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Q0 (57) Abstract: A benzamidine derivative having the general formula: (1) wherein R! represents a hydrogen atom, a halogen atom,

144

an alkyl group or a hydroxyl group, R? represents a hydrogen atom or a halogen atom, R3 represents a hydrogen atom, an alkyl group
optionally substituted, an aralkyl group, an alkylcarbonyl group optionally substituted, an alkylsulfonyl group optionally substituted,

Q0 or the like, R* and R each represent a hydrogen atom, a halogen atom, an alkyl or carbamoyl group optionally substituted, or the

& like, R represents a heteroring or the like, R” and R8® each represent a hydrogen atom, an alkyl group, or the like, and n represents 0,1
or 2; or a salt thereof being pharmacologically acceptable. The benzamidine derivative and the salt have excellent inhibition action

& for activated blood coagulation factor X, and are useful as a medicine for therapy or prevention of a disease of blood coagulation.
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AHFPIZ, ENEMCOREESXRTFREERAEET IR XTI ViFEBkE
L IIZ0EE FHFAINAEUITOTORT v T, ZNE 286 T 5 MKEEER
BOTB X UIRED -0 OHREY. MBREMEREOFH XISRRO D DERERE
THEDHOENSOMA. TN5OEENRAENDERER LTRSS S MR EEE MR
BOTRAEXIIRFFE. HWiZEN s ORKICHET 2,

K=¢5300

R, ANOOEBEICE D, ML BREBRBOEMMABEL> Tno, TOFT
b, NHEE, OEHEE, REEREELEOMRMREIR. BEEERICEMTIEND
T, BEOTHROES, AFCNT HHEREMARN, HENAHZEEBNL T
LR b, IS MBIEICKH T 2RBEE LT, NUREREIISBRET I TEEENE
TEEZILHNDS,

M OBERE L. 5D ORBITER U TEMHL S N S BER KOS D % B RS HEIRRTE 2
T. BRECERLEIhZ O EVN EEnEERTHZ 74 T /=T 2R
ENMEL, T4 TV EERTBHIEICEDELD, 74 T VRABRER TERZ
KRT 2, ZOBRBIROKWEENAy—RELTHSN, ARRBLMIERD2DOD
BENE D, FNTNOEKIT, MBEEEXFFEERELTERT 5. BLEOXD
Iz, ERUAEECDEEEEXRTE. LREEN A — ROBEERMEE 5D DHE
#£T. BRINCIE, 2BV LA ) VIEERONEE LM REEER VERTEE
BHekAEDLD, 7OROYECZ MO EVICHRELEGRL, MKEEERIEZ EE
85 BrE TV TINE AT NAFTFIAR)— =T - N1HF
FEARY—, ETH (19 8 34) [E. L. Smith, A. White et al 'Principles of

Biochemistry: Mammalian Biochemistry 7th edition' McGraw-Hill, Inc. (1983)]
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BE. FEEEE LTIV 7 U oW OV ESHERMSH, BRI TNS,
UL, 7077 U S RENOHMEEE LTRESNTIRNBA. EF S S KIEF
HTHY. BED, PRASAEOHEERNRLIELEE SN 273 SHEEROD Y b
BN ERHISRTAS IR, ZUSHL - Ty —<aALFTA v I 2,
W30%, £416H (199 64) [Clin. Pharmacokinet., 30, 416 (1996)] %],
¥, BHEOBI O ESENE, SIS BIEA O I ERABEI NS 2 EN 5,
57 PR EOBRAZEN TN S, EHCMEESEXET O B OERIc
EEEE L. TORESIAEEAERERT I ERMONTH Y, FEOFEEREL
TAREMATREINTNS (A, KTy TR, B49%, $B856E (199 54)
[Drugs, 49, 856 (1995)]%].

LI AT, BEEPAEOEHCMKEEE X RFHEER & LT, K 5-208946 =
(EP 540051), WO 96/16940 (EP 798295) X% WO 00/47553 iZ1d, K&K I
FBEAXIET IV F 7 FINFERNREEHEINTNS, £/, WO 98/31661 (EP
976722)icid. HlZIE, N— [4— [1-TEMMIBFAMIN—4-EXYDIFF]
7xZ)V] =N=- [2— (3=F3IP/7x/FY) TFNV] ANT7EAIER 2
MY 7N AOEBIEEDON X7 2D U FEANEH I N TN S,

[EEA DBAR]

ARAEEZR, ENEHCOREREXKFEEERZET5LEMOREZEE
L. & ORUAT XD VHEAOEBERICONT, REICED., $EMREZ2fTo 2
R, BRRBEBEEETINC T I FEAN. ENEHELmREERE S X K THE
ZEMEEL. NI T UHBERZRERVWED, TNCERT 2EERANELS, oL
WEEMEEDOFHEXIIEEE (RITHRER) L TERATHDHIEZRML. XX
BHZETTRT DICED T,
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AFEAT, BENEECOLRERSE XK FHESEERAZETDIN XY I I VHEKE
LIRZ0EE EFFINZEXFZOTORI v T, ThH ORI, 25 DEmkIC
HRAZHREE,. Ths2E8F 3 2 MKEE KB O T IR RO IO OMMARY). K
REMEREDO T XIIRRD IO DEREZEETHLDDTNS DA, TH5 OFKE
HREHERZENEMITRET 5 MREEERBO PG EIERIEZ R T 5,

FREADLEWE, —H&KX (1)

TEINBLEY. TOER FHABLEERTEFOTORTI v I THSD,

EEE .,

RIS, AERTF. NOFVETF. RER1IDHZECHEHOTINFINEXIIKBEEERL.

R, AEBETFXEINOYT VEFERL.

