDOU—4—A)] AIKRZILL TE/) Bl

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

KbHbYIZ [ ([5— (RVDILAFY) —6— [1— (3—9/OO—4—4

FILTIZ) —2—IThFP—2—FFYIFIIL] —2—AFIEYED
—4—AJ)L} AIARZIL) T2/] BFEETFILO.23 g ZRAL., FRELLE

#0.12 g URZE83%) #ABEKRLE L THT .

7 Hz)
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[0486]

[0487]

[0488]

[0489]

mp: 188 °C;

'H-NMR (400 MHz, GDCIl;) &: 11.71 (1H, s), 8.37 (1H, brs),

71.43 (1H, s), 7.31-7.29 (1H, m), 7.15 (1H, d, J = 8 Hz), 4.30 (2H, s)
, 4.25

(2H, d, J =5 Hz), 2.76 (3H, s), 2.32 (3H, s).

(el 9 1)

[ ({6—[ (4" —=TNLABETzZ)L—4—AJL) AFJ] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
[1k184]

i
Ji/”‘\. SRR Vi o
'§‘~\¢;r NN P
Fondh

(1) [ ({5— (RyDNLAHFY) —6— [1— (4—TOETTZ)
—2—IbrFI-2—FFVIFIL]-2—AFIEYJZIDOU—4—AJL} B
IWAR=JL) 7E/] BEFEETFIL

[1£185]

£10,6  OBn ©

. i
I P P N
= = N COuEt
B e

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHYIZ (4—TOET7x=)L) EFEETFIL(0.24 g) RUSEHEH 1

— (3) THoN- ([ [B— (RUDULAFRY) —2—AF)IL—6— [ [
(FUZIABRAFIV) RNUNKRZIL] FHDL EYVZDOU—4—A)L] AL
RZIY TE/) BFBETFIL(0.22 g) R, #ZF51EEW0.23 g, UNZFE81%
) EREBBRKRYEL LTH.

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, d = 6 Hz), 7.44

(2H, dd, J =8 Hz, 2 Hz), 7.41-7.36 (BH, m), 7.16 (2H, d, J = 8 Hz),

5.42 (1H,

s), 5.11 (1H, d, J =10 Hz), 4.92 (1H, d, J = 10 Hz), 4.25 (2H, q, J
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= 7 Hz),
4.22 (2H, d, J =6 Hz), 413 (2H, o, J =7 Hz), 2.70 (3H, s), 1.30 (3
H t, J=
7Hz), 1.17 GH, t, J =7 Hz).
(2) [ ({B— (RUDLAHFY) —6— [2—T+FP—1— (4" —

INABETIZI—4—A)) —2—FFVYIFI] —2—AFJLEY S
DUu—4—AJ} AIKRZL) TE/] BFETTFIL

[0490] [1£186]

EO.C OBr O

O

[0491] [ ( {B— (RUDLAHFY) —6— [1— (4—THRETxzZL) —2—
IhFY—2—FFYIFLI—2—AFILEYIDOU—4—A)) HILKR=
W) 72/] BFEETFILO.13 g RV (4—2)LbA0 T =)L) AAVEEQ
032 g %1, 2—CARXFLIARVEGH M) ITEEL, BERFTHEAT. Bifg/
Z91(0.0052 g), RUITFLUPF7 (00052 g) RUREEA 1) 7 L (0.
095 g) #MNZT-tk. 4BREMBERLz. RIGREZERFTHAALz#E., K
EMZ, ARMEEBRIFILCHE Lz, BETEEZEELE, 851
REEDIATLASLIOTIRIT ST —TRETHILITELY., £
L& 0.13 g IRHKIT%) ZHBEKE L TE-.
'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 6 Hz),
7.53-7.34 9H, m), 7.16 (2H, d, J =9 Hz), 7.10 (2H, t, J = 9 Hz), 5.

53 (1H,

s), .11 (1H, d, J =10 Hz), 4.91 (1H, d, J= 10 Hz), 4.26 (2H, q, J =
7 Hz),

422 2H, d, J =6 Hz), 417 (2H, a, J =T Hz), 2.72 (3H, s), 1.30 (3
H t, J=

7Hz), 1.19 (3H, t, J =7 Hz).
(3) [([6=—[ (4 —2)AOQFETzZIL—4—4AJL) AFJI] —5
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[0492]

[0493]

[0494]

[0495]

—ERFOFxY—2—AFIEYETDOU—4—AJL} AILKRZ)L) TE/] B
B

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ([5— (RVDILAFY) —6— [2—T hFxP—1— (4’
—ILABETIZI—4—A)) —2—FFYIFI] —2—FAF)LEY
SOU—4—A)} HILARZI) TE/] EFEEIFILO.13 g AL, EiE
&% (0.063 g, UNFET2%) #EHBEIKE L THT-,

mp: 219-221 °C.

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.45 (1H, t, J

6 Hz), 7.52-7.42 (6H, m), 7.10 (1H, d, J =9 Hz), 7.08 (1H, d, J =
9 Hz),

.28 (2H, d, J = 6 Hz), 4.22 (2H, s), 2.65 (3H, s).

~

(Emefl9 2)

[ (6= [ (8" —%BROEZ7z=)L—4—4AJL) AFJ] —5—EFO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
[{£187]

(1) [ ({B— (RyDLFXY) —6—[1— (3" —HYOpETz=

W—4—A)) —2—IT+rHFI—2—FFYIFII] —2—AFIEJZY
—4—A L} AILAKR=ZIL) TE/] BFEETFIL

[1.188]

Ezozc OBn O

f T ﬁlf’ ‘vﬁ N TCO,E
Ch. \
T e

EmFIoO1— (2) [TELT, (4—7/.AO07z=)L) ROVEORDLY
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[ (3—DoR7xz=/L) RO EE(0. 12

g RUZERERFO1— (1) THoN= [ ( {B— (RUUILAFY) —6—
[1— (4—7AETzZ) —2—IrFP—2—FFYIFIL]—2—4
FILEYZ O —4—A)L} ALKRZIL) 7E/] BFBETFIL0.21 9 2H
Ly, FZEEEW0.22 g, INEIT%) *HBREHERE LTE.

'H-NMR (400 MHz, GDCl;) &: 8.36 (1H, t, J = 6 Hz), 7.53

(1H, d, J =2 Hz), 7.48-7.29 (12H, m), 5.53 (1H, s), 5.12 (1H, d, J =
11 Hz),

4.91 (1H, d, J= 11 Hz), 4.26 (2H, a, J =7 Hz), 422 (2H, d, J =6 Hz
), 4.17
(2H, a, J
J=1
Hz) .

(2) [({6—[(3" —9OOETzZ)L—4—4)L) A*FI] —5—

7 Hz), 2.73 GH, s), 1.30 GH, t, J=7Hz), 1.19 GH, t,

ERAFO—2—AFILEYIDU—4—A)L} ALRZL) 7T/ EEg
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ([B— (RyDILAFY) —6— [1— (3" —9RBOETx
ZI—4—AJ) —2—ITbrFI—2—FFYIFII] —2—-AFIEYS
DUu—4—4)L} AIRZIL) TE/] EEETFILO.22 g) ZAL. FEEIL
E40(0.045 g, UNE27%) ZEHBEIKRE L THT=,

mp: 192-193 °C.

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.45 (1H, t, J

=6 Hz), 7.53-7.41 (6H, m), 7.35-7.26 (2H, m), 4.29 (2H, d, J = 6 Hz)
, 4.22

(2H, s), 2.65 (3H, s).



WO 2011/132633 166 PCT/JP2011/059514

[0496]

[0497]

[0498]

[0499]

(Emefl 9 3)

[ ({6— [ (4" —9BOET7z=)L—4—4AJL) AFJ] —5—EFDO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
[{£189]

oH O

o~

Negra e
T T

(1) [([(5— (RyPAFY) —6—[1— (4 —H/ORETI=
W—4—AJL) —2—T+rFI—2—FFYIFI] —2—AFILEYZD
V—4—A)} AILERZIL) /] BFEETFIL

[1£190]
Et0,C  OBn O
ot ’“E\;J/ r
EEFIO1— (2) ICELCT, (4—7)0AB0T7xZ)L) RAVEORKDY

(2 (4—9D0OBR7xz=)L) ROVEE(0. 12

g RUZERERFO1— (1) THoN= [ ( {B— (RUUILAFY) —6—
[1— (4—7AETzZ) —2—IrFP—2—FFYIFIL]—2—4
FILEYZ O —4—A)L} ALKRZIL) 7E/] BFBETFIL0.21 9 2H
Ly, 1ZRIEEW(0.20 g, UNZFK89%) *HBJ|EMEA L L THT .

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J = 6 Hz),

7.49-7.45 (6H, m), 7.42-7.36 (7H, m), 5.53 (1H, s), 5.11 (IH, d, J =
10 Hz),

492 (1H, d, J= 10 Hz), 4.26 (2H, o, J =7 Hz), 4.22 (2H, d, J = 6 Hz
), 4.17

(2H, 9, J =T7Hz), 2.72 (3H, s), 1.30 (BH, t, J =7 Hz), 1.19 (GH, t,
J=17Hz).

(2) [({6—[(4" —=9OOETzZ)L—4—4)L) A*FI] —5—
ERAFO—2—AFILEYIDU—4—A)L} ALRZL) 7T/ EEg
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[0500]

[0501]
[0502]

[0503]

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhWUIZ [ ([B— (RDLAFY) —6—[1— (4" —HRBOOETx
ZI—4—AJ) —2—ITbrFI—2—FFYIFII] —2—-AFIEYS
DU—A4A—A)L} AIERZIL) TE/] BFEETFIL.20 g) ZAL. REEE
&40(0.035 g, UNE26%) ZEHBEIKRE L THI=,

mp: 236-238 °C.

'H-NMR (400 MHz, CDGl;) &: 11.32 (1H, s), 8.45 (1H, t, J

=5 Hz), 7.49-7.45 (6H, m), 7.38 (2H, d, J =9 Hz), 4.28 (2H, d, J =
5 Hz),

4.22 (2H, s), 2.64 (3H, s).

(Eefl 9 4)

[ ({6— [ (6—T)IAB—2—FTFI) AFJ)L] —6—E FOAFL—
2= AFIEYZTDOU—4—A)} AIKRZIL) T/] Bl

[1£191]

oH O

B N
7 N0
Ry o N =N

(1) (6—=2)ABA—2—FTFI) A2/ —]

[1£192]

BSOS
6—NAO0—2—FTFrIEAFILA0gETFSEFOT S (15 mL)
[CAfEL, ERFEKT. OCTKFRLLYFILTILE=UL (0.19 g) Z1R
RIZMAZT=#%., O°CTI3O0#nfE. TLICERTIHMEERLE. RIGEZO
CITAIML., KERUIEEE( M EEEM A zt, BLEH L. £ECTRE
LS FABL, ABREEKFES M OLTEBRLEZE, BETAKE
BETDHEITEY., Z0EEa1W0.89 g IWEREEM) ZHERENKELTE
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[0504]

[0505]

[0506]

[0507]

T=o

'H-NMR (400 MHz, CDGl;) & : 7.84-7.82 (2H, m), 7.79 (1H,

d J=9Hz), 7.51 (1H, d, J =9 Hz), 7.45 (1H, dd, J = 10 Hz, 3 Hz),
1.27 (1H,

dt, J =9 Hz, 3 Hz), 486 (2H, d, J =5 Hz), 1.75 (1H, d, J = 5 Hz).
(2) 2— (FAEAFI) —6—T)LAOFT2LY

[1£193]
(6—TNAO—2—FTFI) A28/ —)L0.89 g ZET,SEFO TS|
15 m) BB L. BERFHEKAT. 0OCT=R1E) > (0.24 mb) T L1=..
FIET3 04, RLWTEERT1. S5HMEH L. RISKICEAMKEBKSR
FTRUDLKBEREMA %, ARYEZHERIFILTHEL:-, AHELZSR
MBEKTHREL, BKREBT F)VLTERLIZE, RETAEEEERT
HIEICKY., ERIEEMU.1 g, REEEM) 2187,

'H-NMR (400 MHz, CDGl;) & : 7.83-7.80 (2H, m), 7.78 (1H,

d J=9Hz), 7.53 (1H, d, J =9 Hz), 7.45 (1H, dd, J = 10 Hz, 2 Hz),
7.29 (1H,

dt, J =9 Hz, 2 Hz), 4.65 (2H, s).

(3) (6—2/AB—2—FTFI) FEF=FYUIL

[1£194]

2— (FAEAFI) —6—T)LA0F248L20.1 %2048 (]
0mL) ITRFEL., P7oieF b L0.49 g, BIET RS TFILTUEZD
£:(0.16 g) RUK G ml) ZMA -1, ERFEXT. EETHREHEL <R
BLfz, RIERIZKEMZ, BFETFI/ILCTHE L%, AREZHBINEIEK
THREL, BAKERES ) VLTREL, BETBREZEERLER, &5
NEREEDUATILVASLIOINI ST —THRETLHZEITKY., &
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L& (0. 88 g, UXFRI5%) ZMIKME & L THT=,

'H-NMR (400 MHz, CDGl;) & : 7.85-7.80 (3H, m), 7.45 (1H,

dd, J =10 Hz, 3 Hz), 7.41 (1H, d, J = 9 Hz), 7.30 (1H, dt, J = 9 Hz,
3 Hz),

3.91 (2H, s).

(4) (6—7)LAA—2—FTF)L) BkEERN DL

[0508] [1£195]

[0509] (6—2iAB—2—F2TF)L) 7Er=F1JJL(0.88 g 2K G mb) IZEEH
L. BHEG ) #ma-%. SHMMBERL-. RIGREZERITHAL
KEMZE®, BERESIFIILI—TIILCHRE L, B%E*EKEET
FUDLTRRE Lz, BETBAEZEELE, MHEL-EREAIMT S
EI2&Y, (6—TAO—2—FTF)L) EFEE(0.97 g, INEEEM) &%
FEEAEE LTHE:

Jontz (6—2)LA0—2—3TF)L) EFEL(0.51 @9 &7 =K1 JL(10
mITEEL, Ro2ILTOI R0.36 m) RUREH )L (0.83 g ZmMA
=%, ERFEST. 1HEMBERRL-. RIG&IZKEMZ, BFEIFIL
THHE L%, AEEZENEBIEKTHREL. BKREBT L) VLTHEREL
fzo BMETBHEEZZELIER. BOhRLEEEZUATFLAS LY OT R
TT74—TRETDHIILITLY., ZRIELE®0.60 g, UIRZFKS82%) #ARBEIK
& LTH-,

'H-NMR (400 MHz, CDGl;) & : 7.79-7.72 (3H, m), 7.45-7.42

(2H, m), 7.36-7.31 (5H, m), 7.25 (1H, dt, J = 9 Hz, 3 Hz), 5.15 (2H,
s), 3.82

(2H, s).

(8) [({B— (RUVILFFXFY) —6— [2— (RUDLFFHY) —1
— (6—2IARA—2—FTFI) —2—FFYIFI] —2—FAF)LEY
SUOV—4—A)} ALKRII) TR/] BEBETTFIL
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[0510] [1E196]

BnO,C  OBa O

R S
T

[0511] EMEHI 72— (1) [TELT, (3, 4, 5—+Y2)LAOT7z)) Bl
IFILDRHYIZ (6—T)AO0—2—FTF)L) BFEENTIL(0.29 9 &
UEBEHI1— (3) THoNT ([ [6— (RVUDILFHY) —2—AF)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AIL] AILAR=ZL} 72/) BFBETFIL(0.24 @) ZAL., #ZRLEM(0.27 ¢

, IRE85%) #1E 1=,
'H-NMR (400 MHz, GDGl;) &: 8.33 (1H, t, J = 5 Hz),
7.71-7.65 (2H, m), 7.62 (1H, s), 7.51 (1H, dd, J = 9 Hz, 2 Hz), 7.40

(1H, dd, J

=10 Hz, 2 Hz), 7.36-7.19 (11H, m), 5.68 (I1H, s), 5.22 (1H, d, J = 13
Hz), 5. 11

(1H, d, d =13 Hz), 5.08 (IH, d, J =11 Hz), 4.79 (IH, d, J = 11 H2),
4.24 (2H,

a J=T7THz), 420 2H, d, J =5 Hz), 2.68 (BH, s), 1.29 (BH, t, J =
1 Hz).

(6) [ ({6—[(6—7)AO0—2—FTFJ) AFJ] —5—E KO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER

[ ({B— (RVUDIFFY) —6— [2— (RUDILAFY) —1— (6
—INAB—=2—FTFI) —2—FFVYIFI] —2—AFILEYIDY
—4—AJL} AILARZ)) T2/] BEFEETFILQO.27 g) ZEFEET 7L (5 mL)
([CBEfEL. 5%/35 D0 L—iEMERFE(0.050 g) ZMAT-#&. KEFHEKT.
ERTS5. SHMEERL-. RIEBREEZ4M4 FHBLI-E, 2RERETE
MLz, BON-REBZSUATIVASLIOI NI S 74 —THETSHZ
ElI2kY, [ ({6= [ (6—TNAO—2—FTF) AFJ] —5—k
FOFXSY—2—AFIEYSIDOU—4—AJL) AIRZ)L) FS/] BT
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[0512]

[0513]

[0514]

[0515]

FIL(0.16 g UXER92%) ZHEEERLE L TR -,
NFEAR/ =L@ mDITEREL, ERETKEIEF R DLKEERAM 1.5
mb ZMA., 1HERE#HLEE " BREL, RERICERO M ZEMNA.
ERT1HREEH L&, MHL-EAXRZSIML, BET6 0CTIZET S
C&lTkY, RELEMO. 14 g, UNFEI%) ZHBEIKRE L TH,

mp: 206 °C;

'H-NMR (400 MHz, CDGl;) &: 11.33 (IH, s), 8.44 (1H, t, J

=6 Hz), 7.79 (1H, s), 7.77 (IH, dd, J = 9 Hz, 6 Hz), 7.70 (1H, d, J
= 8 Hz),

7.54 (1H, d, J =8 Hz), 7.39 (1H, dd, J = 10 Hz, 2 Hz), 7.22 (1H, dt,
J = 9 Hz,

2 Hz), 4.33 (2H, s), 4.28 (2H, d, J = 6 Hz), 2.64 (3H, s).

(Eefl 9 56)

[ ({6— [8=9BO—4— (FYTILABQAFIL) RUDJ)L] —5—E
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
[1£197]

o4 0

Fck/j 1)[/ NGOH

(1) 4— (JAOFEAFI) —2—4HO00—1— (rYZILAOAFIL) R
oY
[1£198]
Gl “ar
Fscj /T
2—900—4—AF)Lb—1— (FYTILAOAFIL) ROE(0.98 g) F

voOoax4o (15 nl) ISERL, N—TAERI LU/ 2 K0.99 g RU 2

2" —F7JVER (4vIFFO=rYJ) (AIBN) (0.041 @) #mMA 1%
. BRFHESKT. SHEMBER Lz, RERICKEMZ, n—~AFH2T
AR EHME LR, ARELTEKEET M) JLTHEELE, BRETEE
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[0516]

[0517]

[0518]

[0519]

FBELIZR, BOoNEBEBZLUATLAS LI ORI NI ST —FEHT
5T EITKY, EZRIEEM0.28 g UNE21%) ZHKME & L TR,
'H-NMR (400 MHz, CDGl;) & : 7.67 (1H, d, J = 8 Hz), 7.55

(T1H, s), 7.38 (1H, d, J =8 Hz), 4.44 (2H, s).

(2) [8=9%BO0—4— (YTNLAOAFIL) TzZ)L] FEEZ R
L

[1£199]

g

EFIo4— (3) [TELT, 2— (FAOFEAFIL) —6—T)LAOF T4
LYORHYIZT4— (TOFAFI) —2—900—1— (FJTLAOA
FIL) RUE(0.28 g ZAL., ERELEM0.19 g, UNES3%) = HIKME
& LTHE-,

'H-NMR (400 MHz, CDGl;) &: 7.73 (1H, d, J = 8 Hz), 7.52

(T1H, s), 7.37 (1H, d, J = 8 Hz), 3.81 (2H, s).

(3) [8=%A0—4— (rYTLAOAFI) 7zZ)L] EFEETFIL
[1£200]

o ‘\E,Eﬂmf‘cogra

R
K3

[3—00—4— (RYZIABAFIV) Tz=)L] PEFZFRYILO.19
EIZ/—/)LE@mDITEFEL, BEEO D ZmA-&. ERFEKT.
9. SHRREIMEBERL:. RIGRIZKZMAZ, AHMZEZEHFBRIFILTHEL
fzth. BEHELEEMREBKRT M) VLKERTHEREL, BKEEBFLUY
LTER LIz, BETEAEEZZELE. BoNREZIVATILASA
DO LI T4 —THRETDHILITKY, BRELEWO.17 g, INFET6%)
ZEREMRMEL LTE-,

'H-NMR (400 MHz, CDGl;) &: 7.65 (1H, d, J = 8 Hz), 7.45

(1H, s), 7.29 (1H, d, J = 8 Hz), 4.18 (2H, a, J = 7 Hz), 3.64 (2H, s)
, 1,27
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[0520]

[0521]

(BH, t, J =17 Hz).

(4) ({[6— RuYILAFxY) —6— (11— [8—vOA—4— (+
JIIARBRAFI) Zx=)L] —2—IhFP—2—FFYIFIL} —2—
AFIVEYI DO —4—A)L] AIRZI) TE/) BEETFIL

[1£201]
EiOJC osn o
I\/:]/ ‘“/ \\*r N “COF
EMEHI72— (1) [CELT, (3, 4, 5—+U7)LARTz=)L) BFEk

IFILORHLYIZ [8—9O00—4— (FYTLABOAFIL) Tz=)L] B
BIF/)L0.17 g RUEMHI1 — (3) THoNT ({ [6— (RUDILF
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—AL] AIARZILY 7E/) BFEETFIL(0.16 g) ZAWL
. BEEEEW0.16 g, UNZE84%) E1F 1=,

'H-NMR (400 MHz, CDGl;) &: 8.36 (1H, t, J =5 Hz), 7.56

(1H, d, J =8 Hz), 7.43-7.36 (6H, m), 7.26-7.23 (IH, m), 5.41 (1H, s)
, 9.15

(1H, d, J = 11 Hz), 5.00 (1H, d, J = 11 Hz), 4.26 (2H, a, J = 7 Hz),
4.23 (2H,

d J=5Hz), 417-4.10 (2H, m), 2.71 (3H, s), 1.31 GH, t, J = 7 Hz)
, 1.18

(BH, t, J =17 Hz).

(56) [ ([{6—[83—=4BBO—4— (FYTLAOAFIL) R2DJL] —
S5—bERrFAFL—2—AFILEYZTDOU—4—A )L} AILKRZIL) TE/]
{30

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhbVIiZ ({ [6— (RVDILAFY) —6— [{1— [83—0O0—4— (
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[0522]

[0523]
[0524]

[0525]

FUZILAOAFIL) Tz )] —2—IZ bFP—2—-FFVYIFI} —2
—AFIEYITOU—4—A)L] AILKRZLY TE/) BEEETFIL(0.23 g)
ZRAL, 1ZEIEEW(0.076 g, UNZE49%) ZREFERBEKRE L THT

mp: 193-194 °C;

'H-NMR (400 MHz, CDGl;) & : 11.58 (1H, s), 8.49 (1H, brs),

7.59 (1H, d, J =8 Hz), 7.51 (1H, s), 7.36 (1H, d, J = 8 Hz), 4.18 (2
H s),

417 (2H, d, J = 6 Hz), 2.63 (3H, s).

(el 9 6)

({[6— (4=90OR—=3—AFIARUII) —5—EFOFI—2—4%
FILEYZ O —4—A)L] AIKRZIL) 7E/) BFEE

[1£202]

(1) (4—=900-3—AFILTzZ)) 2*%2/—)L
[1£203]

|
I
o \’fj

ZRFEKT. 4—JOF—1—900—-2—AFILR2E(0.66 mL) &7
FSERBIZS2A5 M) ISEBEL, —78CTn—TFILUFILDN—A
FHUBRKRA.6M 3.8mL)Z 20N FTTHETLEZE, FIET4 045MHEIRE
BLE, RISBICSNSHRILLATILTE R(0.20 g #MAf-%. 2. 5EMEH,
FTTCEREFTRAICKEL, RIGRIZBAIEBET VEZJLKBRZEZMA
HBRIFILCTAEDERE LR, AREEEKEES ) VLTREL
fzo BMETBHEEZZELIER. BOhRLEEEZUATFLAS LY OT R
TT74—TRETDHIILIZLY., ZRILEW0.45 g, IRFK61%) ZRKME L
L T#HE=,

'H-NMR (400 MHz, CDGl;) &: 7.32 (1H, d, J =8 Hz), 7.23
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[0526]

[0527]

[0528]

[0529]

(1H, s), 7.12 (1H, d, J = 8 Hz), 4.64 (2H, s), 2.38 (3H, s), 1.64 (IH
, brs).

(2) (4—9BO0—-3—AFILTxz=/L) EFEETFIL

[1£204]

eo,E
c;J T

EiEflo 44— (2) . 94— (3) RU95— (3) IZELT, (6—7I
AO—2—FTF)) A22/—LOKHLYIZ (4—H0O0—-3—-AF)LTzx
=)L) A%/ —)L(0.45g) ALY, ZRILEW0.41 g UNFE62%) #HIKME
& LTHEL,

"H-NMR (400 MHz, CDCl;) &: 7.28 (1H, d, J =8 Hz), 7.15

(1H, d, J=2Hz), 7.05 (1H, dd, J =8 Hz, 2 Hz), 415 (2H, q, J =7
Hz), 3.54

(2H, s), 2.36 (3H, s), 1.25 (3H, t, J =7 Hz).

(3) [({B— (RuVNLAFFY) —6— [1— (44— 0OB—3—HAF
WITZ)L) —2—ITbFRP—2—FFYIFI] —2—AFJLEYIDY
—4—A L} AILAKR=ZIL) TE/] BFEETFIL

[4£205]

£10,0 an {3

J/L N “CO,E

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDORHYIZ (4= 00—-3—AF)LT7xz=)L) BFEETFIL(0.21 g)
RUOEMRHF 1 — (3) THLM- ([ [B— (RUDILAFY) —2—4F
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AILARZILY TE/) BFEETFIL(0.24 g) ZAL., FEILEW (0. 27
g, UNEI8%) %181,

'H-NMR (500 MHz, GDGl;) &: 8.34 (1H, t, J = 5 Hz),

7.44-7.36 (5H, m), 7.24 (1H, d, J =8 Hz), 7.10 (IH, d, J =2 Hz), 7
06 (1H,
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[0530]

[0531]

dd, J =8 Hz, 2 Hz), 5.41 (14, s), 5.10 (1H, d, J = 11 Hz), 4.84 (1H,
d, J=11

Hz), 4.25 (2H, a, J = 7 Hz), 4.22 (2H, d, J = 5 Hz), 4.17-4.10 (2H, m
), 2.71

(3H, s), 2.28 (3H, s), 1.30 (BH, t, J=T7Hz), 1.17 GH, t, J =17 Hz)

(4) ([ [6— (4=90O=3—AFILRUDI) —5—EFOFI—
2= AFIEYZTDOU—4—A)] AIKRZILL TE/) Bl
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
Kb [ ([5— (RVDILAFY) —6— [1— (4—9DOO—3— 4
FILTIZII) —2—ThFP—2—FFYIFIIL] —2—AFJLEYED
v—4—AJL} AIRZL) TE/] BEEETFIL0O.27 o) 2R, RELS
#(0.095 g, UNEES5%) FHBENKE L THT-

mp: 192 °C;

'H-NMR (400 MHz, CDGl;) &: 11.30 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.24-7.22 (2H, m), 7.13 (IH, dd, J = 8 Hz, 2 Hz), 4.28 (2H,
d J=6

Hz), 4.11 (2H, s), 2.63 (3H, s), 2.33 (3H, s).

(Emefl9 7)

[ ([(B—EFRAFL—2—AF)L—6— [ (27 —AFIETz=Z)L—4
—qIL) AFII] EYETDOU—4—A} AILARZIL) 7E/] BFfg
[1£.206]

™3
T

-

(1) [ ({B= (RvVIAXY) —6— [2—TZrFP—1— (2" —
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[0532]

[0533]

AFILETIZIL—4—AI)) —2—FFYIYIFI] —2—AFJILEYED
—4—A )L} AILARZ)L) FE/] BEBETFIL
[1£207]

EtO,,C oen o

(}jJ\/J ;‘ TK& CO,E

EEFIO91— (1) THoOoNF [ ({B— (RVULFXY) —6— [1—
(4—70OFT7zIZ)) —2—-IhFL—2—FFVYIFI]I-2-FF)E
JEOU—4—A)L} AIRZIL) TE/] BEETFILO.17 9 RU (2—
AFILTTZIL) ROVEEO0.049 9)F 1, 2—DARFLIHU(6 ML) ITE
L, BRFEKT. TEIFR (M) ITTZIWRRT 4 2) INT DI LEE
{£(0.035 ) RU'Zwibt L L (0.091 g) #MA =%, 4BMMBEFRLL-
o RICERERZA DB LI-E, PREBETREL-. Gon-EKEED
DATNAZ LY BOT TS50 4—TRETHILITLY, FERILEWY0.09
4 g, UNEFE5H4%) E1FT-,

'H-NMR (400 MHz, CDGl;) &: 8.36 (1H, t, J = 4 Hz),

7.48-7.19 (13H, m), 5.56 (1H, s), 5.12 (1H, d, J = 12 Hz), 4.87 (IH,
d J=12

Hz), 4.25 (2H, q, J =8 Hz), 4.22 (2H, d, J =4 Hz), 4.20 (2H, q, J =
8 Hz),

2.74 3H, s), 2.25 (BH, s), 1.32 GH, t, J=8Hz), 1.20 BH, t, J =
8 Hz).

(2) [ ({Bs—EFAFY—2—SAFI—6—[ (2" —AF)LETz=
IW—4—AJL) AFIL] EYUSDOU—4—A )} hLRZ)L) 7=/ Bk
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ([5— (RVDILAFY) —6— [2—ThFP—1— (27

—AFILETIZ—4—A)L) —2—FFVIFI] —2—FFIJILE =
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[0534]

[0535]

[0536]

[0537]

DU—A4—A)L} AIERZIL) TE/] BFETFIL.094 g) ZAL, 1REEME
& (0.050 g, UNEB0%) FHBEKE L THT-

MS m/z: 392 (M+H)<;

'H-NMR (400 MHz, CD,0D) &: 7.40-7.14 (8H, m), 4.21 (2H,

s), 409 (2H, s), 2.63 (3H, s), 2.21 (3H, s).

(Eefl9 8)

[ ({6—[ (2" =TNLABETzZ)L—4—AJL) AFJ] —5—EF
OF S —2—AFIEYIDOU—A4—4)L} ALKRZL) 7T/ BEg
[1£.208]

OoH O

UOR 0 A

(1) [ ([{5— (RoVILFFY) —6— [2—IrFP—1— (2" —
TJILAOET T Z)—4—A)L) —2—FFYIFIL] —2—AFJ)LEY =
Do—4—qJL} AILRZI) TI/] BEEETFIL

[1£209]

Etogc OBﬂO
s \T/ NTTO0LE

ﬁLJ?

EEHIO7— (1) IZELT, (2—=AF)ILT7z=/L) RAOVEORDHYIZ

(2—704AB07x=)L) RO E(0. 067

g RUZERERFO1— (1) THoN= [ ( {B— (RUUILAFY) —6—

[1— (4—7AETzZ) —2—IrFP—2—FFYIFIL]—2—4

FILEYZ O —4—A)L} ALKRZIL) 7E/] BFBETFIL(0.23 9 &H
. ERIEEW0.13 g, UNES6%) 1B 1=,

'H-NMR (400 MHz, GDGl;) &: 8.35 (1H, t, J = 4 Hz),

7.48-7.19 (13H, m), 5.54 (1H, s), 5.12 (1H, d, J = 12 Hz), 4.86 (1H,

d J=12

Hz), 4.25 (2H, 9, J = 8 Hz), 4.22 (2H, d, J

4 Hz), 4.20 (2H, a, J =
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[0538]

[0539]

8 Hz),

2.73 (3H, s), 1.30 (BH, t, J =8 Hz), 1.20 (BH, t, J = 8 Hz).

(2) [ ([{6=[ (2 —TNLABETz=ZIL—4—AJL) AFJ] —5
—EROFXY—2—AFILEYIDU—4—A)L) ALKRZIL) FE/] BE
i

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ([5— (RVDILAFY) —6— [2—ThFP—1— (27
—ILABETIZI—4—A)) —2—FFYIFI] —2—FAF)LEY
SOU—4—A)} HILARZI) TER/] EFBEIFILO.13 g AL, EiE
LE&%(0.085 g, UNFEI6%) #EHBEIKE LTHT-,

mp: 163-164 °C.

'H-NMR (400 MHz, CD,OD) & : 7.49-7.12 (8H, m), 4.21 (2H,

s), 413 (2H, s), 2.63 (3H, s).

(Emefl 9 9)

[ ({6— [ (2" —=9BROEZ7z=)L—4—4AJL) AFJ] —5—EFO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
[{1£210]

EEFIO1T— (2) RU72— (2) IZELT, (4—2)LAB7z=))

AOVEORDYIC (2—9007x2)L) RO VEE(.075 g) RUSEEH 9
1— (1) TEoNI [ ([(B— RUDLAFY) —6—[1— (4—-T
AEJ7IZ)N) —2—-Ih¥—2—FFVYIFII]-2-AFIEYIDY
—4—AJ)L} AIARZI) TE/] BFETFILO.23 g ZRL., RELEW(
0.061 g, UXEE30%) *HBEKRE L TR,
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[0540]

[0541]

[0542]

[0543]

mp: 106-109 °C;
'H-NMR (400 MHz, CD,0D) & : 7.50-7.29 (8H, m), 4.22 (2H,
s), 413 (2H, s), 2.63 (3H, s).

(EHEH 1 00)
({[6— (4—TAOEAVDII) —5—bFAXFY—2—AFJILEYZD
v—4—A)L] AR} TZ/) BEEE

[{£211]
OH O
< A "’E\N'A‘COZH
Br”ﬁ\"’;[ \N&\f;& g
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KHYIZEEHFHO 1— (1) THoMNIZ [ ({B5— (RUDILAFHY) —6
— [1— (4—-7JO0OFE7zZ)) —2—IbrFv—2—FFYIFIL]—2—
AFIVEYSIOU—4—A )L} ALRZIL) TE/] BEETFILO.31 9 %
AL, ZEEE®0.14 g, UZFE69%) ZHEBEKE LTHT .

mp: 211-213 °C;

H-NMR (400 MHz, GD;OD) &: 7.41 (2H, d, J = 8 Hz), 7.25

(2H, d, J =8 Hz), 4.13 (2H, s), 4.12 (2H, s), 2.61 (3H, s).

(EHEHI 10 1)

[ (6= [ (2—=4%O0REZ7zZ/L—4—qJL) AFJ] —5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER
[{£212]

(1) (4—7JOE—-3—4v007xz=)L) BFEETFIL



WO 2011/132633 181 PCT/JP2011/059514

[0544]

[0545]

[0546]

[0547]

[1£213]
B R

EfEHoO5— (1) . 94— (3) RU95— (3) IZ#ELT, 2—/ 0O
—4—AFIL=1—= (FYTLFBAFI) ROEORDYIZT—-TOE
—2—900—4—AFILRUED2.5 g ZHL., ZREE¥0.098 g, UX
3. 1%) #=]1-,

'H-NMR (400 MHz, CDGl;) &: 7.55 (1H, d, J = 8 Hz), 7.39

(1H, d, J =2 Hz), 7.05 (1H, dd, J =8 Hz, 2 Hz), 4.16 (2H, a, J = 7
Hz), 3.55

(2H, s), 1.26 (3H, t, J =7 Hz).

(2) [ ({B— (RyDILAFXY) —6— [1— (4—TOE—3—-%0O
A7IZ)L) —2—IhFY—2—FFYIFII]—2—AFILEYZIDU—
4—A)L} AILAKRZL) TE/] BFETFIL

[{k214]

EO.C  OBR O
Ay~

SER et A
EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHYIZ (4—T0OE-3—90B07x=)L) BFEETF/L(0.30 g
RUOEMRHF 1 — (3) THLM- ([ [B— (RUDILAFY) —2—4F
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIILARZILY TE/) BFEETFIL(0.24 @) ZAL., REILEW(0.25
g, UNFET9%) #F1-,

'H-NMR (400 MHz, GDCl;) &: 8.35 (1H, t, J = 6 Hz), 7.49

(1H, d, J =8 Hz), 7.44-7.37 (5H, m), 7.35 (1H, d, J =2 Hz), 7.04 (1
H, dd, J =

8 Hz, 2 Hz), 5.36 (1H, s), 5.13 (1H, d, J = 11 Hz), 4.96 (1H, d, J=1
1 Hz),

4.25 (2H, 9, J =T Hz), 423 (2H, d, J =6 Hz), 413 (2H, q, J =T Hz
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[0548]

[0549]

), 2.70

(3H, s), 1.30 (BH, t, J=T7Hz), 1.17 (BH, t, J =7 Hz).

(3) [ ({B— (RyILAFY) —6— [1— (2—9OBRETzZIL
—4—qJ)) —2—ITbFL—2-FXYIFIN]-2—-AFILEYID—
4—A)L} AILAKRZL) TE/] BFETFIL

[{£215]

B, OBa Oli\
i /\/L\ o
NTTe0 B
3' T i “

(j

EREFI 91— (2) ICZELCT, (4—7)0407xZ)L) RAVEEORDH Y
[CT7zZLARAVEE(0.054 g), RO [ ( {B— (RVDLFHY) —6— [
1— (4-7AFETxIN) —2-TbFV—2-FFVYIFIN]-2-47F
WEYEDU—4—A)L} AIARZL) TE/] BBEBIFILORDYIC [ (
[(6— (R LAFY) —6— [1— (4—TOE—-3—90O0RT7z=)L
) —2—IhFI—2—FFYVIFII]-2—-AFILEYJIDOU—4—A)L}
AIKRZIL) 72/] EEEETFIL(0.24 g) #ALY., ZRLAW(0.18 g, INE
11%) & 1=,

'H-NMR (400 MHz, CDGl;) &: 8.38 (1H, t, J = 6 Hz), 7.47

(2H, dd, J =8 Hz, 2 Hz), 7.41-7.34 (9H, m), 7.25 (2H, d, J = 6 Hz),
5.46 (1H,

s), 5.15 (1H, d, J =11 Hz), 4.96 (1H, d, J= 11 Hz), 4.25 (2H, q, J =
7 Hz),

4.23 (2H, d, J =6 Hz), 417 (2H, o, J =7 Hz), 2.73 (3H, s), 1.30 3
H t, J=

7Hz), 1.20 BH, t, J =7 Hz).

(4) [ ({6—[(2—=9BO0EZzxzZ)L—4—AJL) AFJ)] —656—L
FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
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] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ({B— (RyDLAFY) —6— [1— (2—9DORETz=
W—4—A)) —2—T+rHI—2—FFYIFII]-2—-FAFILEYIDY
—4—A)L} AIARZI) TE/] BFETFILO.18 g ZRL., RELEW(
0.070 g, 4XZE57%) #HBEEKRE L TR,

mp: 195-197 °C;

'H-NMR (400 MHz, GDCl;) &: 11.34 (I1H, s), 8.45 (1H, t, J

=6 Hz), 7.49-7.23 (8H, m), 4.29 (2H, d, J =6 Hz), 4.19 (2H, s), 2.6
5 (BH, s).

(EHEHI 10 2)

[ ({6— [4—9B80—-3— (FYTNLABQAFIL) RUDJ)L] —5—E

FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk
[0550] [1£216]

[0551] (1) [4—9O00—-3— (FYZIAOAFIL) Txz=)L] EFEETFIL
[0552] [1b217]

FsC ~\\E,§/\\:E/”“002E1

e

[0553] EMEFIO6— (1), 94— (2) , 94— (3) RU95— (3) IZ#L
T, 4—70F—-1—900-2—AFIRUEORDLYIZ4—-TOE—
1—=200—2— (RYTLAFBAFIL) RUE2(0.74 g) LY, FiE1E
& (0.79 g, URZFE60%) EHRME L LTHE.
'H-NMR (400 MHz, GDCl;) &: 7.61 (1H, d, J = 2 Hz), 7.47
(1H, d, J=8Hz), 7.41 (1H, dd, J =8 Hz, 2 Hz), 418 (2H, q, J =17
Hz), 3.64
(2H, s), 1.27 (BH, t, J =7 Hz).
(2) ({[B— (RvoILAXY) —6— {1—[4—90OB—-83— (h
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[0554]

[0555]

JZ)A[AFIL) Jx=)L] —2—IbXFP—2—FFYIFIL} —2—
AFILEYIDOU—4—4J)L] hILRZILY 7F=/) BFEETFIL
[1£218]

EIO,C O8n O

FiCo o /L\% )L‘N/\CO' £t
T T 4§ E

O/if uTm

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIC [4—90B8—-3— () TAOAFIL) Tz=)L] B
BIF/L0.27 o) RUEMHI1— (3) THoNF ({ [6— (RUDILF
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—AL] AILARZILY 7E/) BFEETFIL(0.24 g) ZAWL
. BEEEEW0.29 g, UNEI6%) /T,

'H-NMR (500 MHz, CDGl;) &: 8.35 (1H, t, J =5 Hz), 7.59

(1H, s), 7.44-7.37 (7H, m), 5.41 (1H, s), 5.13 (IH, d, J = 11 Hz), 5
04 (1H, d,

J=11Hz), 4.28-4.21 (4H, m), 4.17-4.11 (2H, m), 2.70 (3H, s), 1.31
(3H, t, J

=7 Hz), 1.17 BH, t, J =7 Hz).

(3) [ ({6—[4—980—-3— (FYTIABAFIL) RUDIL] —
S5—bERrFAFL—2—AFILEYZTDOU—4—A )L} AILKRZIL) TE/]
{30

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
Khyiz ({ [6— (RVDILAFY) —6— [1— [4—9DOO—-3— (
FUZILAOAFIL) Tz )] —2—IZ bFP—2—-FFVYIFI} —2
—AFIEYIOU—4—A)L] AR} 7TE/) BFEETFIL(0.29 g)
ZRL., FEIEE®0.10 g, IRZES2%) ZABEMKE L THET-.

mp: 198 °C;
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[0556]

[0557]

[0558]

[0559]

'H-NMR (400 MHz, CDGl,) &: 11.35 (1H, s), 8.44 (1H, t, J

=6 Hz), .71 (1H, d, J=2Hz), 7.50 (1H, dd, J = 8 Hz, 2 Hz), 7. 41
(1H, d, J

=8 Hz), 429 (24, d, J

6 Hz), 4.19 (2H, s), 2.63 (3H, s).

(EHEHI 10 3)

[ ({6—[ (4" = OOEZ7zZ)L—83—4JL) AF)L] —5—E kO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
[1£219]

%ﬁrglﬁawﬁ
v
(1) [ ({B—= (RVIUILAXY) —6— [1— (3—TOETZI)
—2—IbrFI-2—FFVIFIL]-2—AFIEYJZIDOU—4—AJL} B
IWR=ZJL) 72/] BFBETFIL
[1£220]

£10,0 OBn

Br-. /J/L \{ N G0

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHYIZ (3—TBETz=IL) EFEEITFIL(1.8 g) RUSENERI 1 —
(8) THoNfz ({ [B— (RUDLFFY) —2—AF)L—6— [ [ (

FUTLABAFIL) RILKRZIL] X2} EYSTDOU—4—4)L] ALK

ZINY 7R/) BEBETFIL(A.8 o) AL, EEREEMO.0 g, INFE48%) &

B/,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 5 Hz),

7.49-7.34 (JH, m), 7.16 (2H, d, J = 8 Hz), 5.42 (1H, s), 5.10 (1H, d,
J=10

Hz), 4.92 (1H, d, J = 10 Hz), 4.25 (2H, o, J = 8 Hz), 4.22 (2H, d, J

=5 Hz),
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413 (2H, o, J =8 Hz), 2.70 (3H, s), 1.30 BH, t, J =8 Hz), 1.17 3
H t, J=
8 Hz).
(2) [ ({B— (RDLFFXY) —6—[1— (4" —HYOpETz=
W=3—A)) —2—IrFI—2—-FFYIFI] —2—AFJLEYZD
—4—A L} AILAKR=ZIL) TE/] BFEETFIL
[0560] [1E£221]

G N EtOeC, OBn O
9 i

e j N “TooE
ISR /N

[0561] ZEMEFIO 1 — (2) ITELT, (4—7/AO0T7z=)L) ROVEORDLY
[ (4—DoBp7xz=)L) RO VEEO. 11
g. RO [ ({5— (R ILFHY) —6—[1— (4—TRETzZIL
) —2—IhFI—2—FFYVIFII]-2—-AFILEYJIDOU—4—A)L}
ANKRZIL) TE/] BBEBIFILORDYIZ [ ( {B— (RUDILAFY)
—6— [1—(3—7JO0ET7zxI)L) —2—I+rFP—2—FFVIFIL]I-
2—AFIEYZTDOU—4—A)) AILKRZI) PE/] BFEETFIL(0.34 g
) ERL, ZEEEAW0.26 g, UNERT2%) /1=,
'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 4 Hz),
7.47-7.29 (13H, m), 5.55 (1H, s), 5.10 (1H, d, J = 12 Hz), 4.86 (IH,
d J=12
Hz), 4.24 (2H, q, J =8 Hz), 4.21 (2H, d, J =4 Hz), 4.20 (2H, q, J =
8 Hz),
2.72 (3H, s), 1.30 (BH, t, J =8 Hz), 1.19 (BH, t, J = 8 Hz).
(3) [ ({6—[(4" —=9OOETTZIL—83—4JL) A*FJ] —5—
ERAFO—2—AFILEYIDU—4—A)L} ALRZL) 7T/ EEg
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
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KbYIZ [ ({B— (RuILAFY) —6— [1— (4" —HOBOETZ
ZI—83—AJ)L) —2—IT+rFL—2—FFYIFI] —2—AFJILEY =
DU—A4A—A)L} AIERZIL) TE/] BFEETFIL.26 g) ZRAL. REEE
E%0.14 g, IREKTI%) ZEEBEKRE LTHE.

MS m/z: 412 (M+H)~;

'H-NMR (400 MHz, CD,0D) & : 7.59-7.56 (3H, m), 7.42-7.32

(BH, m), 7.17-7.12 (2H, m), 4.22 (2H, s), 4.12 (2H, s), 2.62 (3H, ).