RME. KERF. REKIDEGEOTIFINE, REKLHE 6 BEOKBEEBHRT
WFEIVE, REZER2DHETEOANKFTINFINE RERIDHELI[MOTIVOF
THNKRINTINFIVE, KRB IDEZEEO T INFINZINRZIVE, REH3TIEL
SEDOTNAFTANKRIINTINFINAINKZIVE, RFEE2HETEOHINKRF T
IWFEIWZINERZNVEIREZEE I HIESEDOAINRF S TINFI IRV EERL,

REU R, E—XIEEz-> T, KERF. NOFVEF. RER1IDHECEOY
WFEINVE, RBEIHDECEONOYT PEBEBRTIIVFIVE, RBRLIDECEOTILIF
DHEL DINARFUNE, RERZ2HBITEOTINIFIANRIIVE, JIVNEAIVE,
REB2TIETEOE ) FIVFINANNEANEXIERFERIHEL IBOCTILF
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WWHIVNEAINEZRL,

RéIZ, KRET. REK1IDHIEGBEOTIVFIVE, RFEHITHIESHEDRIRT ILFI
B ORERTHEL6EOT IINFINE, ATORTEBRINZRERLITIE6EHOY
JVEIIE, REBECHETBEOANRF O TIINFIVE, RERIDELIFEOTIVOF
SHWKRZIVTIFIVE, REE2THETHOIEHET 2 IVE, RERTHEL 1E
HEBT VIIVE, AIVNEAINE, REELDECEOTINFIZIEZIVE, KB
6TMELOEDOTU—ILE, ANFTOB, RIVAT I RA)VE, RERINETEDOL -
A TIVFINE, REB2THETEON =T IFIRIVAA I RAINEXIIRFBR T
BHELIIEDOAI )T AFIVEERL,

R’ KU R L, KFBFERFIIRER LTIE6EOT IV FINEZRL.

HBNE, RO E R M—EIZ/AR> T, Xid. RTEREN—KITIE-> T, KFER2THES
o7 NVFL o HERL,

nid. 0. 1Xi2%xRT,

R!. RL R'EUR O INoOF VEF) LUTR, AIAR IUREF BREETF
WEETF. BERTENET SN, RITOWTIE, FEICiE. REFETF. BRETXIT
BERTTHO., HIFEIZIT, BRETFTHD. RRIIOVWTIE, FEICid, REFRTF.
BERETIEZERFTHO . BIHFEICIE, BERETFTHD. RRERUFRITDONTII,
BEET. HERETXRRRETFTH D, BITFEICE, BERFIIEREFTHD.
RpICHFBICIE, WERTFTH S,

R, R% R* R° R’ R MUROD MKEFEKIIECGEOYILFIVE LUTIE. #i
ZIE. AF)I, ZF), Faei. 4 7o, TFIV. AV TFI. s —TFI,
t —TFI. ROFI. AVIRFI, 2=AFIVTF). xFRF), 1-ITF)V
TOE, AFII, 4 —AFNRIF). 3—AFNRIFIV, 2 =AFIRIF),
1= AFNRIFIN. 8, 3=IAFNTFIN. 2, 2=IAFNTFI. 1, 1-2
AFIVTFIN, 1, 2=PAFIVTFI. 1, 3—TPAFINTFI. 2, 3—IAF)L
TFI. 2 -—ITFINTFINEENETSN, RUZTDVWTIE, FEICIK. AFIETHD.
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RIZDWTIE, HEICiE. AF)I. TFINXEIY TOEETHO . HIHFEICIE.
AV T7OCNETHD. RREVURIZDWTI, FlICiE. AFNVETHD, REIZDOW
T, FEICiE. AF)b. TFIN, AV TOENITTFIVE, FITHFEITIE. AFI),
IFNXIEFAY7TaENETH D, RTITDOWTIE, B, AFIVETHD., REIZD
WTIE, FlICiE. AFINETH S,

RED MNRFEFK 1 HE 6 BOKEEERT IV FIVE] O7IVFIVERTIE. kit TRBERK
LHECEOTIVFIVE] TETHDLEAKROOORET SN, FEICIE, 7L+
W, REFINEBEI[MOBOTH D, SSIFHEICIE. TFIVETHD, FER MK
FHAIDIZE6EOKEEBERY )VFIVE] ELTE 2-FOFTIFIETDH D,

RO IRFBH2HETEOANRF T INFINE] OTINFIVETIE, Eid TFEK
LAZEEOTIFNE] TET OO ERROSONET SN, FEiE, YIVFIL
B, 1HEIEOLOTHD., I SITHFHEICIZ. AFINETHD, FilERL TREK
2B THMOIINRELTIINFNE] ELTE HVRFIAFIETHS.

RED MRFFITHIEL IBOTINAFTHINARINTIVFIVE OTIIVFIVES (7
WAFEAOTINFIEFBEE) & ki RERLITIEEDOTINFIVE] TH
b0 ERBRODONET SN, FEICIE. TIIVFIVERZIE. RBERLTIE4EOD
DTHO., s TREHIHEL SEOTINAFHIVRZILTIVFIVE] ELUTE,
ANFIHNRINWAFIVE, TRFHINRIIVAFIVE, TORFIHIVRIIVA
FIE, ThFIHNVRZIIWVAFIVETHD, BIHFHEITIE. A FIHINRZNVATF
WEE, TRFIHIINRIIAFIVE, FIHFEITIE, ThFIHNRZIVAFIVETH
%,

RO TRFEF2THIETEDAINKRF T INFIVZINKRZIVE] OTIVFIVERE. Lk
B IRERINDEEOTIVFIINE)] THEITLbOLFEKRO D ONET SN, FEITIE,
TIVFENEDE, RERLIDEABOBDOTH D, I SHITHEICIE. AFINETHD,
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s TRBE 2B TEOANRF T IFINZINFZIVE) LT BIVRF
ALY U ANKRZNVETH S,

RO THRFEH LT 6 HOTIVFIN ARV OF)VFIVERME. LiT TREK
1B DT INFIE] THEIF DD EFARODONET SN, FEICIE. TILEIL
BT, HERLHEABEOLOTH D, & SIIFEICIE. TFVETHY ., [T (57
FH1TE DT INFNINVEIVE] EUTIR. T8 2 ZNVRDIVETH S,

RO MNRFEIDEL SBOTINIAF T HIINKRIINTIVFIVZIVRZI)VEE] OF I+
WS (PNVAFHFOTIFNRFHED) F. ki TRER1ITIE6BOYILF
VE] TETZHOLRAKODONZET SN, FEICIE, TIVFIVERME. KR 1T
FAEDOHDTHD., ISHIFEICIE. 1HE2MHMOSDTHD, R [REK3TY
F13@EOTIINAF IRV TIVFINZIIEZINE] LLTE ThF AR
WAL D ZNVRZIVETH 5,

RO RFEEIDHIESEDHINEF T INFINHINERZIE] OT7IVFIETIL L
L TREELDECEOTIINFIINE] TEITEODOEFKOSONET SN, FEICIE.
FIVFEIEDE, RERHIDEAFEODOTH D, ISITHFEICTIE, KEZH1IOHDT
B0, WFEe TREZITHIESBOAHNARF I TIVFIAIVARZIVE] ELTE AL
RFETEFINETH S,

REUVR D TREHZ 1DBE6EONOYT VBB T IIVFIE] OT7IVFIVEML B
ETREEIDIBEOTIINFINE] TEITEHOERROSDONEET SN, FEICIE.
FIFINERZE, RERIDHE2HEOLDOTH O, fFiHEs REK 1 TIECEONDOST
CEBEHETIVFINE] ELTE, MU TZIFOAFIINETDH S,

REEVUR D MNKFELLIHECEMOTIVAFH OV ILFIVERTIL, Eid TR
IHE6EDOTIVFIVE] THETEDOLFEAKRDOOONHET SN, FHEICE, TILFIL
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o, REFIDEABMOBOTH D, S S5ITHFEICIT, REKIFEOHBOTHV,
b TREFERIDE6EOTIINAF IR ELTE AMFIETHS,

RBROR D MREFEE2DHETEOTNIAFAHINRZNE] OTIVFIIEHT. &
TRERIDIEOEOT I FIE] TETZbOEFAKODDOPET SN, FEICI,
TIVENEMNE. RERIDHEB2HEOBOTH D, HF#l/x IRER2HETEOT IV
FIMNRIVE] ELTE, ThFIHNRINETH S,

RBEVR D NRFEE 2THIETEOE ) TIVFIVIIIVNEAINE] OTIVFIVERZL,
LR TREELDEEOTIFIVE] THEITFZbDOLFEKOHONET SN, HFHEIC
. TIVFNEA R, REKIDE2EOBOTH D, it TRER2HETHEOE
I TIWFIVAIWNEAINE] ELUTIE N—AFIVAIWNELINETH S,

R*BEUVOR D TRFHKITIEL SEOITIVFIVIIVNEAINE] DT IVFIVERTI.
EiE TREH L DHEEOTIINFIVE] TEF LD LFAKROHONET SN, il
i, TIFIVESHE, KRFERLITDE2EOBDTH Y., R RFKITHIEL 3D
DT IWFEIWIIVNEANE] LTI N, N=DAFIAINEANETH S,

R MREXINMVESM/MOBRT I FIE] LTI, HIAEX ryo7oEl, &
pOTFIN, raxX>F), ranFi)b, ranTFI. oot s FIVEE
MBS, FEICIE. 7axRCFIVETH S,

ROD RFHKTTHEL 6EOY FVF)VE) &LTR AR XV, 1-F7
FIVAFIN, 2 =FTFINAFIN. 7o FFIVEEREF SN, FEIIE, XPDIX
BT 2XFNETH S,

RO INTORTERINAXKBRITIECEOTIIVFIVE OFTIVFIEDE, L
£ IRERIDEC/MOTINFIVE] THET OO EFKEDODORET SN, FEICE,
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TIFINEME, REZLIDHE2EOBDOTH D, AT ORPHI. HERET. BEE
T/ ROBERFZ1INEIBELS HETBERBETHO. HIE. TV,

Fr=)l. Eouil, 7EEZIN. ESVUI, A5V, FFTJSUN, AVF
YU, FTVUN AVFTVUN. 1, 2, 3=FFHTTVUN. MUTVU
Vo TV, FTOTVII ESZ)N, BUD, EUFDD)L, EUIDD
Ve ESVZNVDOEDIRBRAFEBFRERRERCTEIRY Z)V, FHEIFI )L, Ol
Do), EOUZI, AIFJUTI)N, A2FVUD), ESYVYPZIL, BTV
Zh, EXRUD, EXRTFTINDEIRBRINSDEITHIET D, HAELTTLE
TRIQEZRITSE I ENTE, IFHEICE SRFETELRLD IESTSH. BERETFX
EMEETEEATOTHOIWS HIET BERREZRL. FIAE EoUull, 7EE
. ESVUN, A5V U, FEESUI AVFFSUI FTVUN AV
F7ZJUN. 1, 2, 3—=FFHITVUIN., NUTVUI, FTEIVUN, FTIT
VU, EUDI, BEUFDZ)V, BUIPIN, ESTVINDOLIBHFERERRE
ROEINRY )V, FAENRY D)V, Eaudz)b, oy, 1I¥VJUT2)b,
AIFVZ)N, ESVUTPZILV, ESVUZIL, EXRUDI, EXRSFTPZINDOL IR
IS ORIIHET S, HoEL<IZL2ETHOE WA, 4, 5-ko-3
H-¥o—)l—2—1)b. 2, 3, 4, 5—FhSROBUI>—6-1)l, 4, 5
—Je RoAtFHyy—=—-2—-1), 5, 6 - ROo-2H—- [1, 4] F7ro -
3—1) BTSN, £k, EE (5 HE7EBERRE) 3. oRXEEMRLT
WTHEL., FIZIE, 1YY TS, JOAZ), FH2F2)0, T /FYF
A=W, AR AL RUII ARV, A 2FTU), TUZIL, F
Uz, AVFEIIVIV F/UIN, TEST)V, FTIFUDPI, F/FHUZD
oy FFHU)b. ANV U, AIVERUZIV, TOUTZ, AV RUZILD
EORBEENEIT SN, BT, CUDIIETHD., FER NTORTE#RIN:
REZLIDEBEOTIFIE] ELTE. 2—-EBUZILAFIV. 3-EUZILAFIL
XiF4 —EBUDIIAFNET2- (2-EUD)) TFI)I, 2— (3-EUD)) T
FANIF2— (4—-BUDN) TFINETHS,
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ROD MREFF2HIETEDOANRFTIVFIVE] OTIVFIVERFIE. EiE TRFRK
LTYESEOT I FIVE] TEFLHOLERODDONET SN, F#EICIE. TIVFIL
BT, KEBEELIDNB2HOBDOTH Y, F#R RRBK2HETEOANRF T IV
FINE) ELTE ANRFIAFIINETH S,

ROD MRFEHK3IHEL SEOTINIAFTHIRIINTIVFIVE] OFIVFIVERF,
EiE TREELDZOEOTIINFIVE] TEITEZHDOLEKRDOODNET SN, HFIEIZ
Wy TIVFIERME, RER L DE2HEOOOTH O, iR RFEH3ITIEL 3ED
TIAFTHINRINTIFINE] ELTIE. ARFIANRZNVAFINETH S,

RC D TIRFK 2 HETEOENKY V] LT FAE 7EF)IL, JoEF
=y TFUI. AV TFIIL, ENxaAaib. NLUlb, 1YNVUIL ANFH A1),
NTE I AN U5 I ANVEERBTOSN, FHEIZIE. TEFIETH S,

RO TRFHTHEL LEOFERY IVE) LT IR, X2V 11—
FIFINHANKRZIN . 2 —FTFIVAIVRZVEENET SN, FEICE. X2/
HTH5,

RED TREHK LHECEDOTINFINZIKZINE] OTIVFINESE, Lig TRFEH
LTAZEGEOTINVFIVE] THEF b0 LFAKODDONEIT SN, FEICIK, 7L+
BT, RERLIDNEB2EOBDOTH D, iR [REKLIHEGEOT IIVFIAIR
ZIVE)] ELTE AF ARV ETH 5.