(EHEHI 10 4)
[ ({2—ZFI—6—-—EFAXP—6— [4— (FUTLABDAFIL) R
DUN] EYVEOU—4—A )} HILRZIL) TE/] EFER

[0562] [1£222]

O

ey

ﬂ }J Nrﬁ TCOH

Fie 1

[0563] (1) ({[56— (RvUILAFXY) —2—IFIL—6— { [ (MDA
AXAFIL) RIWKRZIL] FF2) EYVITDOU—4—A)L] AILKRZILY T3
/) EFEETFIL

[0564] [1£223]

OBn O

oo~
TIO““:@/L\“?’ \H/ TCOLEL

N._zN

"
[0565] EMEHI1— (1) M1 — (3) ICELT, IZVAMIHI N BERIEORKD
WIZTa/N 4243 K IERIEQ.S
g) AL, ZEREIEEM@. 6 g UNEFE4L0%) =FT-.
'H-NMR (500 MHz, GDCl;) &: 8.19 (1H, t, J =5 Hz), 7.51
(2H, dd, d =7 Hz, 2 Hz), 7.41-7.35 (3H, m), 5.23 (2H, s), 4.28 (2H,
a, J =17
Hz), 4.24 (2H, d, J =5 Hz), 2.98 (2H, aq, J =7 Hz), 1.36 (3H, t, J =
7 Hz),
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[0566]

[0567]

1.33 BH, t, J =7 Hz).

(2) ({[B— (RUDLAHFY) —6— [2— (RUDILFFHFY) —2
—FA*XxY—1—[4— (FYTILAOAFI) 7TZ)L] TFJ} —2—1IT
FILEYSOU—4—A)L] AILRZJL} 72/) BFBETFIL

[1£224]

Bro,C  OBn O

i -
é/?\; o \ﬁ/ \H‘__l/,ﬁ\\ﬁz \COQEK

Ap NN
B

-

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ [4— (FUTLADOAFI) 7zZ)L] EEEERND DL
29g). RO ([ [B— (RvULFHY) —2—AF)L—6— [ [ (YT
LABAFIL) RIRZIL] #FD) EYVIDOU—4—A)L] ALKRIIL]
T2/) BRI FILORDYIC ({ [6— (RUDILAFXY) —2—-IFI)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AIL] AILAR=ZL} 72/) EFBETFIL(0.25 @) ZAL., #ZLEM(0.18 ¢
, URE55%) #181=,

'H-NMR (400 MHz, CDGl;) &: 8.38 (1H, t, J = 6 Hz), 7.51

(2H, d, J =8 Hz), 7.39 (2H, d, J = 8 Hz), 7.38-7.33 (BH, m), 7.31-7.
30 (3H,

m, 7.22-7.20 (2H, m), 5.55 (1H, s), 5.18 (1H, d, J = 11 Hz), 5.16 (1
H d J=

12 Hz), 5.09 (1H, d, J =12 Hz), 5.09 (1H, d, J = 11 Hz), 4.25 (2H, ¢
, J =1

Hz), 4.22 (2H, d, J =6 Hz), 2.94 (2H, 9, J =7 Hz), 1.32 (3H, t, J =
7 Hz),

1.30 BH, t, J =7 Hz).

(8) [ ([2—IF)—5—EFOFL—6— [4— (FYTLADAF
L) RUDIL] EYETVU—4—AL} AILRZ)L) 72/ Bk
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
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[0568]

[0569]

[0570]

[0571]

(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
LDOEDHLYIZ ({ [6— (RVDILAXY) —6— {2— (RUIUILAHD
) —2—FFV—1—[4— (M)TNLABAFI) Txz=)L] TFIL} —

2—IFINEYZTDOU—4—A))L] AILKRZ)L} PE/) BFEETFIL(0.18 g
) ZEFAL, ZREEEM (0.068 g, UNZE64%) ZHBEARE L THT -,
mp: 181-183 °C:
'H-NMR (500 MHz, DMSO-d;) & : 12.88 (1H, s), 12.04 (1H,
s), 9.47 (1H, t, J=6Hz), 7.56 (2H, d, J =8 Hz), 7.51 (2H, d, J =
8 Hz),
4.24 (2H, s), 4.00 (2H, d, J =6 Hz), 2.84 (2H, q, J = 8 Hz), 1.28 (3
H t J=
8 Hz).

(EiEHlI105)

({[6— (3, 4=290ORUDI) —2—IF)IL—-5—EFOFTE
JEOU—4—A)L] AIARZILY TE/) BEFER

[1£225]

[ ]

Ak
I{ fﬁ GO
T

(1) ([ [B— (RVNLFFY) —6— [2— (RUDLFFHY) —1
— (3, 4—29007xZ)) —2—FFYIFIL] —2—IF)LEYZ
DUu—4—AJ)] AILKRZLY TE/) BFETFIL

[1£.226]

BﬁOZC an s

\T/‘E/ N0k
EL }/

Cl

EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt
IFILOKDLYIZ (3, 4—2os007xz=)L) BFEERODIL(0.29 8. &
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V([ [B— (RuUDILAFY) —2—34FI—6— [ [ (FUZ/LADOA

FIL) RIWEKRZL] #F2F EVEDOU—4—A)L] AILKRZLY TE/)

HEIFILORDYICEEFHNI104— (1) THROHNF ([ [6— (RUD

WAFY) —2-—IFNL—6— { [ (FUTILAOAFIV) RJLIRZIL] F
o EUSTOU—4—A)] ALURZIL TE/) BFEETFILO.25 9) %

L. ZEEE%0.25 g, INETI%) 5/ 1=,

MS m/z: 636 (M+H)*.

(2) ({[6— (8, 4—>4HO0O0ARVYIL) —2—IF),—5—FE KO

FOEYIOU—4—AL] AR} TE/) BFEE

EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI

FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF

LDOEDHLYIZ ({ [6— (RVDILAXY) —6— [2— (RUIUILAHD

) —1— (3, 4—o9007xZ)L) —2—FFVYIFI] —2—-IFI
EVIOU—4—A)L] AIKRZLY T2/) BFEETFIL(0.44 g) ZRAL.
ZEEE (0. 13 g, UNESS%) #HEEEIKE L THT-,

MS m/z: 384 (M+H)~*;

'H-NMR (400 MHz, DMSO-d;) & : 12.86 (1H, s), 12.02 (1H,

s), 9.43 (1H, t, J=6Hz), 7.56 (1H, d, J =2 Hz), 7.55 (1H, dd, J =
8 Hz, 2

Hz), 7.25 (1H, d, J = 8 Hz), 4.15 (2H, s), 3.99 (2H, d, J = 6 Hz), 2

83 (2H, q,

J=8Hz), 1.27 BH, t, J = 8 Hz).

(EHEHI106)
({[6— (3, 4—29OORUYJL) —5—EFOFxP—2-T0OEL
EJIorv—4—A)] AR 7TE/) Bl

[0572]
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[0573]

[0574]

[0575]

[1£227]

é

A N‘/ “COH
DR &

h
(1) ([ [B— (RVNLFFY) —6— [2— (RUDLFFHY) —1
— (8, 4—>yAA7zZ)L) —2—FFVYIFI] —2-T0OEILEY
SUOV—4—A)] ALKRIILY TR/) BEBETTFIL
[1£228]

BaOac OBn o

{j v N TCouE
?

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHLYIZ (3, 4—2HOnT7xz=)L) BFEARDD)L0.59 g), &
V([ [B— (RuUDILAFY) —2—34FI—6— [ [ (FUZ/LADOA
FIL) RIRZI] F2) EYETDOU—4—A)L] AILKRZIL TE/)
BRI FILORDYICEREF 12— (1) THoNE ([ [6— (RUDL
TH*Y) —2—-JOEL—6— [ [ (FUTILAAAFIL) RJLRZJL] F
¥ EUSTOU—4—A)] ALRZIL TE/) BrEETFIL(0.50 ) &
L. ZEEE0.57 g, INE88%) /1=,
MS m/z: 650 (M+H)~.

(2) ({[6— (8, 4—yHOOARUP)) —5—bROFL—2-T
AEILEYIOU—4—4)L] AILAKRZLY T2/) Bl
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
LDOEDHLYIZ ({ [6— (RVDILAXY) —6— [2— (RUIUILAHD
) —1— (3, 4—29007z=)L) —2—FFYIFIIL] —2—-T0F
WEYEDOU—4—4)L] AILAKRZLY T2/) BFBETFIL(0.57 g ZAL
. ERIEE®0.29 g, INFE81%) FABERKE LTHE.
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MS m/z: 398 (M+H)+;
'H-NMR (400 MHz, DMSO-d;) & : 12.84 (1H, s), 12.02 (1H,
s), 9.43 (1H, t, J=6Hz), 7.56 (1H, s), 7.54 (1H, d, J =8 Hz), 7.2

5 (1H, d,
J=8Hz), 415 (2H, s), 3.99 (2H, d, J =6 Hz), 2.79 (2H, t, J =8 H
z), 1.76

(2H, ta, J =8 Hz, 7 Hz), 0.90 (BH, t, J =7 Hz).

(EHEHI 10 7)
[ ((B—EFAFXY—2—-T0OEL—6— [4— (FUTILFOIAFIL)
RUDIL] EVEDU—4—A)L} AILKRZIL) /] Bl

[0576] [1£229]

[0577] =Bl 72— (1) RUF94— (6) ICZELT., (3, 4, 5—rYTILF
A7x=)L) BFBIFILORDYIZ [4— (M) TILAOAFIL) TxZ)L
] EFBBRUDIL(0.59 g). BRU ([ [B— (RUDILAHFY) —2—AF)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AI] AILRZLY TE/) BRI FILORDYIZEREF 12— (1) TH
btz ({ [6— (RDLAFY) —2—-TOEL—6— [ [ (FUTL
AOAFIL) RILKRZIL] AFRD) EVEZOU—4—A)L] AILRZIIL} 7
/) BFERTFIL(0.50 g) ZAL, RREILEM(0.28 g UXEBT%) ZHEE
KeELTHT-,

MS m/z: 398 (M+H)*:

'H-NMR (400 MHz, DMSO-d;) &: 12.85 (1H, s), 12.02 (IH,

s), 9.43 (1H, t, J=6Hz), 7.65 (2H, d, J =8 Hz), 7.49 (2H, d, J =
8 Hz),
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[0578]

[0579]
[0580]

[0581]

[0582]

4.23 (2H, s), 3.99 (2H, d, J =6 Hz), 2.79 (2H, t, J =8 Hz), 1.77 (2
H ta, J=
8 Hz, 7 Hz), 0.90 (BH, t, J =7 Hz).

(1 08)
({[6— (4—9O00—3—IF/ILRUYJ) —5—bFAOFL—2—4
FILEY)RTOU—A4—A)L]1HILARZIL) 72 /) BFER

[1£230]
78
S T, M
S
(1) RUZILAOA R VR AVEA—-2OO0—-3—ITFI/)LTZ)L
[16231]
mi/j
4—500—3—IF/)LT7x/—J)L0.78 gZE2HrOOAR> (10 m)IZEfAR

L. E2FRFEKT. FUIFILT7220.84m) ZmMAf-%, —78CTHrY
FZNAOARRILARUEBEK(O.0nD) ZFTL, RIETA4RMEERLE-
o RINHICKEMZ., ARMEHERTFILCHE L%, BREZHANRE
KTkiEL, BKRES ) DLTHEEL, BETBREEZZEL-E. &
SBN-BREZUATILASLIAR NI ST —TRETHIEIZEY,
ZEEEEM (1.4 g INEIN%) #BEHRYME & LTH,

'H-NMR (400 MHz, CDCl;) &: 7.41 (1H, d, J =9 Hz), 7.15

(1H, d, J =3 Hz), 7.07 (1H, dd, J =9 Hz, 3 Hz), 2278 (2H, q, J =17
Hz), 1.25

(3H, t, J =7 Hz).

(2) 4= 0R—3—IFILEREFHBAFI

[1£232]

Sy

o
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[0583]

[0584]

[0585]

[0586]

F)ZILABOAZ ALK VEA—-AO0—-3—IF/ILT7x=/L(1.4 g &N
N=SAFILHRIILLTE FO0 ML) R AR/ —/L(10 L) OREBEITAE

L, BRSO LUNDTIZNUNERRA T/ 7zt —29 0044

VEERO0.17 g RUMYIFILTIOO.3 M) EME %, —BIERFOK

E)FHEKT. 6 OCTA4BMER L, RERITKEMZ., ARMEEET

FILTHE L%, AHEFRMBEKTHEL. BKEBST ) ULTE

Bl BETBAEZBEELR, Gon-EEE VAT ILAZLI0X
NS4 —THRETEHILITKY, FRRLEW0.81 g UNZE86%) & ihik

My & LTHT,

'H-NMR (400 MHz, CDCl;) &: 7.92 (1H, d, J = 2 Hz), 7.80

(1H, dd, J =8 Hz, 2 Hz), 7.40 (1H, d, J = 8 Hz), 3.91 (3H, s), 2.80
(2H, a, J

=7 Hz), 1.26 3H, t, J =7 Hz).

(8) (4—4/0OO0—-3—IFILTz)L) BEBERO D)L

[1£233]

. 2
- .

N :U\:j/\cozen

EEFO4— (1) hH594— (4) ICELT, 6—T)ILAB0—2—FT
IBAFILORDYIC4A—HDO0-3—IFILREFHRAFIL0O.81 g9 %H
Ly, ZEEEEW(0.83 g, UNET0%) ZE|EHRME L LTHE.

'H-NMR (400 MHz, GDCl;) &: 7.38-7.29 (5H, m), 7.28 (1H,

d J=8Hz), 7.14 (1H, d, J =2 Hz), 7.05 (1H, dd, J = 8 Hz, 2 Hz),
513 (2H,

s), 3.62 (2H, s), 2272 (2H, a, J =T Hz), 1.21 (3H, t, J =7 Hz).
(4) [ ([{B— (RUDILFFY) —6— [2— (RUDLFFHY) —1
— (4—00-83—IF)ILT7zZ)) —2—FFVYIFI] —2-AF)
EUSOU—4—AL) ALiRZ)L) F2/] BFEETFIL
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[0587]

[1£234]

BnO;C OBﬂ {3

-7 ‘; \{ ?\E TO0,E:
S

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHLYIZ (4—900—-3—IFILTxz=)L) BFEERDIL(0.29 ¢
)RUZERHI1— (3) THoONT= ([ [6— (RVDILFHY) —2—AF
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIILARZILY TE/) BFEETFIL(0.24 g) ZAL., RE1LEW(0.28
g, UNEI%) %1B1-,

'H-NMR (400 MHz, GDGl;) &: 8.32 (1H, t, J = 6 Hz),

7.39-7.29 (8H, m), 7.23-7.21 (3H, m), 7.13 (1H, d, J =2 Hz), 7.05 (1
H, dd, J =

8 Hz, 2 Hz), 5.47 (1H, s), 5.18 (1H, d, J = 13 Hz), 5.09 (1H, d, J
13 Hz),

5.05 (1H, d, J =11 Hz), 487 (1H, d, J=11Hz), 424 (2H, q J=17
Hz), 4.21

(2H, d, J=6Hz), 2.71 (2H, a, J =7 Hz), 2.67 (3H, s), 1.31 (3H,
J=1

Hz), 1.14 (BH, t, J = 7 Hz).

(8) ({[6— (4—900-3—IFILRUI)) —5—EFOFI—
2—AFIVEYIDOU—4—A )ALLK} T2/) BlE
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD
) —1— (4—9O00—-3—IFILTIZI) —2—FFYIFI] —2—
AFIVEYI D —4—A)L} AIARZIL) TE/] BFBETFIL00.28 g) %
AL, ZEEE™m0.11 g, IRZFE64%) ZHEREKE LTH .

o
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mp: 172 °C;
IH-NMR (400 MHz, CDCl;) &: 11.31 (1H, s), 8.44 (IH, t, J
=6 Hz), 7.25 (1H, d, J =2 Hz), 7.22 (1H, d, J = 8 Hz), 7.13 (1H, dd

, J=28

Hz, 2 Hz), 4.29 (2H, d, J =6 Hz), 4.13 (2H, s), 2271 (2H, q, J =T H
z), 2.63

(3H, s), 1.20 (BH, t, J =17 Hz).

(M1 09)
[ ({6— [ (6—AFI—2—FTF)) A2FJL] —56—EFrFAFL—2
—AFILEYETOU—4—A )L} AILKRZIL) TE/] BFEg

[0588] [1£235]

on o
AL
[0589] (1) FUIZILABOAZURILKRUEE (6 —AFIL—2—FTFI)
[0590] [1£236]
o0
[0591] =fEHI1 08— (1) ICFELT, 4—9/00—-3—-IF/LT7z/—ILOKD
VIZ6—AFIL—2—FT k—JL(0.77
g) ZRL., ZRE™m (.3 g UNEI%) EHIKME L L THT-
'H-NMR (400 MHz, GDCl;) &: 7.83 (1H, d, J = 9 Hz), 7.77
(1H, d, J=8Hz), 7.70 (1H, d, J =2 Hz), 7.66 (1H, s), 7.42 (1H, d,
J=28
Hz), 7.33 (1H, dd, J = 9 Hz, 2 Hz), 2.53 (3H, s).
(2) (6—AFI—2—FTF)L) BEFEETFIL
[0592] [1£237]

: rlp’xz,‘/x\a‘ /\Cozgt
P ‘\J

OTf
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[0593] FUTINABARURILKRVEE (6 —AFIL—2—FTFIL) (1.3 g &N,

[0594]

[0595]

N—UAFILRILLT S FQOmDICHEHEL, EX (EFa75—k) ROy
(1.4 ), BIENRZOTLUANIT, 17 —ERXR (PTTZIKRRT /) 7
IO0t2]—2o08 A2 D8E0.17 o) RUEFEEH U 7L (1.4 g ENMA T
%, 9O CTSHMER L, RINKRIZKEMZ., EHYMEHEBTFILTH
L%, AREEZRNBEKTESRL, BKRES M) ILTEELR,
BETBEEZRELI-ER. BOoNEREZDVATLAS LA TS
A —THRETHIILITKY, 6—AFIL—2—FTFIIHRAVEEFI—IL
TRATILVEHRMEELTELZ, ChETRZERAT5220 mb) [TIEFEL
. JOEEEETFILO.77 mb) . BFEE/XS 0L 0.052 g). U (o— kU
W) RRT 42(0.21 @), BNV ILG.2 g RUKO. 17 mb) #MA =%
. EET24BRMIBH L, RISRICKEZEMZ., BEYEEETFILCHEY
Li-%. ARBELANMBIEKTHEREL. BKRET N VLTERE L, B
ETBEEEBEL-R, GONEREEZL VATV AZLIAIRNITZT4
—TRETHILICKY., ZRIEEM0.31 g UNEK30%) ZABEKE LT
B/,

'H-NMR (400 MHz, GDCl;) &: 7.73-7.67 (3H, m), 7.58 (1H,

s), 71.38 (1H, dd, J =8 Hz, 2 Hz), 7.30 (1H, d, J = 8 Hz), 4.16 (2H,
q, Jd =17

Hz), 3.75 (2H, s), 2.50 (3H, s), 1.25 (3H, t, J = 7 Hz).

(83) (B—AFI—2—FTFI) BFEEERVDIL

[1£238]
(6—AFI—2—FTF)L) BFEETFIL(0.31 @) Z A%/ —)L3 mL) RV
ThZERETZS20.5 nl) OEEBECEHL, KEIED Y D LKER Q2
M, 1.3 ml) Zmx =%, EETI1HHEERLEL. RERITERO N ZM,
EMYMESIFILI—TICTHELE, AREEL8EKFEET ) JVLTE
L, BMETBEZEZBETDHLITEY, (B—AFIL—2—FTFI)
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[0596]

[0597]

HZHBRERE L TRz, ChE7ER=FYLG M) ITEREL, R0
LITOZ RO 19 M) RUKREHYDLQ.36 o) Mk, BRFHKT.
SEFMEIMBER LT, RISEITKEMRZ, ERYEERIF/ILCTHE L&
. AHEZRNBIEKTESEL, BKRES M) VLTEEL, BETE
WEBELI-&, BoN-BREEZUATLISLYOT LT ST 4 —TH
HEgHIEIkY, ERIEEW0.21 g INFEDL%) FABEKE LTHE.

'H-NMR (400 MHz, GDGl;) &: 7.72 (1H, d, J = 9 Hz),

7.69-7.67 (2H, m), 7.59 (1H, s), 7.38 (1H, dd, J = 8 Hz, 2 Hz), 7.34-
7.29 (6H,

m, 515 (2H, s), 3.81 (2H, s), 2.50 (3H, s).

(4) [ ([{B— (RUDILFFY) —6— [2— (RUDLFFHY) —1

— (B=AFIL—2—FTFI) —2—FFYIFII] —2—AF)LEY =
DUu—4—AJ} AIKRZL) TE/] BFETTFIL

[1£239]

BrO,C  OBa O

N N S
NN h ‘L“\“I/L‘ss/ “OE
/[\‘)'E I N N H
o Ry \E”’

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDROYIZ (6—AFIL—2—FTFIL) BFEERXDDIL0.21 g RV
EiEfl 1 — (3) THoN:: ([ [6— (RUDILFFHY) —2—AF)L—
6— [ [ (FUTLABAFI) RANNFKZIL] £F2) EVZDOU—4—4
L] AILARZILY TE/) BFEETFIL(0.17 g) ZRLY, #ZREEW0.15 g,
IRE66%) ==,

'H-NMR (400 MHz, GDCl;) &: 8.33 (1H, t, J = 6 Hz), 7.67

(1H, d, J =9 Hz), 7.61-7.56 (3H, m), 7.45 (1H, dd, J = 9 Hz, 2 Hz),
7.37-7.22

(11H, m), 5.70 (1H, s), 521 (1H, d, J =13 Hz), 510 (1H, d, J =13
Hz), 5.06
(1H, d, J

10 Hz), 4.71 (1H, d, J = 10 Hz), 4.24 (2H, a, J = 7 H2),
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[0598]

[0599]
[0600]

4.20 (2H,

d J=6Hz), 268 (3H, s), 2.49 BH, s), 1.29 GH, t, J =7 H2).
(58) [( (6= [(B—AFI—2—FTFI) AFJ] —5—EFOF*
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER

EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI

FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF

WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD

) —1—=A(B—AFI—2—FTFI) —2—FFVIFI] —2—2AFIL
EJSOU—4—Aa)} ALRIIL) TE/] BFEETFIL(0.15 g ZRAL,
ZE0iE &M (0.058 g, UNZFE67%) HBEEE L THT-.

mp: 174 °C;

'H-NMR (400 MHz, CDGl;) &: 11.31 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.74 (1H, s), 7.78 (1H, d, J = 8 Hz), 7.66 (1H, d, J = 8 Hz)

, 1.95

(1H, s), 7.47 (1H, d, J = 8 Hz), 7.28-7.26 (1H, m), 4.32 (2H, s), 4.2

7 (2H, d,

J =6 Hz), 2.64 (3H, s), 2.47 (3H, s).

(EHEHI110)

[ (6= [ (4", 6—2900EZ7zZ)L—3—4JL) AFJ] —5—
ERAFO—2—AFILEYIDU—4—A)L} ALRZL) 7T/ EEg
[1£240]

(1) (83—7JOE—4—45007zxz=)L) BFEETFIL
[16241]

Breo o -
‘ r“j GO

op
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[0601]

[0602]

[0603]

EMEHIO 4— (3) RUU95— (3) ITELT, 2— (FAEAFI) —6
—J0FA0F 72 Lo0ORbYIc2—-—TJOFE—4— (FJOFAFIL) —1—
oBRaRVED (1.9 g ZAV., REIEEW (2.0 g, UNEBT%) B 1=,
'H-NMR (400 MHz, CDGl;) &: 7.56 (1H, s), 7.40 (1H, d, J =

8 Hz), 7.18 (1H, d, J =8 Hz), 4.16 (2H, q, J = 8 Hz), 3.56 (2H, s),
1.26 (3H,

t, J =8 Hz).