RCD MNERFEHKO6TIELOMOTY —I)VE LTI #IXE 72, 1—-FT7F
e 2—=FT7F)., 7 FAUIIEERETON, HFEICE, 722V ETHS,

RO TAFOE] ELTE, fRD INFORTERINZRFLLITIECEDT IV
FIVE] TEITZBOELFKRODONET SN, FEICIE, TRROBD, Tbb5,
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4, 5—-YeRo-3H-¥o—J)l—-2-14J)V (A), 2, 3, 4, 5—FhJkkO
EUyor—-6—4J)V (B). 4, 5—eroFFHy—I—-2-1)L (C). 5, 6—
PeERO-2H- [1, 4] F72>—-3-1)V (D) Xid4-EUIIETHS.

o O D

(B) © ®)

RED TREMIDHBTED L —A I 7INFIE] OTIFIVEHE Eid TREK
1B DT IVFIVE] THEIZbOERAKOHONET LN, FHEICE. 7ILF
Bid. REESEODLDOTH D, FilE/R KRFRITIETEDL —13 /7 IVFIVE]
ELTIR. 1 -2/ 70EVRHTH S,

RCD NRFEF2HETEON —TIVFIVFIV LA I RAIVE] OTIVFIVERMNT, £
it [RERIDEB6EOTIVFINE] THEITEBDOLFEKRODONET S, FEICIE,
7IVFIVERSE, REELTIZE2EDBDOTH D, yrEErs TRBE2TIRTEON -7
WFENEIVAL I RANVE)] ELTIE N—ZFIFRIVALLI RAIINETH S,

RO MRFHTHEL LEDOAI ) TU—IVAFIE)] ELTE HIZE 137
TZIVAFI. A2 ) FTFIVAFIEENET SN, IFBICIE. 12X/ 722 AF
WETHS.

Ré & R —#EI1T/z> T, Xid. RTEREN—#IT/-> T, BRREND REBEER2HE
SEOT7IFLHE] ELTIE. #AE ZFL. PUAFL, TRIAFL
RFAFLEETHD, FEIZIE, TFLXNEIMNYAFLETH S,
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n i, FEIZIE. 1 TH,

ERFDILEMDS B, FEIEEWE LTI UTOLDERFE I EMTES,
(1) RN KEEFUIKEETH LAY,

(2) RM KERETTHHLEY.

(3) R REHEINHELZFEOTNIAFTHIINARIILT IVFIVZ)V R Z)VEE
RFEE 2 HETEDHNERF T IVFIV IR ZIVETH HLEY.

(4) R, ZhFIHINRIIAY D ZIWNERZIVEITHNRF ALY AR
WETHBIEY.

(5) RRURM F—XdRi-o>T. KERT. NOFVRET. ZFEK1TIESE
BOTIVFIVE, kBRI DECEONOY EBRT IINFIVEXZANVNESNNETS
L&Y

(6) R'EUVURD, A—XidRiz-> T, KERF. HEREF. AF)NE bUTI
FOAFINEIHINNEAINETHHLEY.

(7) RO, RERLIDHECEDOTIVFIE, RFH I THIESFEORRKRY ILFIVE,
REHTHEL 6HOT IINFINE, ATORTBBRINZRZR1IBIEFDOTIVF
VE., REKE6HELOBEOT U —)VEE, AFOE, NIVAT I RAIVE REK3ID
ETEOL -3/ TIFIVE RFRETDHEL 1EOA I ) 7Y =)V AFIVEXI R
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1 H H EtOOC-MS 3-Cl H CH, H H
2 H H EtOOC-MS 3-Cl H CH,CH, H H
3 H H EtOOC-MS 3-Cl H CH,(CH,)CH H H
4 H H EtOOC-MS 3-Cl H CH,CH,),CH, H H
5 H H EtOOC-MS 3-Cl H PhCH, H H
6 H H EtOOC-MS 3-Cl H Ph(CH,), H H
7 H H EtOOC-MS 3-Cl H Ph H H
8 H H EtOOC-MS 3-Cl H CH,0COCH, H H
9 H H EtOOC-MS 3-Cl H CH,CO H H
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13 H H EtOOC-MS 3-Cl H 3-Pyr H H
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15 H H EtOOC-MS 3-Cl H 2-Pyrm H H
16 H H EtOOC-MS 3-Cl H Pyr-3-CH, H H
17 H H EtOOC-MS 3-Cl H Pyr-4-CH, H H
18 H H EtOOC-MS 3-Cl H Pyr2-(CH), H H
19 H H EtOOC-MS 3-Cl H cPn H H
20 H H EtOOC-MS 3-Cl H CH, 2-CH, H
21 H H EtOOC-MS 3-Cl H -(CH,)s(5) - H
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25 H H EtOOC-MS 3-Cl H CH(N H H
26 H H EtOOC-MS 3-Cl H CiH,N H H
27 H H EtOOC-MS 3-Cl H CgH,N H H
28 H H EtOOC-MS 3-Cl H CHNS H H
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1334 H H HOOC-MS H H C,H,NS H
1335 H H HOOC-MS 3-F H C,H,NS H
1336 H H HOOC-MS 3-Cl H C,H,NS H
1337 H H HOOC-MS 3-CH, H C,H,NS H
1338 H H HOOC-MS 3-CF, H C,H,NS H
1339 H H HOOC-MS 3-H,NCO H C,H,NS H
1340 H F HOOC-MS H H C,H,NS H
1341 H F HOOC-MS 3-F H C,H,NS H
1342 H F HOOC-MS 3-Cl H C,H,NS H
1343 H F HOOC-MS 3-CH, H C,H,NS H
1344 H F HOOC-MS 3-CF, H C.H,NS H
1345 H F HOOC-MS 3-H,NCO H C,H,NS H
1346 H H HOOC-MS H H C,H,NS H
1347 H H HOOC-MS 2-F H C,H,NS H
1348 H H HOOC-MS 2-Cl H C,H,NS H
1349 H H HOOC-MS 2-CH, H C.H,NS H
1350 H H HOOC-MS 2-CF, H C,H,NS H
1351 H H HOOC-MS 2-H,NCO H C,H,NS H
1352 H H HOOC-MS 3-F H C,H,NS H
1353 H H HOOC-MS 3-Cl H C,H,NS H
1354 H H HOOC-MS 3-CH, H C,H,NS H
1355 H H HOOC-MS 3-CF, H C,H,NS H
1356 H H HOOC-MS 3-H,NCO H C,H,NS H
1357 H F HOOC-MS H H C,H,NS H
1358 H F HOOC-MS 3-F H C,H,NS H
1359 H F HOOC-MS 3-Cl H C,H,NS H
1360 H F HOOC-MS 3-CH, H GC,H,NS H
1361 H F HOOC-MS 3-CF, H C,H,NS H
1362 H F HOOC-MS 3-H,NCO H C,H,NS H
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CHN
C,HN
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C,HgN
C,H(N
C,H(N
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CH(N
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74
1479 H F HOOC-MS 3-F H C,HN H H 0
1480 H F HOOC-MS 3-Cl H C,HN H H O
1481 H F HOOC-MS 3-CH, H C,HN H H 0
1482 H F HOOC-MS 3-CF, H C.HN H H 0
1483 H F HOOC-MS 3-H,NCO H C,H,N H H 0
1484 H F HOOC-MS H H C,HN H H 1
1485 H F HOOC-MS 2-F H C,HN H H 1
1486 H F HOOC-MS 2-Cl H C.HN H H 1
1487 H F HOOC-MS 2-CH, H C.HN H H 1
1488 H F HOOC-MS 2-CF, H CHN H H 1
14890 H F HOOC-MS 2-H,NCO H C,H(N H H 1
1490 H F HOOC-MS 3-F H C,HN H H 1
1491 H F HOOC-MS 3-Cl H C,HN H H 1
1492 H F HOOC-MS 3-CH, H C,HN H H 1
1493 H F HOOC-MS 3-CF, H CHN H H 1
1494 H F HOOC-MS 3-H,NCO H C,H,N H H 1
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22 (EWEfl47). 23 (Efigl 49). 25 (ERE#53). 26 (EMif] 55). 53 (Efhf
65). 54 (Ml 67). 81 (MM 59). 82 (FEMikl 61). 85 (FEHehl 45). 109 (£
fadl 77). 110 (EfEs] 79). 137 (Eff] 71). 138 (FEhif# 73). 507 (EHi#l 6).
518 (EfEf 28). 523 (Efifl 38). 525 (Ehahi 42). 526 (Efa#l48). 527 (E
fEfl 50). 529 (EhEfl 54). 530 (EfE#l 56). 557 (Efi#l 66). 558 (ZEhEfl 68).
585 (ZEfif 60). 586 (Efhi#) 62). 589 (Efifl46). 613 (Ehfl 78). 614 (F
il 80). 641 CEMif] 72). 642 (Efi#l 74). 1027 (EHEH 89). 1029 (EEfH
94). 1081 (FEfahl86) KU 1099 (Efif] 87) &2\T 5 I LN TE, FITHFERLE
& LTCia,
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N— [3—(83—-73Y)7x=)v) —2— (E) —7OoRZ)] =N—- [3—-2DO
O—4— [1— (4-BUD)) ERYD—4—A)NFF] JzZ)] ANT7E
TIEEBIF) 2EHE GIREewES14. EmHl2 7).

N—[3—(3—739/7::»)—2—(E)—7DN:N]—N—[3—7DA
O—4— (1 —FNVLALIRAINERYUD =4 —A)VFF) 7)) AT 7E
TIVEBRTTFIV 2%ERE GIRMLEwES2 2. Ehiifl4 7).
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O0—4— [1— (1—03/70E)) EXRYD -4 —A)NFF] 7J22)V] A
77 EAINVEBRIFI 2EEE  WIRMEEMES 2 3. EF4 9).

N—[3—- (3-72Y/7xz=)V) —2— (E) —7aRz)l] —N— [3—-2nO
O—4—[1— (4, 5—-YRa-3H-EO—)I—-2—-1)) EXRUYD -4~
WAFT] 7)) ZNVT 7 BAINVEBEIF) 2iEEE  GBIRELEMBES 25,
Eha# 5 3).

N—[3—(3—7£9/7::w)—2—(E)—7D&:N1—N—[4f[1
— (4, 5—=2bROo-3H-tEO—J)l—2—A)) EXRYI>—4—-A)FF] —
S—AFN 7)) ANVT7EAINVEBRLIF) 28EHRE GIREEWESS 3.
LB 6 5),

N—[3-(3=-73IY/7xz=)y) —2— (E) —7aXRz)l] —N— [4— [1
— (4, 5-YRO0-3H-EO—)l-2—1)) EXUD -4 —A)VFF] —
3—MUINATRAFINTzZIV] ZNVT7EAINVERBRITFIL 2HEKE GBIRLE
YES109. EHEHIT 7).

N—[3-(3=73Y/)7zxz=)V) —2—- (E) —7oRzZ)l] —N—- [3—-2nO
O—4— (1—-4V7RENERYDY—A—A)FFY) 7x2)V] AT 7EALIN
EiEe 2iEEE  (BIRMEEWES S50 7. EHEHI6).