(2) [ ({B— (RoDILA*Y) —6— [1— (83—THOE—4—%O
A7IZ)L) —2—Ih¥xY—2—FFVYIFII] —2—AFIEYIDY
—4—A L} AILAKR=ZIL) TE/] BFEETFIL

[{£242]

£OC OB O
RESTART

EREFI72— (1) ITELCT, (3, 4, 5—+YT)IADTz=)L) EFER
IFILORHYIZ (3—TBE—4—900T7x=)L) BFEETFIL(0.56 g)
RUOEMRHF 1 — (3) THLM- ([ [B— (RUDILAFY) —2—4F
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIILARZILY TE/) BFEETFIL(0.48 g) ZAL., 1RELEW (0. 36
g, UNE59%) #F1-,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J = 4 Hz), 7.50

(1H, s), 7.44-7.15 (7H, m), 5.36 (1H, s), 5.12 (I1H, d, J = 12 Hz), 4.
95 (1H, d,

J=12 Hz), 4.25 (2H, 9, J =8 Hz), 4.21 (2H, d, J = 4 Hz), 4.12 (2H,
q J=238

Hz), 2.70 (BH, s), 1.30 BH, t, J=8Hz), 1.17 (BH, t, J = 8 Hz).
(3) [ ([{B— (RvDLFXY) —6—[1— (4", 6—o0O0OE
TJIZ)—83—AJ) —2—IThrFP—2—FFYIFIIL] —2—AFILE
JEDU—4—A)L} AIKRZL) TE/] BFBETFIL
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[0604] [1£243]

Gl =
wj EH,C OBn O
by Py

N
MUY
Ck/‘&’j N f

[0605] EMEMMO 7 — (1) ITEL T, (2—AFIT7zZ)L) ROVEDOKDLYIC
(4—4~0O0B@ozxz=J)L) "B EE. 11

N CO &t

g. RO [ ({5— (R ILFHY) —6—[1— (4—TRETzZIL
) —2—IhFI—2—FFYVIFII]-2—-AFILEYJIDOU—4—A)L}
ANKRZIL) TE/] BBEBIFILORDYIZ [ ( {B— (RUDILAFY)

—6— [1— (83—7JOE—4—/9007Jx=jL) —2—IhrFL—2—F%
XYIFI] —2—=AFILEYIDOU—4—A)) AILRZ)L) 72/] B
BT F)L(0.36 g) ZALY, ERILEM0.096 g, UNEFE26%) #1F 1=,

'H-NMR (400 MHz, GDGl;) & : 8.36 (1H,

t, J=4Hz), 7.41-7.20 (12H, m), 5.45 (1H, s), 5.10 (1H, d, J=10H

z), 4.95

(1H, d, J =10 Hz), 4.25 (2H, a, J =8 Hz), 4.22 (2H, d, J =4 H2), 4
.15 (2H,

a, J=8Hz), 2270 (3H, s), 1.30 BH, t, J =8 Hz), 1.19 H, t, J =
8 Hz).

(4) [ ({6—[ (4", 6—500ET7zZI—3—qJ) AFI]
—5—EFAFL—2—AFILEYIDU—4—AL} HILKRZJL) T/
1 BFEg
[ ({5— (RDNLFFHY) —6—[1— (4", 6—9O0ET=
W=3—A)) —2—IrFI—2—-FFYIFI] —2—AFJLEYZD
—4—AJ} AIARZI) TE/] EFEETFIL0.084 g &5/ —)L(10
mL) (ZiAf2 L. =8 (0.60 mL) #MZ =%, 6 O°CTSHMERL:. RIS
BEFBRITFILTHRL, BBMRBAKRT M) DLKBERTRELI-E, &
WEEEKHRET ) VLTHEEL:, RETBEEEZEELZE. §o5ni:
BEEVIVATLASLIOT NI S04 —THRETHEITEY, [ (|
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[0606]

[0607]

[0608]

[0609]

6— [ (4", 6—2900E7z=Z)L—3—4JL) AFJ)L] —5—E kO
FO—2—AFILEYZTDOU—4—A)L} AILKRZI) T2/] BFEETFIL(
0.039 g, UNEFE62%) &1,
CNZETEZERRISDQ ML) RUAZ/ —)L(Q2 nl) DEEAEICHEEL
. ERTKEEF FUDLKERAQAM 2.0m)EZME %, 4 0°CT 1HRM
WL, RIERICIER O WZEmMZ %, fTHL-BAZA]L, BETR
B H&ITKY, RELEMW .33

g, URZEI0%) ZHBEKE L THE.

MS m/z: 446 (M+H)+;

'H-NMR (400 MHz, CD,OD) & : 7.44-7.34 (7H, m), 4.18 (2H,

s), 4.10 (2H, s), 2.61 (3H, s).

(ErEHlI111)

[ ([(B—EFRAFL—2—AF)L—6— [ (4 —AFILETz=)L—4
—qIL) AFII] EYETDOU—4—A} AILARZIL) 7E/] BFfg
[1k244]

(1) [ ({5— (RUDLFFXxY) —6— [2— (RUDJLAHFY) — 1
— (4" —AFIETzZI—4—A)L) —2—FFVYIFIL] —2—AF
IWEYED Y —4—A)L} AILAKRZL) TE/] BFBETFIL

[{£245]

B, ieﬂci
.
’j \T \j w T4

o

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ (47 —AFILETzZL—4—A)L) BFEER>DIL(0.48
g) RUZEEFI1— (3) THoMNE ([ [5— (RUDILAFHY) —2-4
Fib—6— { [ (FUTZLABAFIL) RILKRZIL] £FL) EYVI DU —
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4—AJL] AILERZJL} T=/) BFEEETFIL(0.36 g) ZHLN, 28L& (0.
28 g, UNZE58%) #H{T-,
1H-NMR (400 MHz, GDGCl;) &: 8.34 (1H, t, J = 6 Hz), 7.58

(1H, d, J=T7Hz), 7.49 (2H, d, J =8 Hz), 7.45 (2H, d, J = 8 Hz), 7.

41-7. 29

(10H, m), 7.24 (3H, t, J =8 Hz), 5.98 (1H, s), 5.23 (IH, d, J = 13 H
z), 5.10

(1H, d, d =13 Hz), 5.07 (1H, d, J =10 Hz), 4.83 (I1H, d, J = 10 Hz),
4.25 (2H,

a J=T7THz), 421 2H, d, J =6 Hz), 2.68 (3H, s), 2.38 (3H, s), 1.3
0 3H, t,

J=17Hz).

(2) [ ({Bs—EFAFY—2—SAFI—6—[ (4" —AF)ETzZ
IW—4—AJL) AFIL] EYUSDOU—4—A )} hLRZ)L) 7=/ Bk
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD
) —1— (4" —AFILETIZI—4—AJ) —2—FFYIFI] —2
—AFILEYIOU—4—A )L} AIKRZIL) TE/] BEEETFIL(0.28 g)
ZRL, 1ZRIEE®(0.070 g, UNFE40%) FEEENKRE L THT-

MS m/z: 392 (M+H)+;

'H-NMR (500 MHz, DMSO-d;) & : 12.88 (1H, s), 12.03 (1H,

s), 9.47 (1H, t, J=6Hz), 7.556 (2H, d, J =8 Hz), 7.52 (2H, d, J =
8 Hz),

7.35 (2H, d, J =8 Hz), 7.25 (2H, d, J = 8 Hz), 4.15 (2H, s), 3.99 (2
H d J=

6 Hz), 2.59 (3H, s), 2.33 (3H, s).
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[0610]

[0611]

[0612]

[0613]

[0614]

[0615]

(ErEHlI 11 2)

(8) —2— [ ([B5—EFAFY—2—AF)L—6— [4— (FUTILF
OAFIL) RUDIWLIEYETDOU—4—A)L} AIRZL) TE/] TOEA
i

[1£.246]

oH O

o k #\I/ N7 COZH

(1) 56— (RUDILAFY) —2—AFJ)L—6— [ [ (FYZILAOAF
L) RJILIRZIL] A% EYSDOU—4—AILiR B ter t —TFIL
[16247]

GBn O
\/’ E\\? J(/
N =N

.
EiEfl 1 — (3) [TELT, ([ [6— (RUDILFHFY) —6—EFDOF
Dm2—AFIEYZIDOU—4—4 )] AIRZL} TR/) BFEETFILD
KHYIZEREF1— (1) THELoNZE— (RUDLFFHY) —6—E KO
FO—2—AFIEYVEIOU—4—-HILEKR Eter t —TFILQ.2 g %H
\, EZREEEWQ.9 g INES1%) *HBBEBEKLE LTH .

'H-NMR (400 MHz, CDGl;) & : 7.43-7.38 (5H, m), 5.12 (2H,

s), 2.71 (3H, s), 1.57 (9H, s).

(2) B— (RuDILAFXY) —6— {(2—A XV —2—FFVY—-1—[
4— (FRYZIABAFIL) 2x2Z)L] TFIL} —2—AFLEYIDU—
4—NILKRUEEter t —TFI

THY

[1£248]
MeO‘,C oan o L
ij rO\
EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt

IFILDRDYIZ [4— (FYTZILAOAFIL) Z2x=)L] BEBEEAFILA.9
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[0616]

[0617]

g. R ({ [6— RuDNULAXY) —2—AF)—6— [ [ (FUTIL
AOAFIL) RILKRZIL] AFRD) EVEZOU—4—A)L] AILRZIIL} 7
/) BFBIFILORDYIZE— (RUDILAFY) —2—AF)L—6— |
[ (RUZIABAFIL) RNKBRZJIAFFL) EYVIZOU—4—HIILRVEE
tert—JFILA.9 @ ZFAL, ZERILEMA.8 g, UNFET8%) ZHBETE
BEEE LTH-.

'H-NMR (400 MHz, CDGl;) &: 7.54 (2H, d, J = 9 Hz),

7.42-7.39 (5H, m), 7.35 (2H, dd, J = 8 Hz, 2 Hz), 5.44 (1H, s), 5.03
(1H, d, J

=11 Hz), 4.84 (1H, d, J= 11 Hz), 3.68 (3H, s), 2.73 (BH, s), 1.59 (9
H s).

(8) (8) —2—= [ ([{B5— (RUDILFHY) —2AFIIL—6— [4—
(FUZIABRAFIL) RUDL] EYSTOU—4—AL)} AILARZIL) 7
2/] JOEFVEBIFIL

[1£249]

O8n O

]\ ‘]l/ \\T)i N7 TCOEt
F C L /

5— (RUDILAFY) —6— [2—A+FP—2—FFY—1—[4— (
F)ZILABAFIL) TxZ)L] TFIL} —2—AFIIEYEZDOU—4—7
IWRVEBter t —TFILAT g &EAZ/—IJLGO ML) ITEE L. KEEIES
MU LKBEZRAOMN 17 ) #MA1-#%. 6 0°CT20MER L, RIGK
([CHEEE (1 M, 30 mbL) #MA =%, £ECIEBREA AWML, BETEETH &
[Z&Y, 56— (RUDILTFY) —2—AFJL—6— [4— (+YT)LADO
AFIL) RUDL] EUEROU—4—AILARUEEA.1 g UNE8T%) #HEE
KeELTHT-,

5— (RUDILAEFY) —2—AF)L—6— [4— (FUTILADOAFI)
RUDIL] EVEOU—4—hILKRUE0.19
HORUL—TIZUIFILIRTIL IBEEIE .15 g) EN, N—JAF LRI



WO 2011/132633 206 PCT/JP2011/059514

L7 RO m)ITEREL, ROV M)TY—L—1—ALFTHFI IR (D
AFIVT /) RRAKRZDL AFHT)LA0) UEEE (PyBOP) (0.44
RUMJIFILTEZ(0.32 M) ZMA-%, 100°CT2HRMIEHLT
o RISHKIZKZEMZ, BEHMEZEBRIFILTHE L%, A¥ELANEIE
KTHiELz, BETHREFEEELLE, BohREEUNTLAS A
YOI TS T4 —THRETHILICKY., ZELEWO0.15 g, UNFE64%)

RARERKE LTHT
'H-NMR (400 MHz, GDCl;) &: 8.39 (1H, t, J =7 Hz), 7.46
(2H, d, J =8 Hz), 7.42-7.36 (5H, m), 7.28 (2H, d, J = 9 Hz), 5.09 (1
H, d, J
11 Hz), 4.99 (1H, d, J =11 Hz), 4.76 (1H, q, J
J=1
Hz), 4.08 (2H, s), 2.71 (3H, s), 1.54 (3H, d, J
J =
Hz) .
(4) (8) —2— [ ({5—EFOEFL—2—AF)L—6— [4— (}V

7 Hz), 4.25 (2H, q,

7 Hz), 1.30 (3H, t,

TILABOAFIL) RUDIIEYZTDOU—4—A )} ALR=Z)L) 7E/]1 T
O EA ik

EiEF7— (2) RUO1— (6) [TELT, [ ([{5— (RUDILTHY)

—2—AF)I—6— [3— (PUTZILADAFII) Zz=)L] EUETDOU—
4—4)} ARZIL) TE/] BFBETFILORDYIC (S) —2— [ (|
5— (RUDILFFY) —2AF)L—6— [4— (RUTLFAAFIL) N
UL EYVEOU—4—A )} AILKRZL) TE/] TOEFUVEBIFIL(
0.15 g) ZAL, ZEILEW(0.11 g, INFKIBY) #HBEKRE L THT .

mp: 161 °C;

'H-NMR (400 MHz, CDGl;) &: 11.41 (1H, s), 8.41 (1H, d, J

=7 Hz), 7.93 (2H, d, J =9 Hz), 7.48 (2H, d, J = 9 Hz), 4.76 (1H, m)
, 4.22
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[0618]

[0619]

[0620]

[0621]

(2H, s), 2.64 (BH, s), 1.62 (3H, d, J = 8 Hz).

(EHEHFI1 1 3)

({[6— (4= OORUDL) —2—IF)L—5—EFOFLEYID
—4—AJL] AIKRZI) TE/) BFEg

[4£250]

CH O

% o /J:\ J'L P
TN T N TCoH
CE"E"\%}’ !\E‘EN H
(1) [ ({5= (RyDILFFY) —6—[1— (4=9BRTI=Z))
—2-—ItFT-2—FFVYIFI] —2-IFLEYIDOU—4—-A)]

HILAKRZJL) 7=/] BEFERTFIL

[1£251]
gzozc osn{i
N J\ Y \NE( ;i TO0,EL
I8
EfEHl72— (1) ITELT, (3, 4, 5—hrYZ)LAOTz=)L) Bl

IFILDRHYIZ (4—HD0O07zx=)L) EFEETFILO0.32 8), RO ( { [
5— (RUDLFFXY) —2—AF)L—6— [ [ (FJTLFBAFI) R
IWRZL] A%} EUSOU—4—A L] AILARZLY 7E/) BFBETF
IWDRHYIZEHFEF104— (1) THoNE ([ [6— (RVDILAFHFD
) —2—IFNL—6— [ [ (FUZILFOAFI) RILKRZ)L] X} E
JEOU—4—A)L] AILKRZLY TE/) BEEETFI)L(0.39 ) ZRLN, &
SEIEEM(0.22 g, URFES1%) 2571,

'H-NMR (400 MHz, CDGl;) &: 8.41 (1H, t, J = 4 Hz),

7.46-7.36 (5H, m), 7.23 (4H, s), 5.44 (1H, s), 5.11 (1H, d, J = 10 Hz
), 4.89

(1H, d, J =10 Hz), 4.25 (2H, a, J =8 Hz), 4.22 (2H, d, J = 4 Hz), 4
.12 (2H,

d, J=8Hz), 2298 (2H, g, J =8 Hz), 1.35 (BH, t, J =8 Hz), 1.31 @
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[0622]

[0623]

[0624]

H t, J=

8 Hz), 1.17 (3H, t, J = 8 Hz).

(2) ({[6— (4—9DOORUDIL) —2—IF)IL—5—EFOFTE
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEFI110— (4) ITELT, [ ({5— (RUDLFHY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILORHYIZ [ ({5— (RUDLAHFY) —6— [1— (4—% 00O
JIZ)I) —2—IhHFL—2—FFVYIFII] —2—IFILEJIDD—
4—A )} AIARZIL) TE/] BREETFIL0.22 @) TR, REILEMO.
10 g, URZET2%) #EBEKRE L TH .

MS m/z: 350 (M+H)+;

'H-NMR (400 MHz, CDsOD) &: 7.33 (2H, d, J = 8 Hz), 7.27

(2H, d, J =8 Hz), 4.16 (2H, s), 4.14 (2H, s), 2.90 (2H, a, J = 8 Hz)
, 1.34
(3H, t, J =8 Hz).

(ErEHI1 1 4)

({[2=IZFIL—5—EFOFL—6— (4—AFILRUD)) EVYED
—4—A )] AIRZIY TE/) BFlk

[1£252]

(1) [ ([{B5— (RUVILFFY) —2—IFIIL—6— [2—AFP—
1= (A=AFINTzZ)V) —2—FFVYIFI] EYIDY—4—-A)L}
HILAKRZJL) 7=/] BEFERTFIL
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[1£253]

Meogc OBe ©

}/ T \‘EAN ook

[0625] EMEHI7 2— (1) [TELT, (3, 4, 5—+Y2)LAOT7zZ)) Bl
IFILDRHYIZ (4—AFILTz=)L) EFEEAFILO0.26 ). BV ({ [
5— (RUDLFFXY) —2—AF)L—6— [ [ (FJTLFBAFI) R
IWRZL] A%} EUSOU—4—A L] AILARZLY 7E/) BFBETF
IWDRHYIZEHFEF104— (1) THoNE ([ [6— (RVDILAFHFD
) —2—IFNL—6— [ [ (FUZILFOAFI) RILKRZ)L] X} E
JEOU—4—A)L] AILKRZLY TE/) BEEETFIL(0.39 ) ZRLN, &
BIEEM(0.17 g, URFEL1%) 2571,
'H-NMR (400 MHz, CDGl;) &: 8.39 (1H, t, J = 4 Hz),
7.48-7.35 (5H, m), 7.21 (2H, d, J =8 Hz), 7.09 (2H, d, J = 8 Hz), 5

50 (1H,

s), 5.08 (1H, d, J =12 Hz), 4.83 (1H, d, J =12 Hz), 4.24 (2H, q, J
= 8 Hz),

4.22 (2H, d, J = 4 Hz), 3.65 (3H, s), 2.98 (2H, g, J = 8 Hz), 2.31 (@3
H s),

—_

.36 (3H, t, J=8Hz), 1.31 (3H, t, J =8 H2).

(2) ({[2—=ZFIL—5—EFOFY—6— (4—AFILRUI) E
JEOU—4—A)L] AIARZILY TE/) BEFER

EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILORDYIZ [ ([{5— (RUDLFHFY) —2—IF)L—6— [2—
ARFL—1— (A—AFLTIZI) —2—FFVYIFIIL] EYIDU—
4—A)L} AILRZIL) TE/] BBEETFIL0.17 o) ZRAL. BELEM (.
075 g, UXZE68%) #HEERE L TRHT -,
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[0626]

[0627]

[0628]

[0629]

mp: 155-156 °C;

'H-NMR (400 MHz, CD,0D) &: 7.19 (2H, d, J = 8 Hz), 7.06

(2H, d, J =8 Hz), 4.12 (2H, s), 4. 11 (2H, s), 2.88 (2H, a, J = 8 Hz)
, 2.2]1

(3H, s), 1.33 BH, t, J =8 Hz).

(EHEHI115)

({[6— (3= OORUDL) —2—IF)L—5—EFOFLEYID
—4—AJL] AIKRZI) TE/) BFEg

[1£254]

s e /J:\ g
Y W e

(1) [ ({5= (RyDILFFY) —6— [1— (8=YVHRATIZI)
—2-—ItFT-2—FFVYIFI] —2-IFLEYIDOU—4—-A)]

HILAKRZJL) 7=/] BEFERTFIL

[1B255]
iEtOZC ans
L }’\T/ bl i\l TR
72— (1) ICELCT, (3, 4, 5—krYZ/A0T7z)L) EFEE

IFILORHYIZ (3= 007z =)L) EFEETFI/L(0.32 g), BRU ({ [
5— (RUDLFFXY) —2—AF)L—6— [ [ (FJTLFBAFI) R
IWRZL] A%} EUSOU—4—A L] AILARZLY 7E/) BFBETF
IWORDYIZERBI104— (1) THRLONE ([ [B— (RUDILAXY
) —2—IFNL—6— [ [ (FUZILFOAFI) RILKRZ)L] X} E
JEOU—4—A)L] AILKRZLY TE/) BEEETFIL(0.39 ) ZRLN, &
BIEEM0.11 g, URFE26%) &5 1=,

'H-NMR (400 MHz, CDGl;) &: 8.41 (1H, t, J = 4 Hz),

7.46-7.40 (5H, m), 7.30 (1H, s), 7.23-7.16 (3H, m), 5.43 (1H, s), 5.1
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[0630]

[0631]

2 (1H, d,
J=12Hz), 4.85 (1H, d, J =12 Hz), 4.24 (2H, a, J = 8 Hz), 4.22 (2H
,d J=4
Hz), 4.14 (2H, 9, J =8 Hz), 2.99 (2H, a, J =8 Hz), 1.36 (BH, t, J =
8 Hz),
1.30 (3H, t, J=8Hz), 1.17 (BH, t, J = 8 Hz).
(2) ({[6— (83=90AARUYIL) —2—IF)L—5—EFOAXIE
JEOU—4—A)L] AIARZILY TE/) BEFER
EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILDRHYIZ [ ({5— (RUDLFHY) —6— [1— (3—9 OO
JIZ)I) —2—IhHFL—2—FFVYIFII] —2—IFILEJIDD—
4—A)L} ALRZIL) TE/] BEETFILO.11 @) ZRAL, BELEM (.
050 g, URET0%) #HEERE L TH -,
MS m/z: 350 (M+H)*:
'H-NMR (400 MHz, GD;OD) &: 7.36 (1H, s), 7.26-7.19 (3H,
m, 416 (2H, s), 4.13 (2H, s), 2.90 (2H, a, J = 8 Hz), 1.33 (3H, t,
J =8 Hz).

(EHEHI116)

({[2=XZFIL—5—-—EFOFL—6— (2—FTFILAFIL) EUYED
—4—A )] AIRZIY TE/) BFlk

[1£256]

GHO

kf}/w\f N “CO,H

(1) [ ([{5— (RuUVILFFY) —6— [2— (RUDILAFY) —1
— (2—F7FII) —2—FAFYIFI] —2—IFILEYIOV—4—4A
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[0632]

[0633]

L} AILARZL) PE/] BEEETFIL
[1£257]

BﬁOgC OBﬁ o

k\l \ /\“E Ki\t “COLEL
T

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIZ2—FTFILEFEER D)L (0. 44

g. R ({ [6— RuDNULAXY) —2—AF)—6— [ [ (FUTIL
AOAFIL) RILKRZIL] AFRD) EVEZOU—4—A)L] AILRZIIL} 7
2/) BFBRIFILORDYIZEREFH104— (1) THbdBNE ([ [5— (
RUVIAXY) —2—ITF)L—6— { [ (FJTILABAFIL) XK=
Wl A% EYEZOv—4—a)0L] AILRZILY 72/) BFEETFIL(0.39
g ZRL., ZHEW0.12 g, INZFK24%) 5/ 1=,

'H-NMR (400 MHz, CDGl;) &: 8.40 (1H, t, J = 5 Hz),

7.81-7.75 (2H, m), 7.72-7.65 (2H, m), 7.54-7.50 (1H, m), 7.47-7.41 (2
H m),

7.39-7.20 (10H, m), 5.73 (1H, s), 5.18 (1H, d, J = 13 Hz), 5.11 (IH,
d J=13

Hz), 5.08 (1H, d, J = 11 Hz), 4.74 (1H, d, J = 11 Hz), 4.24 (2H, q, J
= 8 Hz),

4.20 (2H, d, J =5Hz), 2.96 (2H, q, J =8 Hz), 1.34 (BH, t, J =8 Hz
), 1.29

(3H, t, J =8 Hz).