N— [3—-(3=-72Y/)7x=)y) —2— (E) —=70RZJ)V] —N— [3—-21O
O—4— [1— (4-YBUD)) ERYD—4—-A)FF2] 7)) ANVT7E
A )VEERE 23EEE  (BIREEMES S 1 8. EiEsl2 8).
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DUTITERRY) DNITVULTDH S,

FRINDHRAT 4 VX, FIAE. NUAFIVERAT 420 BUZFIVERAT 4 2,
MUTBENKA T4, BOTFIVEAT 42, NIt =TFIKAT 4>, bUR
SFNERAT 4 YXIZPUANFEIINWERAT 4 2FED M) C-Ca 7IVFIVKRAT 4 25 b
DI 2ZWVEHRAT 4>, MIATZIVERAT 4 2 XF MU FTFIVERAT 4 %D b
J C-Cry 7U—IVHRAT 4> NUNDTZZWERAT 4 > MU RUIERRAT 4 >,
FRURSFIEAT 4. BPUTFINT2ZINVEAT 4 XIEM) -6 —-ZFI)V—2 —
FIFINKRAT 4 ED, C,-C, 7IVFNEBREELLTAELTHINRY C-Cy 7 U
—IWHRAT 4> BiE2— (Pt —=TFNERT4 /) ETZxZ), 2— (7N
FUIWKRRAT4 /) ETZINXIT, 2— (yranFI)VFRZx 74 /) —2'— (N,
N=DAFNTI)) ETJzZNVETHOE, HFEIEIN) t —TFIVRRAT 42, 2
— (Dt=TFNKRAT4 /) ETzZN. 2— (¥ 7anFIIERT 4 /) ET
TIIXE, 2— 7 anFUINEKAT 4 /) —2'— (N, N=ZPAFI)VT /)
E7xZIVTH5B,

ﬁﬁéh%ﬁ%m\wiﬁ‘ﬁ@TFUﬁA‘ﬁ%ﬁUWAX@ﬁ@U?%A@&ﬁ
T IV SBREHE ; REKRTFT N UL, REKFESY D LAXIIREAEY FU
LDEIRTINVHVSBERBEE ; FRUTAARNFI R, FRUTLIRFTR,
FRUTAt=TFFTR, AUTALAt—T b FIRXRBUVFILAREIROED
FIVHVEBTINVIAFIRE kWid. NIIFITI>, NUTFNTI, P9V
TOENIFNT I N=AF)IVEIFRY >, EUP, 4— (N, N=TJAFILT
2/) BUPY, N, N=PAFIT7ZU N, N=JTF)IN7=U>, 1, 5-2
vH¥E o [4. 3. 0] JF—-5—-—T, 1, 4—-7HES 7D [2. 2. 2]
7% (DABCO) Xid1, 8—Y7HEyrn [5. 4. 0] 925U —-7—-X
> (DBU) OEI3ERTIVETHVRE, HFEICEK. 7IVAHVREYIVIFT FE

11
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BIZFPMUTLt =T hFTF) TH5,

RIGREIIFEEHMEEY), REFEICK>TERSN, BEOCHELISO0CTHD. #
HIZIZ50CHEL1I00CTTH S,

RSEEILERMEa Y. R, RSREICE > TREBA. BE3 04BN E2 45
BITHD. FEICIE 1 ERENE 5 BRTH S,

KIS T, ATEROEMLEAEYIIEECE > TRIDEGYMN S HEMEND. FIAE,
R TH, BiEZEET S EICE> TERLLEYNHELSND, BENDHRLEY
BHERSIE B AIXEERS BILR. 7O0XM ST —ICXDEITKETEZ
60

Rt (3) THRAINZREBHLDHEGEOERST F > EUTIE. FIVALATITER,
TERTZNUTFER, Janr—-1-—F2, Janr-2-F> (Fek2), 75—
2=F 2 RUF =2 —F 2 ANFYL -2 -FLEMRET SN, FEICIE TEH
CTHY. REEIDHESHEOBRT o ELTIR. yrasanNs 2, yrurisy )
.o voaRrRyE )y, yyanFy /)y, vyouanty ) yoaxsy ) s B
#EiFoh, FEICIEI 70X ) O THS,

RN EEDL. RISZHEEET, HREVBEZE2H5BERF TS0 THNUIRIC
BRERZWA, BIARE AFH2, oOnFH, ATS Urog rXidAMT
—FNVDE D IRIEFIERALKFRE ; XE . MVIOXEF 2L DRI BRFEERK
b/AFEE ; DrooAy >, yook)bs, OEb®RRE. 1, 2-7001852, 7
nORYIXiZT7nax> Yo oLS3 N0y ALRKEE ; DTF)ILT—F)),
oAV TaEeNIT—F), FhoeRaTzo 2y, DFFY DAV OXITY
IFLITVIA=NIPAFINI—TINDOEIBRI—FTIIVE; A¥ /=), TF/)—)b,
TN/ =), 2=T70N) =), TE)=IVXBFAVTE)=IVDESETIa—)
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. RVATIR N, N=PAFURLLT IR N, N=PAFNTEFT I KX
EN-AFN—2-E0OUD ) YDEST I RE; IAFNAFFY RUERIVE
FIOEIRIINEFT RE ; I LEARAHORESBRETH OGS, FEIZIE, NT
T ALRALKEE EicyrzoorAy ), 7IaA—IVE (A /) —)IVXEILs /—)b)
KWIFZTNEORBER R/ onxAy U RUAY ) —)VORGER TH5.

RISBEIERHMEES Y. RAEZICE > TRRSN, BE-10CHELILS0TTHD,
HEICIZ0OCTHIELIO00CTH S,

RIGEEIERMES Y. RE. RIGREICK > TRERSN, @FE 1 02MNE2 45
BITHO, HFEICIT1IEENEL 2RETDH 5,

RIS T %, ATEOBRULEMIE R > TRINEEWN SFIME NS, FIAE,
RIS TH. RISKIZKZMA, KEBEMLUROEE BRI E, T—F)), B
BIFIE) ZMATEREEYEMB LR, MBLAEFRBEKEL., HEKRKR<
FEXIILEERWTEREI %, BREEERTLI LRI > TENLENESN
%, B3 BRLEMIINERSIE, Bk FIZEEREE. Bk, JoxbhT 5T
A —ICKDEICHEETES,

Tz FTRIT £1 1 ITR2EBRLEEEE. EBEIND,

(%61 3TH)