(2) ({[2—=ZFIL—5—EFOFL—6— (2—FTFILAFI) E
JEOU—4—A)L] AIARZILY TE/) BEFER

EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD
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[0634]

[0635]

[0636]

[0637]

) —1— (2—=FTFI) —2—FFVYIFI] —2—IFILEJIDU—
4—4 )} AIARZIL) TE/] BREETFIL(0.12 @) ZAL, REILEMO.
027 g, UREE38%) #HBERE L TRHT -,

MS m/z: 366 (M+H)~*;

'H-NMR (400 MHz, CD,OD) & : 7.78-7.41 (7H, m), 4.34 (2H,

s), 412 (2H, s), 2.89 (24, q, J =8 Hz), 1.33 (BH, t, J =8 Hz).

(EREHI1 1 7)
({[6— (E7xZIL—4—AILAFJI) —2—IF)L—5—bFKOF>
B2 —4—4A)L] AIRZILY 72/) BEEE

[1£258]
ra
N /E\,) Sy o
Cr ot
(1) ([ [B— (RySLAFY) —6— (1—ETz=h—4—1)L—

2—ALFV—2—FFYIFIIL) —2—IFLEVIDV—4—AL] A
IWAR=JILY 7E/) BEFEETFIL
[1£259]

Meogc OBa O

fj

; T ge‘“coga
EREFI72— (1) ITELCT, (3, 4, 5—+YT)IADTz=)L) EFER
IFILOKHYIC4A—ETTZ)L—4—ALEFEEAFI/L(0.36 g). RV ( |
[6— (RUDILAXY) —2—AF)L—6— { [ (FUTILABAFIL)
RIHRZIL] AF2) EUSOU—4—A)L] AR 72/) BFBET
FILDRHLYIZEHFEF104— (1) THoNE ([ [6— (RUDILAH
V) —2—IF)I—6— { [ (FUTZLAAAFIL) RJKRZL] FF}
EVIOU—4—4)L] AILKRZLY T2/) BFEETF)L(0.39 g) ZRL.
ZEEEW0.19 g, INZFAL2%) &5 71-,
'H-NMR (400 MHz, GDGl;) &: 8.41 (1H, t, J = 4 Hz),
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[0638]

[0639]

7.57-7.35 (14H, m), 5.56 (1H, s), 513 (1H, d, J = 12 Hz), 4.90 (1H,
d J=12

Hz), 4.25 (2H, a, J =8 Hz), 4.22 (2H, d, J = 4 Hz), 3.68 (3H, s), 3
00 (2H, q,

J=8Hz), 1.38 (3H, t, J=8Hz), 1.30 (3H, t, J = 8 Hz).

(2) ({[6— (E7xZ—4—AJAFI)) —2—IFIL—5—EF
AXSEYIDOU—4—4)L] AILARZLY T2/) Bl

EiEFI110— (4) ITELT, [ ({5— (RUDLFHY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILORDYIZ ({ [6— (RUDLFHFY) —6— (1—ETzZ)L—
4—A)—2—ArFL—2—-FFYIFI) —2—-ITFILEYZID -4
—4 L] AIILARZILY TE/) BFEETFIL(0.19 g) ZAL, RELEW(0.09
1 g WFETA%) #EBEKRELTRHR,

MS m/z: 392 (M+H)*:

'H-NMR (400 MHz, GD;OD) &: 7.57 (2H, d, J = 8 Hz), 7.52

(2H, d, J =8 Hz), 7.41-7.29 (5H, m), 4.21 (2H, s), 4.13 (2H, s), 2.9
1 (2H, q,

J=8Hz), 1.34 (3H, t, J =8 Hz).

(EHEHI118)

({[6— (4=90OA—=3—AFIAR2I)) —2—IF/)L—5—E KO
FOEYIOU—4—AL] AR} TE/) BFEE

[1£260]

(1) [({8= (RVDILFHY) —6—-[1—- (4—-900-83—-*F
WI7IZ)V) —2—IhFP—2-FFVYIFI] —2-IFILEYZIDY
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—4—A )L} AILARZ)L) FE/] BEBETFIL
[0640] [1b261]

£tOZC an s

J\ }’\r/‘g i\l TR

[0641] EMEHI 72— (1) [TELT, (3, 4, 5—+Y2)LAOT7z)) Bl
IFILORDLYICEEHIOE — (2) THLHMNZ (44— OO —-3—4FIJL
JxZ)) EFEETFIL0O0.34 ), RU ({ [6— (RuILAXY) —2—
AFIL—6— { [ (FUTLABDAFIV) RIKRZIL] £FL) EYVIDY
—4—A)L] AIKRZIY TE/) BFERIFILORKDLYIZEREH 104 — (
1) THontfz ([ [6— (RVDILAFY) —2—TF)IL—6— [ [ (+
DINABAFIV) RILHRZIL] X2} EYSIDOU—4—4 L] AILKRZ
LY TE/) BFEETFIL(0.39 g) TR, 25L& (0. 039 g, UNEEI%) %
B/,

'H-NMR (400 MHz, GDGl;) &: 8.40 (1H, t, J = 4 Hz),
7.45-7.38 (5H, m), 7.24 (1H, d, J =8 Hz), 7.12 (1H, s), 7.07 (IH, d,

J=28

Hz), 5.42 (1H, s), 5.12 (1H, d, J = 12 Hz), 4.83 (1H, d, J = 12 Hz),
4.25 (2H,

a J=8Hz), 422 2H, d, J =4 Hz), 4.16-4.12 (2H, m), 2.98 (2H, q,
J = 8 Hz),

2.28 (3H, s), 1.36 (3H, t, J =8 Hz), 1.30 (BH, t, J =8 Hz), 1.17 @3
H t, J=

8 Hz).

(2) ({[6— (4=90O=3—AFIRIUDI) —2—IF)L—5—
ERAFLEYIDOU—4—AJL] AIKRZILL TE/) Bl

EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
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[0642]

[0643]
[0644]

[0645]

IFILORHYIZ [ ({5— (RUDLAHFY) —6— [1— (4—% 00O

—3—AFIILT7IZIN) —2—-IhrFV-2—FFVIFI] —2—-IFI
EVEOU—4—A)L} AIARZIL) T2/] BEFEETF)L(0.039 g) ZALY,
ZEEEAW (0.015 g, UNE59I%) #HEERE L TR,

MS m/z: 364 (M+H)+;

'H-NMR (400 MHz, CDsOD) &: 7.25 (1H, s), 7.23 (1H, d, J =

8 Hz), 7.12 (1H, d, J = 8 Hz), 4.12 (2H, s), 4.11 (2H, s), 2.89 (2H,

q J=238

Hz), 2.31 (BH, s), 1.34 (BH, t, J = 8 Hz).

(EREHI1 1 9)
[({6=—[(B=—T/AO—2—FTFIL) A*FJ)L] —5—EFOFI—
2—AFIEYZITDOU—4—A)L} AIRZIL) T2/] BEEE

[1£262]

(1) (5b—=2)WF0—2—FTFI) BEEEERD)L
[1£263]

f:/“\g’("“\j/‘cogan
LE-/ .

(=278 —2—FTFII) P r=+1JL(0. 34 ) %EEE (3 mL) ITiA
L, BiERMGOG ) EMx-%. 100°CT1. S5RMEERLE. RIERIC
KEMZ, AEMZESIFILI—TILTHE L-%, A&ExEKRES -
O LTRE LTz, METBREEBETHLICLY, (5—TL4B-2
—FI7FI) EFRRERI. ChET7EF RGN ITHEBEL, BlEAY
TIL(0.26 ML) RUBKEEH L (0.50 g) EMA -k, ERFTHEKT. 304
EMBER Lz, RERICKEMZ, ARMEHBEIFILCHE L. B
WEEEKFRBT M) VLTHEREL, BETAEEBELE. Bohiz
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[0646]

[0647]

BREEZIVNATNLASLYIOT IS T4 —TRETDHILITLY, ERRIE
E¥(0.46 g URZES88%) #ABEKRE L THT .

'H-NMR (500 MHz, CDGl;) &: 8.07 (1H, d, J =9 Hz), 7.75

(1H, s), 7.57 (1H, d, J =8 Hz), 7.48 (1H, d, J = 9 Hz), 7.41-7.32 (6
H m),

7.13 (1H, dd, J = 11 Hz, 8 Hz), 5.16 (2H, s), 3.85 (2H, s).

(2) [ ({B— (RUDILFFY) —6— [2— (RUDLFFHY) —1
— (=) ARA—2—FTFI) —2—FFYIFII] —2—FAF)LEY
SUOV—4—A)} ALKRII) TR/] BEBETTFIL

[1k.264]

BaO,>  OBn Q

L /'\\hg/i\ﬁ’ ‘““\T “‘g’A“COQEi
S
I [

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ (5—=T)A0—2—FTF)L) BFEENTIL(0.29 9 &
UZEEFI1— (3) THoMNE ([ [5— (RUDILAFY) —2—-4F)L
—6— { [ (RUZLAOAFIL) RILKRZIL] HFD) EYJIDOU—4—
AIL] AILAR=ZL} 72/) BFBETFIL(0.24 @) ZAL., ZRILEM0.21 ¢
. INE6T%) #181-,

'H-NMR (500 MHz, CDGl;) &: 8.34 (1H, t, J =5 Hz), 8.02

(1H, d, J =9 Hz), 7.65 (1H, s), 7.54 (1H, d, J = 9 Hz), 7.48 (1H, d,
J=9

Hz), 7.39-7.30 (9H, m), 7.25-7.23 (2H, m), 7.12 (1H, dd, J = 11 Hz, 8
Hz), 5.70

(1H, s), 5.21 (1H, d, d =12 Hz), 5.11 (IH, d, J =12 Hz), 5.08 (1H,

d J=10

Hz), 4.80 (1H, d, J = 10 Hz), 4.24 (2H, a, J =7 Hz), 4.21 (2H, d, J

=5 Hz),

2.69 (3H, s), 1.28 3H, t, J =7 Hz).
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(3) [({6— [ (B—7)AO—2—FTFJ) AFJ] —5—E KO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD
) —1—=(5—=2)IA0—-—2—FTFII) —2—FFYIFI] —2—+¢F
WEYEDOU—4—4)L} AILARZIL) TE/] BFBETFILO.21 g ZAN
. ERIEE®0.10 g, IRETI%) FABERKE LTHE.

mp: 193-196 °C.

'H-NMR (400 MHz, CDGl;) &: 11.36 (1H, s), 8.45 (1H, t, J

=6 Hz), 8.02 (1H, d, J =9 Hz), 7.82 (1H, s), 7.59-7.56 (2H, m), 7.3

8-1.33

(1H, m), 7.08 (1H, dd, J = 11 Hz, 8 Hz), 4.35 (2H, s), 4.27 (2H, d, J
= 6 Hz),

2.64 (3H, s).

(EiEHlI120)
[ ({6—[(6—9BO—2—FTF)) A2FJL] —6—EFrFAFL—2
—AFILEYETOU—4—A )L} AILKRZIL) TE/] BFEg

[0648] [1£265]

P!

e Ry

: \\[E j rL/ [}\l/ E TlH
o R \E'Z'

[0649] (1) (6—4O0O0—2—FT7FJ) EFEERTIL

[0650] [1b266]
i J::H\;j/\ CO,Bn

[0651] =108 — (1), 108— (2) RU94— (1) hb94— (4)
(LT, 4—00-3—IF/IL7x/—ILOKHYIZ6—oyO0O0—2—
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[0652]

[0653]

T R—L(1.3 g ZRAL., RELEYW0.40 g, UNZ31%) ZREREKE L
THE-,
'H-NMR (400 MHz, CDGl;) &: 7.81 (1H, d, J = 2 Hz),
7.74-7.70 (BH, m), 7.45 (1H, dd, J = 9 Hz, 2 Hz), 7.42 (1H, dd, J =9
Hz, 2
Hz), 7.36-7.30 (5H, m), 5.16 (2H, s), 3.83 (2H, s).

(2) [ ({B— (RUDILFFY) —6— [2— (RUDLFFHY) —1
— (6—900—2—FTFI) —2—FFYIFI] —2—AFJLEY =
DUu—4—AJ} AIKRZL) TE/] BFETTFIL

[1£267]

BrnO,C OBn O

N N | -
CER TS A *T‘ %r’i‘w” TCOE
ISP R
o e \-I’/

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIZ (6—2B0—2—FTF)) EFBERD)L(0.31 g RV
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
6— [ [ (FUTLAOAFI) RJLKRZIL] AF2) EYEZOU—4—o
L] AILARZILY TE/) EFEETFIL(0.24 g) ZRLy, #ZEEEW(0.33 g,
INEFEEMN) £BT-.

'H-NMR (400 MHz, CDGl;) &: 8.35 (1H, t, J =6 Hz), 7.78

(1H, d, J =2 Hz), 7.68 (1H, d, J =8 Hz), 7.63-7.59 (2H, m), 7.51 (1
H, dd, J =

8 Hz, 2 Hz), 7.38 (1H, dd, J = 9 Hz, 2 Hz), 7.35-7.29 (8H, m), 7.25-7
.22 (2H,

m, 568 (1H, s), 5.22 (1H, d, J = 13 Hz), 5.11 (IH, d, J = 13 Hz), 5
.08 (1H,

d J=10Hz), 478 (1H, d, J =10 Hz), 4.24 (2H, q, J =7 Hz), 4.21
(2H, d, J

=6 Hz), 2.68 (3H, s), 1.29 BH, t, d =17 Ha).
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[0654]

[0655]

[0656]

(8) [({6—=[(6—92HARQ—2—FTFI)) AF)I] —5—EFOF*
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER

EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILDRHYIZ [ ({5— (RUDILFFHY) —6— [2— (RUDLF

V) —1—(6—900—2—FTF)) —2—FFVYIFI] —2—-4
FILEYZ O —4—A)L} ALKRZIL) 7E/] BFBETFIL(0.33 90 &H
v, ZEEEEW(0.048 g INE26%) *HBEKE L THT .

mp: 207-210 °C.

'H-NMR (400 MHz, CDGl;) &: 11.35 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.78-7.76 (2H, m), 7.72 (1H, d, J =9 Hz), 7.68 (1H, d, J =

9 Hz),

7.54 (1H, d, J =9 Hz), 7.38 (IH, dd, J = 9 Hz, 2 Hz), 4.33 (2H, s),

4.28 (2H,

d J=6Hz), 2.64 (3H, s).

(ErEHl121)

[ (6= [(2=TLFBOETz=IL—4—AJ)L) AFIL]—-5—EFOF
D—2—AFIEYETTOU—4—A)L} hILKRZL) TE/] EER

[1£.268]

(1) [ ([B— (RoPLAFY) —6— [1— (2—T)ARET=
I—4—AJ)) —2—ITrXZL—2—FFYIFI]—2—AFIEYID
—4—AJL} AIKRZIL) TR/] BEETFIL

'l
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[0657]

[1£269]

0,0 j)Bﬂ ?1\
F /‘\./’L\ o
; T N ooLEt

fj

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk

IFILDORHLYIZ (2—TNLAOETzZI—4—4)L) EFEETFIL(0.26 g

)RUZERHI1— (3) THoONT= ([ [6— (RVDILFHY) —2—AF

W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4

—A L] AIILARZILY TE/) BFEETFIL(0.26 g) ZAL., REEEW(0.09

6 g URE3Z%) 2HEBEEMEKRE L TH-

'H-NMR (400 MHz, GDCl;) &: 8.37 (1H, t, J = 6 Hz), 7.51

(2H, d, J =9 Hz), 7.47-7.31 (9H, m), 7.14 (1H, dd, J = 12 Hz, 2 Hz),

7.10 (1H,

dd, J =8 Hz, 2 Hz), 549 (1H, s), 5.14 (1H, d, J = 11 Hz), 4.95 (IH,

d, J= 11

Hz), 4.25 (2H, 9, J =7 Hz), 423 (2H, d, J =6 Hz), 419 (2H, q, J =

7 Hz),

2.73 (3H, s), 1.28 (3H, t, J =7 Hz), 1.20 (3H, t, J =7 Hz).

(2) [ (6= [(2=T)LFBETzZIL—4—qJL) AFI]—-5—k

FOFXSY—2—AFIEYSIDU—4—AJL) hILRZ)L) 72/ Bk

EmBI72— (2) [TELT, [ ({(B— (RvDILAxY) —6— [2—

IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL

] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD

KbYIZ [ ({B— (RuILAFY) —6— [1— (2—TLFBETZ

ZI—4—A)) —2—IhFL—2—-FFYIFI]-2—AFIEYZD
—4—A)L} AIARZI) T=/] BFETFIL(0.096 g) ZALY, RECILE

#(0.051 g, UNEE81%) #HEBENKRE L THT-.

mp: 208-209 °C:

'H-NMR (400 MHz, GDCl;) &: 11.35 (IH, s), 8.46 (1H, t, J
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[0658]

[0659]
[0660]

[0661]

=6 Hz), 7.51 (2H, d, J =8 Hz), 7.42 (2H, t, J =T Hz), 7.35 (2H, t,
J=28

Hz), 7.22 (1H, dd, J = 8 Hz, 2 Hz), 7.18 (1H, d, J = 11 Hz), 4.30 (2H
, d J=26

Hz), 4.21 (2H, s), 2.65 (3H, s).

(EMEHI1 2 2)
({[6— (83—4HO00—4—q4VYTJOEFIRUDIL) —5—FE FOFL—
2—AFIEYZITDOU—4—4A)L] AIRZI} T2/) BEEE

[1£270]

OH O
Cl.. R '\\ﬁ\(' \N'A‘COzH
SRy

(1) 2—400—-1—4AV7AORZI—4— 4 rFIRUEY
[1£271]

Gl OMe
WJ/

BIEAFILE) 7z ZIARR 7420 LB 5 & T, FOTZZ2(10m
JIZEABL, BERFEKIT. —78CTUFIVLAXZHAFILOUSIDRDT
FZEROIZSUBEERA.0M 12ml) ZETF L&, BIET1 55MH. &R
TOCT4O0AMERLI, RERIZOCT1— (2—900—4—4+*
D7zxZ)) TR/ 0N DTS ERB IS UBARQG ML) EMAT-E
. EBT4. SHEREEMHLEZ, RERITKEMZ., ARMEEEET 7L TH
L%, AREEZRNBEKTESRL, BKRES M) ILTEELR,

BETBEEZBELIZR, BoNBREBZUVATSILASLYVAR NI ST
4 —THETLHIILIZEY, FEEIEE®W0.70 g, URZET8%) ZHKMWEL L
THE-,

'H-NMR (400 MHz, CDGl;) &: 7.12 (1H, d, J = 9 Hz), 6.91

(1H, d, J =3 Hz), 7.76 (1H, dd, J = 9 Hz, 3 Hz), 5.20 (1H, s), 4.94
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[0662]

[0663]

[0664]

[0665]

(1H, s),

3.79 (3H, s), 2.08 (3H, s).

(2) 3—%OA—4—4vYJOELT/—L
[1£272]

Cle_o, OH
oy

2—00-1—4A4Y7TAORIJL—4— 4 FFXIRUEL(0.78 g) #EEEET
FILG L) ISER L., 5%/NT P L—FERFN0 mg) #MZ =%, KRS
EXT,. BET1. 5KHEE#HLE. RIERIZE%/ VI L—FHERKQO
17 @ ZIBRMAZ =%, o121 0OFMBRLI. REREZEZA4 F5BLE:
#®, PBRERETREMBELIz, BOoNERBEZLUATILAZLYIOT RIS
TJ4—THREFTBHIELIZEY, 2—9O00-1—(VYTFOEL—4 -4 +F
IRVEVERE, ThEDHOOAZ2@ ) ICEREL, ERFHKT.

—78CT=RILARVFRDII/ODOAFZVEFEREAOM 5. 7mh)ZET L&
. BHEMNTTRAICERFEFTHELE, RIERICERINEET VEZ LK
BREMZ, BHRYEEBRIFIITHE LR, AREZEKRES )Y
LTEIE LT, BETHREEEETHIEICLY., ERtaw0.65 g, ULE
89%) =& 1=,

'H-NMR (400 MHz, CDGl;) &: 7.15 (1H, d, J = 9 Hz), 6.86

(1H, d, J =3 Hz), 6.72 (1H, dd, J = 9 Hz, 3 Hz), 4.73 (1H, s), 3.32
(1H, m),

1.21 (6H, d, J =7 Hz).

(3) (83=%RAO—4—4aVJOELTIZI) BRI DI

[{£273]

“ "ﬁ’“\‘j"\coaan
g

~
EHEF108— (1), 108— (2) RU94— (1) 94— (4)
[CELT, 4—90A0—-3—IFLT7z/—ILORHYIZSI—YO0O0—4—
A4 78EILTx/—IL(0.65 g ZRAL., ZEEILEW(0.58 g, UXZE50%) &
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[0666]

[0667]

EEHRME L L TR,

'H-NMR (400 MHz, GDCl;) &: 7.39-7.31 (5H, m), 7.28 (1H,

d J=2Hz), 7.24 (1H, d, J =8 Hz), 7.15 (I1H, dd, J = 8 Hz, 2 Hz),
514 (2H,

s), 3.61 (2H, s), 3.38 (1H, m), 1.23 (6H, d, J = 7 Hz).

(4) [ ([{B— (RUDILFFY) —6— [2— (RUDLFFHY) —1
— (3—900—-4—4YJOELTIZI) —2—FFYIFI] —2—
AFIVEYI DO —4—A)L} AIRZIL) TE/] BFETFIL

[1£274]

BaO,C  OBn O

o \jlﬂ\,q\j)\{l\x\{kﬁ NEOLE
N = M. N
T T

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORHLYIZ (83— 00—-4—qYTOELTzZ)L) BFEERDDIL(
0.30 g) RUZESERFI 1 — (3) THoN ([ [65— (RUDLLFHFY) —2
—AFI—6— [ [ (FYTILAFBAFIL) RJLRZL] X2} EUYED
V—A4—A)] AIARZIY TE/) BEFEETFIL(.24 o) ZAL., FEEILE
#(0.28 g, URF8I%) Z1F1=,

'H-NMR (400 MHz, GDGl;) &: 8.34 (1H, t, J = 6 Hz),

7.39-7.29 (8H, m), 7.26-7.18 (4H, m), 7.14 (1H, dd, J = 8 Hz, 2 Hz),
5.44 (1H,

s), 5.20 (1H, d, J =13 Hz), 5.08 (1H, d, J =13 Hz), 5.07 (IH, d, J
= 11 Hz),
4.83 (1H, d, J =11 Hz), 425 (2H, q, J =7 Hz), 421 (2H, d, J=6H

z), 3.35
(1H, m), 2.67 (3H, s), 1.30 (3H, t, J=7Hz), 1.21 (6H, d, J = 7 Hz)

(56) ([{[6— (83— OO—4—4A4YJAEILAVDYIL) —5—FE KO
XV—2—AFIEYEITOU—4—4)L] HILRZI} T2/) BEEE
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EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KHYIZ [ ([5— (RVDILAFY) —6— [2— (RUDILAHY) —
1—(3—=4900—4—4YJAELTIZN) —2—FFYIFIL] —2
—AFIEYIOU—4—A)L)} AILERZ)) 72/] BFEETFIL(0.28 g)
ZRAL, ZRIEE®(0.079 g, UNFE48%) FEEENKRE L THT-

mp: 94-97 °C.

'H-NMR (500 MHz, CDGl;) &: 11.29 (1H, s), 8.44 (1H, t, J

=6 Hz), 7234 (1H, d, J =2 Hz), 7.24 (1H, dd, J = 8 Hz, 2 Hz), 7.19
(1H, d, J

=8Hz), 429 (24, d, J
, 8), 1.21

(6H, d, J =7 Hz).

6 Hz), 4.11 (2H, s), 3.34 (1H, m), 2.64 (3H

(ErEHl1 2 3)
[ ([(B—EFRAFL—2—AF)L—6— [ (2=AFILETzZ)L—4—
AIL) AFI] EYVETDOU—4—A)L} AILKRZIL) TE/] BFEg

[0668] [1£275]

[0669] (1) [ ({B5— (RVIILAFHFY) —6— [2—TZ+FP—1— (2—4
FILETTZ)—4—A)L) —2—FFVIFIL]I—-2—AFILEYZTDOU—
4—A)L} AILAKRZL) TE/] BFETFIL

[0670] [1£276]

Eto‘,,c OB 011\
/‘\ “5 \T/ NTToo,E

(j

[0671] =l 72— (1) [TELT, (3, 4, 5—hrYZ)lAO0T7z=)L) EFfE
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IFILDRHYIZ (2—=AFILETzZ)L—4—4)L) BFEEETFIL(0.50 g)
RUEMHI1— (3) THoN ([ [6— (RUDILFXY) —2—AF
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIILARZILY TE/) BFEETFIL(0.45 g) TR, REILEW (0. 47
g, URET9%) ZHEBEEBEKRLE L TR,

'H-NMR (400 MHz, CDGl;) &: 8.37 (1H, t, J =6 Hz), 7.46

(2H, d, d =8 Hz), 7.41-7.27 (8H, m), 7.19-7.13 (3H, m), 5.51 (1H, s)
, 9.12

(1H, d, J =11 Hz), 4.84 (1H, d, J= 11 Hz), 4.25 (2H, qa, J =7 Hz), 4
.23 (2H,

d J=6Hz), 419 (2H, g, J =7 Hz), 2274 (BH, s), 2.19 BH, s), 1.3
0 (3H, t,

J=THz, 1.21 GH, t, J =7 Hz).

(2) [ ({B—EFAFY—2—AFIL—6— [ (2—AF)LETzZ)
—4—AJ) AFI] EYUSDOU—4—A)) hILRZ)L) 72/ Bk
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhbYIZ [ ([{5— (RVDILAFY) —6— [2—T+bFP—1— (2—
AFIVETZZI—4—A)L) —2—FFVIFIL]I—2—AFILEYZTDY
—4—AJ)L} AIARZI) T/] BFETFILO.47 g 2R, RELEW(
0.26 g, URZE81%) ZHBEKE L THT-.

mp: 95-96 °C.

'H-NMR (400 MHz, CDGl;) &: 11.37 (1H, s), 8.46 (1H, t, J

6 Hz), 7.38 (2H, t, J =7 Hz), 7.32-7.23 (5H, m), 7.14 (1H, d, J =
7 Hz),

.28 (2H, d, J =6 Hz), 4.20 (2H, s), 2.66 (3H, s), 2.23 (3H, s).

~
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(ErEHl124)
({[2=Y9B07REIL—6— (3, 4—290ORUDIL) —5—EF
AXSEYIDOU—4—4)L] AILARZLY T2/) Bl

[0672] [1£277]

[0673] (1) ({[56— (Ry¥IAFY) —2—-ynTnElL—6— ([ (k
DINABAFIV) RILHRZIL] X2} EYSIDOU—4—4 L] AILKRZ
WYy 72/) BFBRTF L

[0674] [1£278]

OBn O

o, A M -
N CaE

[0675] =EfEHI1— (1) Mo 1— (3) ITELT, IFVA 242 F ERIEOKD
VIZSoRTan n)LRx 243 F BRI (2.8 g) 2R, ZR1EEH(
6.5 g, UXEE5S3%) *HEEBMKYME L L THT-

'H-NMR (400 MHz, GDGl;) &: 8.15 (1H, t, J = 5 Hz),

7.51-7.35 (5H, m), 5.19 (2H, s), 4.27 (2H, a, J =7 Hz), 4.22 (2H, d,
J=5

Hz), 2.29-2.25 (1H, m), 1.33 (BH, t, J =7 Hz), 1.19-1.13 (4H, m).
(2) ({[2=>9B070E/L—6— (3, 4—2490ORUDIL) —5
—ERAFIEYZIDOU—4—A)L] AIKRZLY T/) Bl

EiEH 72— (1) RUE94— (6) ITELT, (3, 4, 5—krUT)LF
O7z=)L) BFIFILORDYIZ (3, 4—249007x2)L) EFEERY
D047 8., RU ({ [6— (RUDLFAHRY) —2—AF)L—6— { [
(FUZIABRAFIV) RNUNKRZIL] FHDL EYVZDOU—4—A)L] AL
R} TE/) BFBIFILORDYIC ([ [6— (RUIUILAFY) —2
—2o07aEL—6— { [ (RUZILAOAFIL) RILKZIL] FF]
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[0676]

[0677]

[0678]

[0679]

EVIOU—4—4)L] AIKRZLY T2/) BFEETF)L(0.40 g) ZRL.
ZEEAW (0.19 g, INE60%) #ABEIKE L THET-.
MS m/z: 396 (M+H)+;
'H-NMR (400 MHz, CDsOD) &: 7.48 (1H, d, J = 2 Hz), 7.4
(1H, d, J =8 Hz), 7.24 (1H, dd, J = 8 Hz, 2 Hz), 4.12 (2H, s), 4. 11
(2H, s),
2.22-2.15 (1H, m), 1.05-0.96 (4H, m).

(EiEHl125)

[ ({2—x2FI—6— [ (6—TNAB—2—FTFIL) AFIJ] —5—
ERAFDEYIDOU—4—AJ) AIKRII) TE/] Bl

[1£279]

(1) [ ({B— (RUDILFFY) —6— [2— (RUDLFFHY) —1
— (6—2)AA—2—FTFI) —2—FFYIFII] —2—ITF)LEY
SUOV—4—A)} ALKRII) TR/] BEBETTFIL

[1£:280]

Bnogc OBﬂ o
[j/j »; \( & 0,5
N. 1 N

.

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDKDLYIZEREHFO 4— (4) THoMNZ (6—T)LA0—2—F7
FIL) BFEADIIL0.47 g0 BUY ([ [6— (RUDLFFY) —2—4
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)] AIRZILL TR/) BREETFILORDYICEREH 104 — (1
) THont= ({ [B— (RVDLAFY) —2—TIF)IL—6— ([ (MY
TLABAFIL) RIHRZIL] A% EJEZOU—4—A)L] AILRZ

} 727) BEBRTFIL(0.39 g) ZAL, 1ZEEEEM(0.18 g, UXE3L%) £ 1&
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1=
IH-NMR (400 MHz, GDGl;) &: 8.39 (1H, t, J =5 Hz),
7.73-7.60 (3H, m), 7.56-7.50 (1H, m), 7.43-7.18 (12H, m), 5.69 (1H, s

), 5.17

(1H, d, J =13 Hz), 510 (1H, d, J = 13 Hz), 5.08 (1H, d, J = 10 Hz),
4.74 (1H,

d J=10Hz), 423 (2H, a, J =8 Hz), 420 (2H, d, J =5 Hz), 2.95 (
2H, a, J =

8 Hz), 1.33 3H, t, J=8Hz), 1.29 (3H, t, J = 8 H2).

(2) [ ({2=ZFNL—6— [ (6—T)ALO—2—FTFIL) AF/]
—5—ErFOFTEYIDOU—4—A} HILAKRZIL) TE/] BFEg
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
WORHYIZ [ ({5— (RVDILAHRY) —6— [2— (RUDILFFHFD
) —1—(6—2)IA0—-2—FTFI) —2—FFYIFI] —2—IF
WEYEDOU—4—A)L) AILARZIL) TE/] BFBETFIL0.18 g) ZAL
. ERIEE(0.071 g, UNE65%) ZEEEIKRE L THT,

mp: 222-223 °C.

'H-NMR (400 MHz, CD,OD) & : 7.85-7.80 (1H, m), 7.79 (1H,

s), .74 (1H, d, J =8 Hz), 7.52 (1H, d, J =8 Hz), 7.45 (1H, dd, J =
8 Hz, 4

Hz), 7.24 (1H, dt, J = 8 Hz, 4 Hz), 4.32 (2H, s), 4.12 (2H, s), 2.90
(2H, q, J

=8 Hz), 1.33 (BH, t, J = 8 Hz).

(EMEHI126)
[ ({6— [4—90O00—-3— (FYZ)]LABOAFIL) RUDJ] —2—I
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[0680]

[0681]

[0682]

[0683]

FI—5—E ROFIEYIDY —A )L} AIARZIL) T2/ ] BEEE
[1£281]

oH O
FaCu /ice A

(1) ({[B— (RvuILAXY) —6— {1— [4—90OB—-83— (+
JIIARBRAFI) Zx=)L] —2—IhFP—2—FFYIFIL} —2—
IFILEYIOU—4—A)L] AIKRZI) 7E/) BEETFIL

[1£282]

EIO,C  08n O

S -
Fal 3/%:. <y \QT’}LH’ ~COEL

o HN

.

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIZEHEFI102— (1) THLHNE [4—9BOBR—-3— (F
LA BAFIV) TJx2)L] BFETFIL0.43 g0, RU ({ [6— (RY
UNFFXY) —2—=AF)I—6— { [ (FUTILABAFI) RJLRZ)V]
XL EVIDOU—4—A)L] HILRZLY TR/) BFEETFILORD Y
[CEmEBI104— (1) THoDN ([ [6— (RVDIILFHFY) —2-T
FILl—6— { [ (FUTLFBRAFIL) RNKRZIL] FH) EYVEZDOU—
4—4)L] ARz TE/) BREETFIL(0.39 o) TR, REILEMO.
23 g, WNFE4T%) EB/1-=,

H-NMR (400 MHz, GDCl;) &: 8.41 (1H, t, J =4 Hz), 7.64

(1H, s), 7.45-7.35 (7H, m), 5.42 (1H, s), 5.14 (1H, d, J =12 Hz), 5
03 (1H, d,

J=12Hz), 425 (2H, q, J =8 Hz), 4.21 (2H, d, J = 4 Hz), 4.14 (2H,
m, 2.97

(2H, a, J =8 Hz), 1.34 (3H, t, J=8Hz), 1.30 (3H, t, J =8 Hz), 1.
17 3H, t,

J =8 Hz).

(2) [({6—[4—200-3— (FYTNLABAAFIL) RUDIL] —
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2—IF/L—5—EFrFOFIEYIDY —qJL} AILKRZ) /]
{30

EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILDRHYIZ ([ [6— (RUDLFFHY) —6— {1— [4—9 OO
—3— (hUZNNABOAFI) TxzZ)] —2—TbFXP—2—-FFXVIF
W} —2—IFIILEYVEIDU—4—A)L] AIRZL} TE/) BFBETFIL(
0.23 @) ZAL, ZEILEW0.11 g, WNET2%) #ABEKE L THT .
mp: 173-174 °C;

'H-NMR (400 MHz, CDsOD) &: 7.77 (1H, s), 7.56 (1H, d, J =

8 Hz), 7.51 (1H, d, J = 8 Hz), 4.23 (2H, s), 4.13 (2H, s), 2.89 (2H,
q J=238

Hz), 1.32 (BH, t, J = 8 Hz).

(EREHI1 2 7)
[({6—[83—7/AO0—4— (F)TZ)LAFOAFIL) RODJ] —5—
EROXL—2—AFILEYISDo—4—qJL} AILRZIL) /] Bl
[0684] [1b283]
g \f’
[0685] (1) [3—7/AO—4— (FYTILAOAFI) Tz)L] BEEERD D
L
[0686] [1b284]

F\Evgfi‘x:j/ “CQsBn

R

[0687] EiEHlo 4— (4) [ZELCT, (6—7)AO0—2—FTFI) FEEF=ZF
JIDEKHYIZ [3—T)ADO—4— (FYTILADOAFIL) TJ2ZIL] 7
TR ILA.0 g FHL., ZEBIEEM(.3 g, INZFEST%) #EEHIKME
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[0688]

[0689]

& LTH-,

'H-NMR (400 MHz, CDGl;) &: 7.56 (1H, t, J = 8 Hz),

7.39-7.31 (5H, m), 7.18-7.15 (2H, m), 5.16 (2H, s), 3.72 (2H, s).

(2) ({[B— (RUDILFHY) —6— [2— (RUDILFHRD) —1—
[3—TNFAO—4— (FYTNLAOAFI) TzZI] —2—FFYIF
W} —2—=AFILEVEZDOU—4—A)L] AIRZIL} TE/) BFBETFIL
[1£285]

Br,C  O8n G

BN
p\@j \Tl/ ‘-%T)LH /‘\COZEt
> NN
g0 T

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk

IFILDRDYIZ [3—T/AO—4— (FYTILAOAFIL) T7zZ)L]

EEEER > )L (0.31 @) RUEMEMHI 1 — (3) T/OHNT ([ [5— (R

WAFY) —2—AFN—6— { [ (FUTILABOAFIV) RJLIRZIL] F

U} EVEDOU—4—A)L] AIRZLY TE/) BFEETFIL0.24 9 %

L. ZEEE0.27 g, INE85%) /1=,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J =6 Hz), 7.45

(1H, t, J =8 Hz), 7.38-7.30 (8H, m), 7.24-7.20 (2H, m), 7.13 (1H, d,
J =11

Hz), 7.04 (1H, d, J = 8 Hz), 5.46 (1H, s), 5.18 (1H, d, J = 13 Hz), 5

.10 (1H,

d J=11Hz), 5.08 (1H, d, J =13 Hz), 4.99 (1H, d, J = 11 Hz), 4.25
(2H, q, J

=7 Hz), 422 (2H, d, J = 6 Hz), 2.66 (3H, s), 1.30 (BH, t, J = 7 Hz)

(3) [ ([(6—=[3=TAAO0—4— (FUTZILAOAFIL) RDDL]
—5—ERAFY—2—AFIEYIDOU—A4—A} AILKRZIL) T/
1 EFE&

EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
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[0690]

[0691]

[0692]

[0693]

(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
LDOEDHLYIZ ( {[6— (RUDIILAHY) —6— {2— (RUDIILAFXY)
— 1= [83=2)#8—4— (FYTILABAFI) Txz=)L] —2—FF%
YIFII) —2=AFIEYSDOU—4—A)] AR} 7= /) Bk
TFIL.27 g ZRL, ZHRLEWO. 11 g, INFK6T%) ZHEEFE L TE
T=o

mp: 205 °C;

'H-NMR (400 MHz, CDGl;) &: 11.36 (1H, s), 8.44 (1H, t, J

=6 Hz), 7.51 (1H, d, J =8 Hz), 7.25 (1H, d, J = 8 Hz), 7.23 (IH, d,
J =11

Hz), 4.30 (2H, d, J = 6 Hz), 4.21 (2H, s), 2.64 (3H, s).

(EiEHl128)

[ ([B—EFRFY—2—AFIL—6— [B—AF)L—4— (F)TILF
OAFIL) RUDIL] EVEOU—4—AJL)} AILKRZIL) 72/] BFfg
[1£.286]

o4 0

- ‘»H“\“j/‘\ﬁ\a[/ﬁ‘m TGOH
£ /L,/ N\{, N
3

(1) 4— (TJOFEAFIL) —2—AF)b—1— (RYTILAOAFIL) RN
oY
[1£287]
e i /\8 r
FaC \ﬂ“fj
EHo4— (1) RU94— (2) IT#ELCT, 6—7)LAO0—2—FT k

TEEAFILORDYIZCZ—AFIL—4— (FYTLAAAFIL) REEEBEA
FIL(Q2.3 g) AL, ZRILEW (2.5 g UNEI%) FHRME &L L TR,
'H-NMR (400 MHz, CDGl;) &: 7.58 (1H, d, J = 8 Hz),

7.32-7.28 (2H, m), 4.45 (2H, s), 2.49 (3H, s).
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[0694]

[0695]

[0696]

[0697]

(2) [8=AFI—4— (FYTNLAOAFIL) TzZ)L] FEEZ R
L

[1£288]

hog

4— (TAEAFIV) —2—=AF)Lb—1— (FYTLFBAFIL) RUEU(
257 EFZRUNLQOMDITHEBEL, TFUIT RIS ITFILTVOEZD
L(1.8 g EMAT-t%&. ERFEKT, EET2. SRHEIEH L, RIGRIC
BAMBIEKEMZ., EHMEERIFILCTHE L%, AREEEBKREES
FUDLTEBREL, BETAEZBEELER, RONEEREBEEZY AT
AZLYOI NI T 74 —THETLHILITKY, EREEMA. 1 g ULZHES
1%) T HIRME & L TR,

'H-NMR (400 MHz, GDCl;) &: 7.62 (1H, d, J = 8 Hz),

7.29-7.23 (2H, m), 3.78 (2H, s), 2.51 (3H, s).

(83) [B—=AFI—4— (FYTLABOAFI) Tz=)L] BEFEERUDIL
[1£289]

*\%/”q\j/\cozan

o

[B3—AFI—4— (FYTIABOAFII) Tz=0] FER=ZFYILA.T
gEIZ/—ILG mDITERL, KEBIEH ) DLKEKRCM 10mb) #Mz
=%, 80°CT204fEB#HEL, KWTEET—BRREL. RISKEBV
8O0 CTARMIERLI-&. OCTREREMZ, AMMECIFILI—T
LTHEL, BHRELZEKRES ) OLTEBRL:, BETBEEEET
5T EITEY, [8=AFI—4— (FYTILABAFIV) Tx)L] BFER
B, ChEFEFZRFYLA0O MO ITHEHEL, R22)LTOE FO.3 mh)
RUREBHYILAS g ZmMA-%&, Z2ERFEKRT. 6 FEMBERL,
RGEICKEMZ, BT FILTHRE L%, AREZEKBRES )V A
THERLE, BETBEEZBELER, Son=BBEEZSUATILAS LY
AT bS5 T74—THRETHILITKY, EREELEMW0.52 g, INE31%) %
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BEHRAYMEL LTH.

'H-NMR (400 MHz, CDGl;) &: 7.55 (1H, d, J = 8 Hz),

7.38-7.31 (5H, m), 7.19-7.17 (2H, m), 5.15 (2H, s), 3.67 (2H, s), 2.4

6 (3H, s).

(4) ([ [B— (RUDNLFFY) —6— [(2— (RUDLFFHY) —1

— [83=AFI—4— (FYTLAOAFIL) TzZ)] —2—FFYIF

W} —2—=AFILEVEZDOU—4—A)L] AIRZIL} TE/) BFBETFIL
[0698] [1£290]

sno‘,c ofn O

RN

‘]/ ‘*T)L N7 TCOEL
f b H
.- N

F.o "
[0699] EMEHI7 2— (1) [TELT, (3, 4, 5—+YT)LAOT7z)) Bl
IFILDROLYIZ [B—AFI—4— (FYTNABAFIL) TzZ)L] BE
B U)L(0.31 @ RUERERFI1— (3) THLHN- ({ [B— (RUDL
TxY) —2—AF)L—6— { [ (FUTILAOAFIL) RANKRZIL] X
DY EVERDOU—4—A)L] AIRZLY TE/) BFBETFIL(0.24 g) £H
v, EEEEEW0.29 g, UNEEI1%) /T,
'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J =6 Hz), 7.49
(1H, d, d =8 Hz), 7.36-7.30 (8H, m), 7.24-7.22 (2H, m), 7.16 (1H, d,

J=28

Hz), 7.12 (1H, s), 5.49 (1H, s), 5.20 (1H, d, J = 13 Hz), 5.09 (1H, d
, J =13

Hz), 5.08 (1H, d, J = 11 Hz), 4.85 (1H, d, J = 11 Hz), 4.25 (2H, q, J
= 7 Hz),
4.21 (2H, d, J =6 Hz), 2.67 (3H, s), 2.37 (3H, s), 1.30 BH, t, J =
1 Hz).

(58) [ ({5—EFOFLY—2—AFIL—6— [B—=AF/IL—4— (k)
TZILADAFIL) RUDIL] EYIO—4—A )L} AILKR=ZIL) 7R/ ]
BERS
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[0700]

[0701]
[0702]

[0703]

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbHWIZ ([ [6— (RVDILAFY) —6— [2— (RUDILAHY) —
1— [8=AFI—4— (FYTLAOAFI) TzZ)L] —2—FFVI
FIL} —2—AFIEYITDU—4—AJL] AILKRZ)L} TE/) BFETF
JL(0.29 g) ZRLY, ERILEW 0. 14 g, INFE82%) #ABERKE LTHE.
mp: 169 °C;

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.45 (1H, t, J

6 Hz), 7.51 (1H, d, J = 9 Hz), 7.28-7.25 (2H, m), 4.29 (2H, d, J =
6 Hz),

.18 (2H, s), 2.64 (3H, s), 2.44 (3H, s).

~

(ErEHl129)

[ (6= [ (4" —TIFAR—2—AFILETzZ)L—4—A)L) AFIL
] = 56—EFAXY—2—AFIEYIDOU—4—AJL} DKL) T2
/] EFEg

[1£291]

il
T‘”\j/\ﬁ/‘\xf’ “§’”\€GQH
w

J\I/j/ N I N

A

(1) 4 —)AA—2—AFILETzZIL—4—HILKRVEEATFIL
[1£292]

j@gjmm
A

4—TOF—3—AFIREBEBEBAFILEQ8 YRY (4—T)LAOT=)L
) ROVEEQ. 5 9 F LT @0 ML) ITEEL, BERFEKT. TFZFX
(FPUTZZZIRRT 4 2) ST UTLEKRO0.97 o RUREEF LG
6 o) Ak, SEHRMMBER L, RIGKIZKEMZ., BFEETFILTH
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HL-%, BREEZRKFEST Y DLTER L, BETAEEZEELE

%, BONBEEZSUHATILASLYIOI TS T4 —THRETSH LIS

&Y, BZELEMAS5 g WEEEM) #5871,

'H-NMR (400 MHz, CDCl;) &: 7.95 (1H, s), 7.89 (IH, d, J =

8 Hz), 7.30-7.26 (3H, m), 7.13 (I1H, d, J =8 Hz), 7.11 (1H, d, J =8

Hz), 3.93

(3H, s), 2.30 (3H, s).