AT LA (17) 2BETHIRTHD. La® (1 4) XidLsh (16)
Z,

(1) FEEBHEF. 1KEDESKEOKEREFRAKT GFEICIT1KE) . #EoE
T E AN TEITT 550, &,

(2) &BMEET. BEEPTRBRITLIEICLD, B%, FREFNICEMZ O
HOTI ) EANOBTLEEZERAT S EITKDERINS,
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BABETICR THERAIN BEIZ. REEHEERST., HRVEEZHLBEBMTSD
DTHIUTBITEEIZ WA, FIZE AFH, raaFdr, A7y, UYsno
1 XIFBEMIL—T IV DK D IaeffilfRbKRRE ; XE, MVI2XEFT LD
EORFBEHERAKFEE ; Yruary >y, yoarbh, MELREZ 1, 227
oordy >, ryooaxk ¥rXiEyrzoaRovrokdiaNay AtR{ekESE ; 2
IFNT—F). P4V 7ToENIT—F). FhoeRors, JFFH>2, PAR
FIILYOXIIPIFLITVA-NDPAFINI-=FNDOEDIRBRI—TIVE ; A% /) —
o TH)—=)b. Fa)N/ =), 2=Ta/)X) =), TEZ)=INXFAITH =D
KBTI IA—IVE ; i, ENSORGEETHOE. HFEICETIVI-IVE &
IZAY ) —=)) X I—FNVERVOT7 I I-IVEOREEE RFCFhoeRory s>
KMUOAY ) =) XFLH ) =)\ DEGHEHE) ThHb,

e S5 BB TTAEIS, B OBMEBETKSICHEA I NS DO THIUL, FITHR
FIZRWA, BRI, NP TLER, NITDTL-RE, KBNS DT L KN
TVTL—RFE. TX—Z T, OPULA—BACTIVIZT L NT DU L—TREN
VoA, BRIEBEXFBESBTH DR, HFEICE. NSV TL-KETH S,

RIGIREL. FEHELEY. HERTI->TRERSD, EE-10CHELI00CTTH
D, FEIZIZOCHES 0CTH %,

RIS RN RHME Y. R, RREEICE > TEARZMN, @¥1 042MHEL 0K
MITHOD, FEICIZ30MENIERETH S,

RIS T%. 2TEOBMLEMITIEBRCHK > TRBESY» SHFERENS, FIZE,
KIGHE T, filiiz AR L%, AREEBET S EICL> TENLEYIHES NS,
Bo5N2HIMLEMILER S, ¥k, FIASHEER. BILR, oYk 5740—
CEDEIRETE D,
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/2. @B ERVWEBTICRTER I NAEEIE. Bl \EK K 7ILa—ib
XKICHERT HERBHEDREEGYTHOE. HFEICIIEHRTH S,

fEHINSBMI. FIZE B, SHXIISEKNTH DG, FEICITERN T
G TH 5.

RIGEREZ, FEHLEY). BEEFEIL->TRELD, B¥-10CHEL00TCTH
D, HFHEIZIZOCHES 0CTH %,

KIbEmIIREEMEEY. HE, RIDEEICX> TEARSN, BE 1 02/ E]L1 0K
MITHD, HFEICIZ3 0OSREHEIRHETH S,

RISHT#%., 2TEOENLEMIIEEIR > TRRREE» SERENS, FIZE,
RIS TH, REMEARLER. AREEETD I EICL> TENLEYNES NS,
BoNSENLEMRILERSE, Bk FAXXHEER BLR. 7O 5T70—
CKDEITHE-TES,

(14T

ATHRIE, — &KX (3) 2HITHHEMERETHITETHD. LeW (17) %,
FEEBED, BEEETXEAEFET FFEIEREFET). &KX R*Xa (K
., REFENRERIEFZEZRL. Xa BHiBEEZRY) 2HIHLEMERIETED L
KR DERSINS,

ERINEEIT. RIGEEEST, HRNELHIEEBHRT2HOTHIIIRIC
BREIRRNVA, FIZE AFH A PrOaFHs, ATV VoM o XITAMT
—FN DX BIEHERIKER ; RO, FVIOXEF L 20L& S BEEKR
{LkBHE ; ProoAy >, yooaR)bh, MERRE 1, 2-yron0rsy>, 7
ORI EIXFPr7aaxREOLdNOT ALREKER ; DTFIIT—F)b,
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DAV I—F), FhIeRuTSr, PFFH AT OXITD
IFLT)IANPAFINI—TINDEIBI—FTIVE; 7T b XIEAFIVIZFIV
ThOEIBRT N, ZhOXY 2 OXd B MOEWE ; T FUILXIX
AVTFOMIIINDOEIBZPUINVE; RIVAT I E. N, N=IAFIFIVAT I
R N, N=PAFINT7ERT7IFXEN-AFIN—-2-EOUT /) DLIBTIR
B, Wi, PAFIANEFY BXIZANKT T DL IRBRAIEFL RETH D&,
I, NOF ALREKFEE Ficoroorsy ), 1—7I)VE (DIF)vT—
FTNELLETF I ROTI2) X7 2 RE BN, N=ZPAFIFILAT I R)
Thd.

fEHINAERIE. FXE KRBT MU TA REAYDLAXEREFILDELD

BT IWVAYERBIREEIERE ; EBEKET MU T L, KEKFEN ) D LXTREEKEY FU
LDEIRTIVAY RBERBIESE ; KR F UL, KELTF MU D LXIIKELS
U LDESBTIVAY EBKFCYE ; KB NU DT A KEIEH ) D LXEKE
{CUFILDEDBTIVAY SBKEBALWE ; T hUDLARFI R, FhUTALT D
FUR, HUTAt =T IFFIRXBVFIAANFIROXSIRTIVAHUSET IO
FUREAFINTIV, DAFANTIV, TFVTFI. MUIFATI, bUT
FINTIU DAV TOENIFNT IV N=AFIELFY >, EUP T, 4— (N,
N=—IJAFNTI)) EUD2 N, N=PAFNF=U>, N, N=-JITFINT7ZY
>, 1, 5-Y7¥EYro (4. 3. 0] JF—-5-T>, 1, 4-YF7HEI /0O
[2. 2. 2] #7%> (DABCO) Xi¥1, 8-Y7¥EIrn [5. 4. 0] ¥
T —=7—-L> (DBU) OLIBEREREBETHOE. HFHEITIE TILHYERERK
EetdE (RICREE T DU DUAXIIREEAY U L). TV @BEREEE (KK
KFEF MU AXIIREEKRFEA Y T L) W7 VAU &BKFBICYE RRikFBELY
FILXIIKFLTFT NUT L) THB,

ISR EIREHEEY)., BEEICL > TEGESN, BE-10CHEL100CTTHD,
FHEICIXOCTHES 0CTH 5,
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RIGEEIIERMEEY). B, KIGEEICX> TRARDD, @E 10BN E2 46
MIThO., HFEICIZ1IFENEL 2EMTH 5.