(2) (4" —INAO—2—AFILETzZIL—4—1)L) BEFEETFIL
[0704] [1£293]

"F/*“T/“‘cozgt
s =

L

[0705] EMEFIO4— (1) . 94— (2) . 128— (2) RU95— (3) IT#
LT, 6—2/FAA—2—F T rIBEAFILOKDYIZ4’ —2)LF0—2
—AFILETTZI—4—AIKRVEEAFILA.5 g TRV, ZEREELEMQ.T
g, UNE54%) #BEBEBEKRLE L THET .
'H-NMR (400 MHz, GDCl;) &: 7.27 (1H, d, J = 6 Hz), 7.25
(1H, d, J=6Hz), 7.18 (1H, s), 7.16 (2H, d, J =2 Hz), 7.09 (2H, t,
J=9
Hz), 4.18 (2H, a9, J =7 Hz), 3.62 (2H, s), 2.24 (3H, s), 1.29 (3H, t,
J=1
Hz) .
(3) [ ({B— (RuINFFY) —6— [2—ZTZ+FP—1— (47 —
INAO—2—AFILETzZ)L—4—A)L) —2—FFYIFI] —2—
AFIVEYI DO —4—A)L} AIRZIL) TE/] BFETFIL

[0706] [1£294]

EWO,C OBn g
R R G
ﬁjﬁ{wg :

'\-‘\\ /E\,/g’ N 5.3\3
oy
g

[0707] =l 72— (1) [TELT, (3, 4, 5—hrYZ)lAD07z=)L) BEFfE
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IFILDRHYIZ (4 —TLFA0—2—FFILETzZIL—4—1)L) BE
BRTFIL(0.53 g) RUEMRI1— (3) THLOHNT ([ [6— (RUDILA
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—A0L] AILARZILY 7E/) BFEETFIL(0.45 g) ZAL
. ERIEE(0.54 g, INFE88%) FEBBEMEIKRE LTHI,

'H-NMR (400 MHz, GDCl;) &: 8.37 (1H, t, J =5 Hz), 7.47

(2H, dd, J =8 Hz, 2 Hz), 7.42-7.36 (3H, m), 7.26-7.05 (7H, m), 5.50
(1H, s),

512 (1H, d, J =11 Hz), 4.87 (1H, d, J= 11 Hz), 4.26 (2H, q, J = 7 H
z), 4.23

(2H, d, J=5Hz), 418 (2H, a, J =7 Hz), 2.73 (3H, s), 2.17 (3H, s)
, 1.31 (3H,

t, J=T7Hz), 1.21 BH, t, J =7 Hz).

(4) [ (6= [ (4 —TNAO—2—AFILETTZIL—4—A))

AFI] =5 —EFAFY—2—AFIEYIDU—4—AJ} AILKRZIL
) T2/] EFlg

EmBI72— (2) [TELT, [ ({(B— (RvDILAxY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhYIZ [ ([5— (RVDILAFY) —6— [2—T hFxP—1— (4’

—IJILAA—2—AFIETTZ)—4—A)L) —2—FFIYIFI] —2
—AFILEYIOU—4—A )L} AIKRZIL) TE/] BEEETFIL(0.54 g)
ZRL., FEIEE®0.30 g, URZE84%) ZHBEKE L THET-.

mp: 99-100 °C;

'H-NMR (400 MHz, GDCl;) &: 11.37 (IH, s), 8.46 (1H, t, J

=6 Hz), 7.27-7.22 (4H, m), 7.11 (I1H, d, J =8 Hz), 7.07 (2H, t, J =
9 Hz), 4.29

(2H, d, J =6 Hz), 4.20 (2H, s), 2.67 (3H, s), 2.21 (3H, s).
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[0708]

[0709]

[0710]

[0711]

[0712]

[0713]

(EHEHI 1 30)
[[(B—ERAFLY—2—AF)L—6— { [2— (FUZLFAAFIL)
E7zZI—4—AL] AFIL} EVEDU—4—4)L) AILKRZIL] 7=
/) BB

[1£295]

oH O

= /\”fl%(»j SN0
E j NN M

T

-

F4C.

(1) 1=980—4— [ (A RFIALFY) AFIL] —2— (FYTL
AAAFIL) RoEY

[1£296]

i::ﬂ::T““OMGM

[4—-00—=3— (FUZILABAFIL) TzZ)L] AZ2/7—1L01 9%
ThZERATZ @0 ML) ITEBEL, OCTTKFILST I LI(0.25 g) /M
Z1EEER L%, RIBETI/O00AFILAFILI—TIL(0.45

mbL) £z SRR Lz, RISKICKZEE, BEMEEHFRIF/ILTHEL
=%, MEREEKFRERT M) VLTRELE, RETREEEZE L&,

BONEREZUATSLASLIAR M S T74—TRETHIEITEKY
. ZERIEEWO.1 g UNE88%) ZBEBEEMERLE L TH

'H-NMR (400 MHz, GDCl;) & : 7.69 (1H, s), 7.50-7.44 (2H,

m, 4.72 (2H, s), 4.60 (2H, s), 3.41 (3H, s).

(2) 4= [ (ARFIARTY) AFIL] —2—= (RYTILAOAFI)

EZz=)L

[{£297]

Falo

S OMOM
L

o
1—200—4— [ (ARFUARTY) AFIL] —2— (M) Z)LAOA
FIL) Ro¥E20.56 g Z&T o FOT732@0m)IZEEL, BER2FEHR
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[0714]

[0715]

[0716]

T, Zz2ARTAVULTAI FOTZERATSVERAIM 41 m
LDEU1, 3—EX (2,6—=4Y7OELTIZN) A24YYTY) —
(83=400EYDIL) KRS LTHDO1) F(0.0015 g) ZMAf-#%. 38
FMBER L1z, RIEREERFEFTHEL., KEMAT-%. EHYWEERET
FILTHE LTz, BETAEEZZEL-R. Bon-EBEBEZSVHITILAS
LOOT T ZT74—TRETHIILITELY, ZREEW0.62 g, UXFEIS%
) EBREEEBEMKRE LTHE.

'H-NMR (400 MHz, CDGl;) &: 7.75 (1H, s), 7.55 (IH, d, J =

8 Hz), 7.41-7.38 (3H, m), 7.34-7.30 (3H, m), 4.77 (2H, s), 4.69 (2H,
s), 3.45

(3H, s).

(3) [2= (FYTNLABAFIL) ETzZ)—4—AJL] 23 /—)L
[1£298]

FgC‘E” ’;\\bj/ N\OH
o

4— [ (ARFDAREY) AFIL] —2— (RUYTZLAOAFIL) ETx
—I)L(0.84 g & AR/ —)L(20 mbL) ITHEFE L, 1BEE (109,
4.0mb) ZmMAf-%&. 4FEAMBERLZ, RIGREZERETHEL, KEM
Zf-t%., ARYMEERBRIFILCHEL:, BETHEEFEELELE, 850
REEDIATLASLIOTIRIT ST —TRETHILITELY., £
L& (0.64 g, UNFEB9%) ZE/BEBEEMERLE L THI-,
'H-NMR (400 MHz, CDCl;) &: 7.76 (1H, s), 7.57 (1H, d, J =
8 Hz), 7.42-7.38 (3H, m), 7.35-7.31 (3H, m), 4.82 (2H, d, J = 6 Hz),
1.80 (1H,
t, J =6 Hz).

(4) [2= (FYTNLABAFIL) ETzZ)—4—a)L] EFEETFIL
[1£299]

Falu

o JE\”‘j’\‘COEEt
L
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[0717] =fEHIO4— (2) . 128— (2) RU95— (3) ICELT, (6—7
WAO—=2—F2FI)) 23/ —1LOKHLYIZ [2— (F)TILFBRAFIL
) ETZzZ)—4—AJL] A3/ —)L(0.64 g) ZRL, #ZRIEEW(0.39 g,
IREE50%) = EEMIKME & L THT-
'H-NMR (400 MHz, GDCl;) &: 7.66 (1H, d, J = 2 Hz), 7.49
(1H, dd, J =8 Hz, 2 Hz), 7.41-7.37 (3H, m), 7.32-7.29 (3H, m), 4. 21
(2H, a, J
=7 Hz), 3371 (2H, s), 1.30 (3H, t, J =7 Hz).
(6) ({[B— Ry NFFY) —6— [2—TZ+FV—2—-FFV-—
1— [2— (FYTIABOAFI) ETzZ)IL—4—A)L] TFIL} —2—
AFIVEYI DO —4—A)L] AIRZI) TE/) BEETFIL

[0718] [4£300]

E0,C  OBa O

HGTEM\/A\ii\TJiﬁ co.Ex

)

[0719] EMEHI 72— (1) [TELT, (3, 4, 5—+Y2)LAOT7zZ)) Bl
IFILDRHYIZ [2— (FUTLAOAFI) ETzZ)L—4—4)L] BE
BRTFIL(0.39 g) RUEMERI1— (3) THHENT ([ [65— (RUDILA
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—A0L] AIARZILY 7E/) BFEETFIL(0.28 g) ZAL
. ERIEEW0.34 g, INFE84%) *EBBEHMEIKRE LTH,

'H-NMR (400 MHz, GDCl;) &: 8.38 (1H, t, J =6 Hz), 7.66
(1H, d, J =2 Hz), 7.49-7.45 (3H, m), 7.43-7.37 (6H, m), 7.29 (2H, dd

. Jd =1

Hz, 3 Hz), 7.23 (1H, d, J =8 Hz), 5.51 (1H, &), 5.15 (1H, d, J = 11
Hz), 5.05

(1H, d, J= 11 Hz), 4.26 (2H, aq, J = T Hz), 4.23 (2H, d, J = 6 Hz), 4
18 (2H, q,

J=7Hz), 2.73 3H, s), 1.31 GH, t, J=T7Hz), 1.21 GH, t, J=TH
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z).

(6) ([ (B—EFAFL—2—SF)L—6— {[2— (FYD)LADOA
FIL) ETTZI—4—A)L] AFI} EVIDOU—4—4)L) HILKRZIL
1 73/) BFlg

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhVIZ ([ [6— (RVDILAFY) —6— [2—I +bFP—2—-FFV
—1—=[2—= (FYTLABOAFI) ETzZ)L—4—4)L] TFIL} —2
—AFILEYIOU—4—A)L] AIKRZLY TE/) BEEETFIL(0.34 g)
ZRL., FEIEE®0.20 g, URZE84%) ZHBEKE L THET-.

mp: 142-143 °C;

'H-NMR (400 MHz, CDGl;) &: 11.35 (1H, s), 8.46 (1H, t, J

=6 Hz), 776 (1H, d, J =2 Hz), 7.56 (1H, d, J = 8 Hz), 7.39 -7.35 (
3H, m),

7.28 (2H, dd, J =8 Hz, 2 Hz), 7.24 (1H, d, J = 8 Hz), 4.30 (2H, d, J
= 6 Hz),

4.27 (2H, s), 2.66 (3H, s).

(EHEHI 13 1)

[ ([B—EFAFY—2—AFIL—6— [4—AF)L—3— (FJTILF

OAFIL) RUDIL] EVEOU—4—AJL)} AILKRZIL) 72/] BFfg
[0720] [4£301]

[0721] (1) [4—AFI—3— (FYTIAOAFIL) Tx=)L] BEEERD DL
[0722] [1E302]
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[0723]

[0724]

[0725]

EEFl1 19— (1) ICELT, (5—TNLFO—2—FTFIL) FEI=
FUILDROYIZ [4—AFIL—3— (FYT)LABAFIL) 22=IL] 7
T r=R1JJL(0.86 @) ZAL, ZERILEMA.7 g, INEEEM) ZEEMIKY
B&LTE-.

'H-NMR (400 MHz, CDGl;) &: 7.52 (1H, s), 7.38-7.31 (6H,

m, 7.24 (1H, d, J =8 Hz), 5.14 (2H, s), 3.68 (2H, s), 2.46 (3H, s).
(2) ([ [B— (RoDNLFFY) —6— [(2— (RUDLFFHY) —1
— [4—AFIL—8— (FYTZLAOAFIL) TzZ)I] —2—FFYIF
W} —2—=AFILEVEZDOU—4—A)L] AIRZIL} TE/) BFBETFIL
[1£303]

BrO,C OB G

N
Fil T \\T/ \%\‘l’)L\N/\COZEt
! | H
P NTN

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILORDYIZ [4—AFIIL—3— (FUTLFRAFIL) Tz=)L] BE
B U)L(0.31 @ RUERERI1— (3) T/HLHN- ({ [B— (RUDL
TxY) —2—AF)L—6— { [ (FUTILAOAFIL) RANKRZIL] X
DY EVERDOU—4—A)L] AIRZLY TE/) BFBETFIL(0.24 g) £H
Ly, FZEEEW0.31 g, UNEIT%) # /1=,

'H-NMR (400 MHz, CDGl;) &: 8.34 (1H, t, J =6 Hz), 7.52

(TH, s), 7.39-7.29 (9H, m), 7.23-7.20 (2H, m), 7.18 (1H, d, J = 8 Hz)
, 5.48

(1H, s), 5.18 (1H, d, d = 13 Hz), 5.08 (1H, d, J = 13 Hz), 5.06 (1H,
d, J =11

Hz), 4.92 (1H, d, J = 11 Hz), 4.25 (2H, o, J =7 Hz), 4.21 (2H, d, J
= 6 Hz),

2.66 (3H, s), 2.43 (3H, s), 1.30 BH, t, J =7 Hz).

(3) [ ({B—ERAXY—2—AFIL—6— [4—FAFIL—83— (V)
TILAOAFIL) RODL] EYVEDOU—4—A)L} AILRZIL) /]
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[0726]

[0727]

[0728]

[0729]

EEEL

EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
LDOEDHLYIZ ({ [6— (RVDILAXY) —6— {2— (RUIUILAHD
) — 1= [4—=AFIL—3— (MYTILABAFIL) TxZ)L] —2—FF
YIFII) —2=AFIEYSDOU—4—A)] AR} 7= /) Bk
TFIL.31 g ZRL, ZLEW0.15 g, INZFK82%) #HEEKFE LTHE
T=o

mp: 162 °C;

'H-NMR (400 MHz, CDGl;) &: 11.31 (1H, s), 8.45 (1H, t, J

=6 Hz), 7.62 (1H, s), 7.42 (1H, d, d =8 Hz), 7.19 (1H, d, J = 8 Hz)
, 4.29

(2H, d, d =6 Hz), 4.18 (2H, s), 2.63 (3H, s), 2.43 (3H, s).

(EHEHI 1 3 2)

({[6— (4= 00-3—=7)LAARUYI) —5—EFOFI—2—
AFIVEYZTOU—A4—A ] AIKRZIY TE/) Bk

[1£304]

T3
F E TN OH
oy E\ET',N

(1) [ ({5— (RoVILFFY) —6—[1— (4—DOO—-3—7JL
AO7IZ)) —2—IhFP—2—FFYIFI] —2—AFJILEYZD
—4—A )L} AILARZ)L) FE/] BEBETFIL

[1£305]
j;\/ n N “C0LEL
EFH 72— (1) ITELCT, (3, 4, 5—rYy)AO07z=)L) Bt
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IFILORHLYIZ (4—900—-3—T)LA0Tz=)L) EFEETFIL(0.22 g
)RUZERHI1— (3) THoONT= ([ [6— (RVDILFHY) —2—AF
W—6—{ [ (FRUZLADOAFIL) RILKRZIL] 7FL) EYUZTDOU—4
—A L] AIILARZILY TE/) BFEETFIL(0.24 g) TR, REILEW (0. 26
g, UNZE94%) %1B1-,

'H-NMR (400 MHz, GDGl;) &: 8.37 (1H, t, J = 5 Hz),

7.45-7.37 (5H, m), 7.27 (IH, t, J =8 Hz), 7.12 (1H, dd, J = 11 Hz, 2
Hz), 6.96

(1H, dd, J =8 Hz, 2 Hz), 5.39 (1H, s), 513 (1H, d, J = 11 Hz), 4.46
(1H, d, J

=11 Hz), 4.26 (2H, a, J =7 Hz), 4.23 (2H, d, J =5 Hz), 4.16-4.10 (
2H, m),

2.71 (3H, s), 1.31 (3H, t, J =7 Hz), 1.17 (3H, t, J =7 Hz).

(2) ({[6— (4—=9B0O—-3—T/LAARYI)) —5—EFOXD
—2—AFIEYZTDOU—4—4)L] AIKRZL} T/) Bl

EEBl1 10— (4) IZELT, [ ({B— (RuVILAFY) —6— [1
— (4", 6—=Y4900E7zZ)IL—83—AJ)) —2—I+rFP—2—-FF
YIFII] —2—=AFIEYSDOU—4—A)L) hILRZ)) 7=/ Bk
IFILORHYIZ [ ({5— (RUDLAHFY) —6— [1— (4—% 00O
—3—27)LAA7zxzZ)L) —2—T+rXL—2—FXVYIFI] —2—AF
WEYEDOU—4—A)L} AILARZIL) TE/] BFEETFIL(0.26 g) ZAL
. ERIEE(0.047 g, UNE28%) FHEEIKRE L THT,

mp: 209-210 °C;

'H-NMR (400 MHz, GDCl;) &: 11.33 (IH, s), 8.45 (1H, t, J

=6 Hz), 7.30 (1H, d, J =8 Hz), 7.17 (1H, dd, J = 10 Hz, 2 Hz), 7.10
(TH, dd,

J=8Hz, 2Hz), 430 (2H, d, J =6 Hz), 414 (2H, s), 2.63 (3H, s).
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[0730]

[0731]
[0732]

[0733]

(EHEHI 13 3)

[ ({6—[(2—=%D0O0—-4" —J)LAOETIZIL—4—AJL) AFI
] = 56—EFAXY—2—AFIEYIDOU—4—AJL} DKL) T2
/] EFEg

[1£.306]

(1) 2—4900—4" —27)LAQ—4—AFJLETz=)L
[1£307]

Cl.

.

\{/ R

e

Not
1—JAFE—2—900—4—AFIRUEVQ 5 9FTrZEROTSY
(100 mL) IC/AR L., BR&EHATF. —78CTn—TFILYFILDNn—~F
HUBKRA.6M 8.6m)ZHETL-E, BIRT2KEEBR#HLI-. RIGRKRIZ—
78CTIESEM)AFILA I M ZHETL, RIET IRMBH LR, 7
RICERFTHREL-, RIGRICIEEE(10%, 30 mb) ZMz, AHYMESTF
IWI—TITHELER, BETBIEZERTLSI_LITLY,. (2—9 00
—4—AFILTz=)) ROVEEQ2 0 g UNEKI6%w) ZAHBEIKE L TR,
1—TLAO0—4—F—FKRUEUR 0 RV (2—900—4—AFIL7T
TZ) ROVEEQR.0 g% LT 00 m) ISEREL, BEXRFHEKT. EE
TTESFRR (FP)TZZUKRRT 4 2) 185D LEER0.70 g) RUKEE
FTRUDLQ.6 g EMAT-#, SHMMBAERRL, RIEKIIKEMZ, B
WYEHBRTFILTHE LR, AREZEKERES ) DLTIEL,
BETBEEBEELLR, Bon=REBEZ YAV ASLYIOT NI ST
1 —THEITLHILITEY, REILEWQ2.2 g, UNZE83%) ZHBEFE LT
B/,
'H-NMR (400 MHz, CDGl;) & : 7.62 (1H, dd, J = 9 Hz, 5 Hz),
7.39 (1H, dd, J =9 Hz, 5 Hz), 7.29 (1H, s), 7.20 (1H, d, J = 8 Hz),
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[0734]

[0735]

[0736]

[0737]

1.12-7.08

(3H, m), 2.37 (3H, s).

(2) (2—=490Q—4" —J)LFAAET7zZIL—4—q)L) BFEETFIL
[1£:308]

Gl O£

L?TL o8
EfEHIos— (1), 128— (2) RU95— (3) IZELT, 2—/0O
O—4—AF)L—1— (MY TZILAOAFI) ROEFCODRDYIZ2-4 0O
O—4" —2J)0LAO0—4—AFILETTZ)LQ2.2 g) #RL, ZELE1 0.3
8 g UNEI3%) EEEMKMEL LTH .
'H-NMR (400 MHz, CDGl;) & : 7.47 (1H, s), 7.44-7.31 (3H,
m, 7.30 (1H, dd, J =8 Hz, 2 Hz), 7.13 (2H, t, J = 9 Hz), 4.21 (2H
q, Jd =17
Hz), 3.78 (2H, s), 1.29 BH, t, J =7 Hz).

(3) [ ({B— (RyvoNAXxY) —6— [1— (2—9OB—-4" —7
IMAOEZzZ)L—4—A)L) —2—IrFP—2—FFYIFIL] —2—
AFIVEYI DO —4—A)L} AIRZIL) TE/] BFETFIL
[1£:309]

ok geng
f\j\% Yw

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRDLYIZ (2—9O00—4" —J)LAOETzZ)L—4—4A)L) B
BETFIL(0.38 o) RUZEREFI 1 — (3) THoN ([ [5— (RUDILF
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—A0L] AILARZILY 7E/) BFEETFIL(0.29 g) ZAL
. BEEEWO.21 g, UNFE54%) ZHBEEBENRE L TH

H-NMR (400 MHz, GDCl;) &: 8.37 (I1H, t, J = 6 Hz), 7. 47

(2H, dd, J =8 Hz, 2 Hz), 7.43-7.35 (6H, m), 7.25-7.20 (2H, m),7.10 (
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2H, t, J =

9 Hz), 5.45 (1H, s), 5.14 (1H, d, J = 11 Hz), 4.98 (1H, d, J= 11 Hz),
4.26 (2H,

a J=THz), 424 2H, q, J=THz), 421 (2H, d, J =6 Hz), 2.73 (3
H s),

1.31 (3H, t, J=T7Hz), 1.20 BH, t, J =7 Hz).

(4) [ ({6—[(2—40OA—4" —2)AO0ET7IZIL—4—4)L)

AFII] —5—ERAFL—2—AFILEYIDOU—4—4 )L} AILKRZIL
) T2/] EFlg

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhyiZc [ ({5— (RVDILAFY) —6— [1— (2—90OB—-4" —
FILADETzZIL—4—A)L) —2—IbFI—2—FFYIFI] —2
—AFILEYIOU—4—A)L} AIKRZIL) TE/] BEEETFILO.21 g
ZRAL., ZRIEE®(0.070 g, UNFE4T%) EEEENKE L THT-

mp: 156-157 °C;

'H-NMR (400 MHz, GDCl;) &: 11.35 (IH, s), 8.46 (IH, t, J

=6 Hz), 7.48 (1H, d, J =2 Hz), 7.37 (2H, dd, J = 9 Hz, 6 Hz), 7.32
(1H, dd, J

=8 Hz, 2 Hz), 7.22 (1H, d, J =8 Hz), 7.09 (2H, t, J = 9 Hz), 4.30 (
2H, d, J =

6 Hz), 4.19 (2H, s), 2.66 (3H, s).

(EHEHI 1 3 4)

[ ({6—[(2—=%DB0O0—-8" —J/LAOETTZIL—4—4JL) AFI
] = 56—EFAXY—2—AFIEYIDOU—4—AJL} DKL) T2
/] EFEg



WO 2011/132633 249 PCT/JP2011/059514

[0738] [{E310]

J\/j"T\ﬁ ;\z “oo.H
Y
[0739] (1) (2—4%B0O0O—-3 —JIAOEZIZ/IL—4—4)L) BFEETFIL
[0740] [4E311]

[0741] Z=5EHI133— (1), 95— (1), 128— (2) RU95— (3) IZ
ELT. 1=/ F0—4—F—FRUEVORDYIZT—TILABD—-3—
A—FRUED Q.7 ) AL, BEILEW0.42 g, INE12%) ZBEHKY
BELTHEL,
'H-NMR (400 MHz, GDCl;) &: 7.42-7.37 (2H, m), 7.29 (1H,
d J=8Hz), 7.25 (1H, d, J =8 Hz), 7.21 (1H, d, J =8 Hz), 7.16 (1
H, dd, J =
8 Hz, 2 Hz), 7.09 (1H, t, J =8 Hz), 420 (2H, a, J =7 Hz), 3.64 (2H
, 8), 1.29
(BH, t, J =17 Hz).
(2) [ ({B— (RvoNAFFxY) —6— [1— (2—9OB—-3" —7
IMAOEZzZIL—4—AqJL) —2—ThrFXFL—2—-FFYIFI] —2—
AFIVEYI DO —4—A)L} AIRZIL) TE/] BFETFIL

[0742] [4E312]

Ezoac OBn{}
\}/ 7) \{ OO
U hl

[0743] EMEHI 72— (1) [TELT, (3, 4, 5—+Y2)LAOT7zZ)) Bl
IFILORHYIC (2= 00—-8" —I)LAOETzZ/)L—4—4)L) BE
BITFIL(0.42 g RUZEREFI1— (3) THoN ([ [6— (RUDLF
F) —2—AF)I—6— [ [ (FUTLAOAFIL) RILKRZJL] X2
VP EUSOU—4—A0L] AILARZILY 7E/) BFEETFIL(0.32 g) ZAWL
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. REIEEW0.20 g, INE4T%) ZHRBEEMEKRE L THE.
'H-NMR (400 MHz, CDGl,) &: 8.37 (I1H, t, J =6 Hz), 7.47
(2H, dd, J =8 Hz, 2 Hz), 7.43-7.35 (BH, m), 7.24 (2H, d, J = 2 Hz),

7.18 (1H

d J=7Hz), 7.14 (1H, dt, J = 10 Hz, 2 Hz), 7.07 (1H, dt, J = 10 Hz
, 2 Hz),

5.45 (1H, s), 5.15 (1H, d, J = 11 Hz), 4.98 (1H, d, J= 11 Hz), 4.27 (
2H, q, J =

71Hz), 424 (2H, 9, J =7 Hz), 420 (2H, d, J = 6 Hz), 2.73 (3H, s),
1.31 (3H,

t, J=THz), 1.20 BH, t, J =7 Hz).

(3) [ (6= [(2=90O0—-3" —Z/LAOEZ7zZ)IL—4—A))

AFII] —5—ERAFL—2—AFILEYIDOU—4—4 )L} AILKRZIL
) T2/] EFlg

EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
Khyizc [ ({5— (RvDILAFY) —6— [1— (2—90O0B—-3" —
FILADETzZIL—4—A)L) —2—IbFI—2—FFYIFI] —2
—AFILEYIOU—4—A )L} AIKRZIL) TE/] BEEETFIL(0.20 g)
ZRL., ZRIEE®(0.060 g, UNFE41%) FEEBEENKE L THT-

mp: 189-190 °C:

'H-NMR (400 MHz, CDGl;) &: 11.36 (1H, s), 8.46 (1H, t, J

=6 Hz), 7.49 (1H, s), 7.40-7.32 (2H, m), 7.24 (1H, d, J =8 Hz), 7.1
8 (1H, d,

J=8Hz), 7.13 (1H, d, J =8 Hz), 7.05 (IH, t, J = 8 Hz), 4.30 (2H,
d J=6

Hz), 4.19 (2H, s), 2.66 (3H, s).
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[0744]

[0745]

[0746]

[0747]

(M1 3 5)

[ ({6—= [ (83" —=TLABETzZ)L—4—AJL) AF)]—5—EFO
FO—2—AFIEYITDU—A4—AJL} AILKRZIL) T2/ EER
[1£313]

(1) [ ([{5— (RoVILFFY) —6— [2—I+rFP—1— (3 —
TJILAOET T Z)—4—A)L) —2—FFYIFIL] —2—AFJ)LEY =
Do—4—qJL} AILRZI) TI/] BEEETFIL

[1£314]
\}/ T)\{ N OmE
LT s
EHEHO 1— (2) ITELT, (4—72)4A07z=)L) AROVEBORDY

(2 (3—T/AB7z=)L) RO EE0.13

g RUZERERFO1— (1) THoN= [ ( {B— (RUUILAFY) —6—
[1— (4—7AETzZ) —2—IrFP—2—FFYIFIL]—2—4

FILEYZ O —4—A)L} ALKRZIL) 7E/] BEFEETFIL(0.26 g9 =H
v, EREEEWO.19 g UNET0%) EEHEBENKE L TH

'H-NMR (400 MHz, CDGl;) &: 8.37 (1H, t, J = 6 Hz),

7.50-7.46 (2H, m), 7.43-7.32 (8H, m), 7.25 (2H, dd, J = 10 Hz, 2 Hz),
7.01 (1H,

dt, J =8 Hz, 2 Hz), 554 (1H, s), 5.12 (1H, d, J = 11 Hz), 4.91 (1H,
d, J= 11

Hz), 4.27 (2H, q, J =7 Hz), 4.23 (2H, q, J =7 Hz), 419 (2H, d, J =
6 Hz),

2.72 (3H, s), 1.29 (BH, t, J=T7Hz), 1.19 BH, t, J =17 Hz).
(2) [ ({6—=[(3 —2ZA0FRETzZI—4—AJ) AFIL]—
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ERAFO—2—AFILEYIDU—4—A)L} ALRZL) 7T/ EEg
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KhIZ [ ([5— (RVDILAFY) —6— [2—T hFP—1— (3’

—ILABETIZI—4—A)) —2—FFYIFI] —2—FAF)LEY
SUOV—4—AJ} ALKRZIL) TE/] BEBEITFIL(0.19 g) AL, B
&% (0.078 g, UNFE63%) #EEBEIKRE LTHT-,

mp: 214-216 °C.

'H-NMR (400 MHz, CDGl;) &: 11.34 (1H, s), 8.45 (1H, t, J

=6 Hz), 749 (2H, d, J =9 Hz), 7.46 (2H, d, J = 9 Hz), 7.40-7.32 (2
H m),

7.26-7.23 (1H, m), 7.01 (1H, d, J =8 Hz), 4.29 (2H, d, J = 6 Hz), 4
23 (2H,

s), 2.65 (3H, s).

(EHEHI 1 36)
[ ([B—EFAFL—6—[(6—AFFL—2—FTFI) AFI] —
2= AFIEYZTDOU—4—A)} AIKRZIL) T/] Bl

[0748] [1£315]

ClJH o]
j/\/ S (Jj NTTCOH
Ny M.z T

[0749] (1) [ ({B— (RVINLAFHFY) —6— [2—TZ+FP—1— (6—4
RS —2—FTFIL) —2—FFVYIFI] —2—AFILEYZID -4
—A L} AILARZIL) TE/] EFEETFIL

[0750] [1£316]

EI0,C  OBe O

e f”&(’i NTCoE
~g /Q,]i\u,;j LE\I’N = ’
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[0751] EMEHI 72— (1) [TELT, (3, 4, 5—+Y2)LAOT7z)) Bl
IFLDRDOYIZ(6—ArF—2—FTFL)EFBEITFIL0.14 g RUE
EHl1— (3) THoN: ([ [6— (RUDILAHRY) —2—AF)L—6
—{ [ (RUTABAFIL) RIKRZIL] £FD) EYVZOU—-4—AL
1 AR=)LY 72/) BFEETFIL(0.13 g) AL, EREEEWO.11 g, U
366%) * BEEEBEGKE LTH,

'H-NMR (400 MHz, GDCl;) &: 8.36 (1H, t, J = 6 Hz), 7.67
(1H, d, J =9 Hz), 7.65 (1H, s), 7.61 (1H, d, J =9 Hz), 7.59 (1H, d,

Jd=17
Hz), 7.47 (OH, dd, J = 9 Hz, 2 Hz), 7.43-7.35 (4H, m), 7.13 (1H, d, J
= 9 Hz),

7.10 (1H, s), 5.64 (1H, s), 5.10 (1H, d, J = 11 Hz), 4.75 (IH, d, J=
11 Hz),
4.25 2H, a, J =T Hz), 4.22 (2H, d, J =6 Hz), 4.16 (2H, q, J = 7 Hz
), 3.90
(3H, s), 2.73 BH, s), 1.29 (BH, t, J=T7Hz), 1.18 GH, t, J =7 Hz)

(2) [ ({5—EFAFXY—6—[(6—A+XFL—2—FTFI) *2F
W] —2—=AFIEYIDU—4—A)L} AIARZIL) T2/ EER
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbUIZ [ ({B— (RvDILAXxY) —6— [2—TZrFP—1— (6—
ARFXL—2—FTFI) —2—FFVIFI] —2—AFIEYZIDU—
4—4 )} AIARZIL) TE/] BEETFILO.11 @) ZRAL, REILEMO.
056 g, UXHE80%) #HEERE L THT-.

mp: 212-213 °C.

'H-NMR (400 MHz, CDGl;) &: 11.33 (1H, s), 8.45 (1H, t, J
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=6 Hz), 7.73 (1H, s), 7.66 (2H, t, J =9 Hz), 7.48 (1H, dd, J = 9 Hz
, 2 Hz),
7.12-7.08 (2H, m), 4.31 (2H, s), 4.29 (2H, d, J = 6 Hz), 3.90 (3H, s)
, 2.64
(3H, s).

(EHEHI 13 7)
({[6— (1 =RUIYFFTzU—3—AILAFI) —5—EFOFI—
2= AFIEYZTDOU—4—A)] AIKRZILL TE/) Bl

[0752] [4E317]

OH

oy oo
N N

T
[0753] (1) [ ({6—[1— (1 —=ARVYFHFZTz2—3—4J)L) —2—I+F*
D=2—FFYIFI] —5— RUVILFFY) —2—AFIEUEDY
—4—A L} AILAKR=ZIL) TE/] BFEETFIL
[0754] [4£318]

Etozc OBﬁ o

\”g /\ﬁ {im co.Et

[0755] EMEHI7 2— (1) [TELT, (3, 4, 5—+Y2)LAOT7zZ)) Bl
IFILDROLYIZT —RUJFF Tz -3 —AIILEFEEITFIL(0.44 g) RV
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—

— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A

L] AILARZLY TE/) EFEETFIL(0.44 g) ZRAL, #ZEEEW0.19 g,
IRZE35%) * BEBEMEKRE L THT-
'H-NMR (400 MHz, CDGl;) &: 8.37 (1H, t, J =6 Hz), 7.83
(1H, d, J =8 Hz), 7.61 (1H, d, J =7 Hz), 7.38 (IH, s), 7.34-7.27 (7
H m),
5.94 (1H, s), 5.10 (1H, d, J = 10 Hz), 4.91 (1H, d, J= 10 Hz), 4.26 (
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[0756]

[0757]

2H, a, J =

THz), 423 (2H, d, J =6 Hz), 4.18 (2H, q, J =7 Hz), 2.71 (3H, s),
1.30 (3H,

t, J=T7Hz), 1.18 BH, t, J =7 Hz).

(2) ({[[6— (1 =ARUYFFTz—3—AJLAF)L) —5—E KO
FO—2—AFIEYITDOU—A4—A)] AILRZILY TE/) BBk
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KbVl [ ({6—[1— (1 —=RVYFAZTz—3—qJ)) —2—I
FL—2—FFYVIFIL] —5— RUDILFFY) —2—AFJLEY D
v—4—AJL} AILRZIL) TE/] BFEETFILO.19 o) ZAL., RELS
#0.10 g URZE86%) #ABEKRLE L THT .

mp: 144-145 °C;

'H-NMR (400 MHz, GDCl;) &: 11.41 (I1H, s), 8.44 (IH, t, J =

6 Hz), 8.01 (1H, d, J =8 Hz), 7.82 (1H, d, J = 8 Hz), 7.40-7.31 (2H,
m, 7.28

(1H, s), 4.41 (2H, s), 4.25 (2H, d, J = 6 Hz), 2.62 (3H, s).

(1 3 8)

[ ([(B—EFRAFL—2—AF)L—6— [ (83" —AFJIETT=)L—4
—qIL) AFII] EYETDOU—4—A} AILARZIL) 7E/] BFfg
[1£319]

e ’Ltaz""cog;
WO

\Ei:j, i \r',
EH72— (1) RUO72— (2) IT#ELCT, (3, 4, 5—FYTILA
A7zZ)L) BEBIFILOKDLYIZ (83" —AFILETIZI—4—4)L)

EFER AN D)L (0.48 g) RUERESI 1 — (3) THoNE ({ [6— (RUD
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[0758]

[0759]
[0760]

[0761]

WAFY) —2—AFN—6— { [ (FUTILABOAFIV) RJLIRZIL] F
¥ EUSTOU—4—A)] ALURZIL TE/) BrEETFIL(0.36 2) %
AL, ZEEE™0.13 g, IZFE43%) ZHEEKE LTH =,

mp: 148-149 °C;

'H-NMR (500 MHz, DMSO-d;) & : 12.88 (1H, s), 12.04 (1H,

s), 9.47 (1H, t, J=6Hz), 7.56 (2H, d, J =8 Hz), 7.43 (1H, s), 7.4
0 (1H, d,

J=8Hz), 7.36 2H, d, J =8 Hz), 7.32 (1H, t, J = 8 Hz), 7.16 (IH,
d J=28

Hz), 4.16 (2H, s), 3.99 (2H, d, J = 6 Hz), 2.59 (3H, s), 2.26 (3H, s)

(ZEMEHI1 39)
[[(B—EFROFY—2—AF)L—6— [ [6— (FYD)LABOAFI)
—2—FTFI] AFII} EYSDo—4—qJL) HILRZIL] P/} BE

it

[1£320]

O e

retn e

(1) 6= (FYTLABAFI) —2—F T FIEAFIL
[1£321]

o COsMe

bl
6—A—F—2—F T LIEBAFILQR5 8 %EN, N=PAFILKRILLT IR
(25 mLIZBMEL, 200D TILAOEREAFILA.TmL) ., Zvikh o L(©O
85 @) RUAMEERA(1) (1.8

g EMAI-®, 120°CT2O0KME#H L=, RINKICKZEMZE LTI
MEHRLI-%&, PRICHETFILZMAERYEZRE L, AREEZKEK

URAMBIRKTHE L=k, BB ) DLATIRELE, RETHEEZ

-

=
X ’f‘\\
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BELKLE, BohKBEEDUNTLVASLYIAR NI ST 4 —THRET
5l &ITEY ., ZREIEEM(2.0 g UNEIBW) ZHEBEKE L TET-,
'H-NMR (500 MHz, GDGl;) &: 8.67 (1H, s), 8.19 (1H, s),

8.17 (1H, d, J =9 Hz), 8.08 (1H, d, J =9 Hz), 8.00 (1H, d, J =9 Hz
), 1.72

(1H, d, J =9 Hz), 4.01 (3H, s).

(2) [6—= (FYTNLABAFIL) —2—FTFIL] BFERO DL

[0762] [1£322]

[0763] EMEFIO4— (1) . 94— (2) . 128— (2) RU119— (1) IZ
LT, 6—TNAO—2—FTFIBAFILOKDYIZ6— (K TILA
OAFII) —2—F T FIEEAFILQ.0 g) #RALY, ZEILEM0.83 g, I
E31%) #ABEKE LTHE-.

'H-NMR (400 MHz, GDCl;) &: 8.13 (1H, s), 7.91-7.88 (2H,

m, 7.79 (1H, s), 7.64 (I1H, d, J =8 Hz), 7.53 (1H, d, J =8 Hz), 7.3
6-7. 32

(5H, m), 5.16 (2H, s), 3.87 (2H, s).

(3) ([ [B—= (RuVILAFFHY) —6— [2— (RUDLLTFFHY) —2
—FFY—-—1—[6— (FYTJIAO*AFI) —2—FTFJL] TFI} —
2= AFIEYZTDOU—4—A)] AILKRZILL TE/) BFEETFIL

[0764] [1£323]

BnG,C  OBa O

r/é\,ﬂ/ﬁ/}\ﬂ/i\“\\rkg o6
FgC/\\“\*” N NN
[

[0765] EMEHI 72— (1) [TELT, (3, 4, 5—+YT)LAOT7z)) Bl
IFILDORHYIZ [6— (FUTILAOAFI) —2—FTFIL] BFEERY
DIL(0.34 @) RUERERFI1— (3) THoN= ([ [6— (RUIUILAFD
) —2—=AF)I—6—{ [ (FRUTZILAOAFIL) RILKRZ)L] FD) E
JEOU—4—A)L] AILRZLY TE/) BEFBETFIL(0.24 g) R, &
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EIEEW(0.24 g UNET1%) /1=,
'H-NMR (400 MHz, CDGl,) &: 8.34 (1H, t, J = 6 Hz), 8.10
(1H, s), 7.85 (IH, d, J =9 Hz), 7.79 (IH, d, J =9 Hz), 7.67 (1H, s)

7.62-7.57 (2H, m), 7.37-7.29 (8H, m), 7.25-7.23 (2H, m), 5.70 (1H, s)
, 9.22
(1H, d, J =12 Hz), 5.11 (1H, d, J =12 Hz), 5.09 (1H, d, J = 11 Hz),
4.83 (1H,
d J=11Hz), 424 24, q, J =7 Hz), 4.20 (24, d, J = 6 Hz), 2.68 (
3H, s),
1.29 BH, t, J =7 Hz).
(4) {[(B—EROFY—2—AFI—6— [ [6— (FYT/IAOA
FIL) —2—=FTFIIL] AFI} EVEOU—4—A)L) AILKRZIL] 7=
/) BB
EiEflo4— (6) IZELT, [ ({5— (RVIULFXY) —6— [2—
(RUDILAFY) —1— (6= FO—2—FTF)) —2—FFVI
FIL] —2—AFILEYITDU—4—A)L} AILKRZ)L) TE/] BFBETF
LDOEDHLYIZ ({ [6— (RVDILAXY) —6— {2— (RUIUILAHD
) —2—ZFFVY—-1—[6— (MITILABAFIV) —2—FTFIJIL] TF
W} —2—=AFILEYVEZDU—4—A)L] AIKRZL} TE/) BFBETFIL(
0.24 @) ZFAL, ZILEW(0.10 g, INFK67%) #ABEKRE L THT .
mp: 187 °C;
'H-NMR (400 MHz, CDGl;) &: 11.38 (1H, s), 8.44 (1H, t, J
=6 Hz), 8.09 (1H, s), 7.89 (1H, d, J = 9 Hz), 7.86-7.83 (2H, m), 7.6
3-1.58
(2H, m), 4.37 (2H, s), 4.27 (2H, d, J = 6 Hz), 2.64 (3H, s).

(EHEH 1 40)
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[0766]

[0767]

[0768]

[0769]

[ ({5—EFAFXLY—2—SFFJ)—6— [ (B—Txz=Z)—2—FI=)L
) AFIL] EYVISDOU—4—AJL} BILKRZI) T2/] BFfg
[1£324]

OH

J\ o
\\>\/\mJ ,g!g O

T
(1) [({58—= (RVDILFHY) —6—- [2-TrF—2-FFY—
1— (5—TJxZ)—2—FIZJ)) IFI] —2—AF)IFYILo—4
—AJL} AIARZIL) TE/] BFERIFIL
[1£325]

Etogi GBn o

L / L7 ‘N \{ “ooR

o

EiEfl72— (1) ICECT, (3, 4, 5—+YTZ/LFA0Tz=)L) Bk
IFILDRHYIZ (5—TxZ)L—2—FIT=)L) EFEETFIL(0.46 g) RV
EEHI1— (3) THoN ([ [6— (RUDILFFHY) —2—AF)L—
— { L (rRYTRABAFIV) RILRZIL] TFL) EVEZDOU—4—4A
L] AILARZLY TE/) EFEETFIL(0.44 g) ZRLy, #ZEEEW(0.39 g,
IRZET0%) *EBBEMEKRE L THT-
'H-NMR (400 MHz, CDGl;) &: 8.36 (1H, t, J =6 Hz), 7.56
(2H, d, J =8 Hz), 7.50 (2H, dd, J = 8 Hz, 2 Hz), 7.41-7.33 (5H, m),
1.25 (1H,
t, J=8Hz), 712 (1H, d, J = 4 Hz), 6.87 (1H, d, J =3 Hz), 5.79 (1
H s),
5.15 (1H, d, J = 11 Hz), 5.02 (1H, d, Jd =11 Hz), 4.26 (2H, q, J =7
Hz), 4.23
(2H, d, J =6 Hz), 4.17 (2H, a, J =7 Hz), 2.74 (3H, s), 1.30 (3H, t,
J=1
Hz), 1.18 (BH, t, J =7 Hz).
(2) [ ({B—EFAXY—2—-AFI)I—6— [ (B—TzxzZ)L—2—F
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[0770]

I=)L) AFIIL] EYVESDOU—4—A)L) AILAR=ZIL) 7E/] BFfg
EiEfl72— (2) ITZECT, [ ({5— (RVIULFXY) —6— [2—
IrFY—2—FFY—1— (8, 4, 5—rT7)FOTz=)L) TFIL
] —2—=AFILEYITDU—4—A)L} ALKRZIIL) 7TE/] BFETFILD
KU [ ([{5— (RVDILAFY) —6— [2—T +bFP—2—-FFV
—1—(5—=7xIZ)b—2—FITZ)L) TFI] —2—AFILEYZIDU—
4—A )} AIARZIL) TE/] BFEETFIL(0.39 o) TR, REILEMO.
031 g, UNE12%) #EBEKRE L THT .

mp: 153 °C;

'H-NMR (400 MHz, CDGl;) &: 11.28 (1H, s), 8.45 (1H, t, J

=6 Hz), 7.53 (2H, dd, J = 9 Hz, 2 Hz), 7.33 (2H, t, J = 8 Hz), 7.23
(1H, m),

7.12 (1H, d, J =4 Hz), 6.95 (1H, d, J =4 Hz), 4.37 (2H, s), 4.29 (2
H d J=

6 Hz), 2.65 (3H, s).

(EHERH 1)
AEADLEYOERANE (REFHE) FLUTORERICEYHERELE,
t ~EFEEE%EHep3BHlifa4k (ATCC, Manassas,
VA) ZAVTHEMEAYDin vitro T XORIF > (EP0) FEEMZET
fifi L 7=, Hep3B#EAE % 10%FBS (L RRIRINE) 77 FDMEM (Dulbecco’ s modi
fied Eagle's medium) H37°CT, —BEEHE L= (24-wel | TL— Kk, 1.0x10°
cells/well) . 0.5%DMSO (dimethyl sulfoxide) IZiAfiE L -#BERILEM (B
E#12. 5y MIZFAE) XILAEXHE (Control : 0.5% DMS0) % & & ¥/ DMEM
(+10% FBS) [Zx#aLT-t&. 3T CT2UARMEEL -, BELFZEWNL =R
. human EPO ELISA kits (StemCell Technologies) #RAWT., HBLEFFD
EPOREZE=E LTz, HWERILEMDEPOEE(L. Control (2 HEPOREDE
HTxRLl,



WO 2011/132633 261 PCT/JP2011/059514

[0771] $HERZR1IZET.,. AFEBHAOIELEYRIIZTOEELHBRINDGEIL, Bh
T-EPOEXREZFTRL. BEMDAEXIIFHDI-ODEEEL LTERTHS

[e]

[0772] [F& 1]

WERIL &Y EPORE ({5
Control (0. 5%DMS0) 1

EhEfFI 1 7 98
=il 4 4 49
EhEfl 5 4 37
EHEHI 6 9 18

=i 7 3 43
EHEHI9 0 16

= 9 4 29
EXOFI HARREY

[0773] AFKBADS—E FAFLEYI DU —4—ALRFXY I FEEEETLHHR
HILEYE., BN-EPOEXREZAL. EPOMETICERY SFEICH
LTERTHS. ERMICIZ, XFKADLEMIE. B, FEIZIE. BEER
M GEFBARVEES) . XAREM, EBHERBICHES AN, BIEEEIC
F58M, HWNIEEENOOABEXEFHAE LTERATHY., 51T, &
MEKEEFORBEXEFHAIE LTHLHERI A ENTE S,
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FERIE]

sRSR D EE
£ (1)
[{E1]

[ (1) &, RIEX, C1—Cs7ILFILE, NAFTIEC,—C,37
ILEIILE, RiF2oo07oELEERL

R2AE, C,—Cg7ILFILE, BMF, —X—Q'X[F—X—Q'—
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