RIS TH. 2TEOBMELEMIIEREIIR > TRINEGYN SIS NS, #IAIE,
RIS TH, RISKIIKZINAZ, AEREMUZWER IR T, 2—-F)b. B
BIFINE) 2MATEHREYEME L%, MBLUEEBEZKEL. BKRES
TR LERANWTEREI %, BiEE2PEETE I Lick> TENLEBE SN
%, BoN5ENLEMINERSIE, ik, FAZITHEER BLER o< r o7
A —IEDEICHEHETZS,

AZHADEFEEMEEY (5). (7). (8) KU (1 2) FiL. RATHAMXIILHD
FEIZ > TESICHEaINS., (FZE N1 AF—H=Zwr - TR AF4F
Ve rIARN)— LI—X, 8%, 27 7H (199 84F) [Bioorg. Med. Chem
Lett., 8,277 (1998). ¥ hIARKDO> + Ly—X, $E3 7%, $6439K (199
64F) [Tetrahedron Letters, 37, 6439 (1996)]%}.

[FRBH % £ T 5 72D DR B O]

PUTFiC, ElpIROEAFIZRL, F2FEAZS SITFEFEMICHAT 528, FFEADOHH
2. TNRSIRBEINDHO TN,

. NMR A7 MUiZ. NEEEICT RS AFI ST > &AWN, 6 8% ppm TRLU.
HEERITIME (Hz) TRUKZ (0.5Hz BALITERILZ). Iy TU T - 85— 203,

d AR

dd : FINFTLwb

ddd : FINFTNFTL v b
dt PP 2NNAZIA

t NUAZAN

q AT b

m INVFTLw b

s VAT AN
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bs c o WRIE, ERERORNE T Ly MRICERIEINZS TV
ERE L7z,
Ehap 1

N—[3-— (3—=73Y)7=xZ)y) —2— (E) —7uxXZ)l] —N— [3—-/70O
O—4— (1 —AFNERYP -4 —-A)NAFY) Fx2)V] RNV T 7 EAIVEEET
FI 28R (BIRLamES 1)

BEH T THESNEN- [3-200-4— (1 =AFIERUID -4 —A)LFF
) 7z=)] —N— [3— (3—=¥7/7x=)y) —2— (E) —7axRz)k] AV
T7EAINVEBIFI (938meg) 22700 XF>(30ml) KOLy /—)b (1
5ml) OEABBICEML. KAT. HlkFReBUZE, BEeE U TERT S RKHE
HRLE, RISRERETBELR, BEZIY /—)L (20m) KBEHFL. Hik
TOEZUAKGHK (189meg#EKl 0mlICHEMRE KRUO28%7 > E=7K (0.
35ml) ZMAz%, BRTEHBHRLE, RIBKIZAN BEKREISFFY BHR
EINA%. BETEBEL. REZSWMHPLC (YMC-Pack ODS-A; YMC. AHIE
B 22%7 R NUNK) THELE, BONEEEEERE 1IN ERICHAR
L7tk BETBHEZES Y, ChEKICBRL, BERERICATILickD. i
L&Mm8 4 1mg (NET77%) EECEEHEKREL THEE,

'H NMR (500MHz, DMSO-dy) 6 ppm : 1.22 (3H, t, J=7.0), 1.90-2.08 (2H, m),

2.14-2.26 (2H, m), 2.74 (3H, m), 3.00-3.10 (2H, m), 3.32 (1H, m), 3.40-3.50 (1H,
m), 4.19 (2H, q, J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.62 &1} 4.87 (& 1H, &
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, t, J=9.0), 7.41 (1H,
m), 7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89
(1H, s);

IR (KBr, cm™) : 1737, 1675, 1352, 1156.

Ehaf| 2
N—[3—(3—F732)7xz=))) —2— (E) =7oXR=Z)l] —N— [3 =71
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O0—4— (1 = AFIERUD =4 —ANAF) TNV 2N T 7 EAIVEERE 2
et  (BIRMEE®mESS505)

Eig 1 THESNAEN- [3—- (3—-73IP /7)) —2— (E) —7oRz)V]
—N—- [3—70on—4— (1 =-AFIERYD>—4—A)VFF) 7JxZ)V] A
Ty EAINVEEBEIF) 2tHEEE (435mg) 23N HEE (20ml) ITHEMHL,
6 0CT6. SMHEERLE, RIEKEBERETHAILLER, BETREL. REEZS
BHPLC (YMC-Pack ODS-A; YMC. #&HEH : 1 3% 72 MUV 7K) TH
WML, BONEEREAEZ IN HBE (1. 00m 1) KAEMRUER. BETRE
HES R, TNEKITERL., BEERICHTCLIickD. ERbE®2 4 3me (X
$59%) EGEEREREL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.94 % (X 2.03 (& 2H, %& m), 2.19 (2H, m),

2.74 (3H, m), 3.00-3.10 (2H, m), 3.30-3.50 (2H, m), 4.28 (2H, s), 4.47 (2H, d,
J=6.0), 4.61 %1\ 4.87 (f 1H, %& m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d,
J=16.0), 7.31 (1H, m), 7.41 (1H, m), 7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.69 (1H, d,
J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s) ;

IR (KBr, cm’)) : 1732, 1676, 1348, 1155.

Eapl 3

N—[3-(3—=73P/77x=)k) —2— (E) —7oRXRz)l] —N— [3—-71O
O0—4— (1=-IFNERYDY—4—-A)NAF) TxZ)V] ANT7EAIVERT
F) 2EEE BIREENERS2)

BEH 1 3TESNZN- [3—700—-4— (1 —ZFIERYUD > —4—A)VF
F3) JxzZ)] -N—= [3—- (3—=7/7x=)) —2— (E) —7aRz)L] X
W77 EANEBEIFI (124 0mg) 2¥700X%> (30ml) ROLy /) —
JV (15ml) ORGHEHEICHEMBL. KET. BKkFZEBELZR ERELTERT
TEMERLE. RIBRERETEBMELZ%,. REeLy /—)L (20m1) [THEMEL.
ALY BT LKEH (24 3mgZK1 0Om 1 IZEMR RTKX28%7 > EZTK (0.
41ml) ZMAZE%. BRTBERLE, RISKIZAN BIKBDFFY D BR
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EINZ%, METEML. REZ2SEWMHPLC (YMC-Pack ODS-A; YMC, AHE
M 22%7 MUK THELE, BENEEEREAZ 1N HRICHR
Ut BETBELZES 2, JhEKICEmL. BRIz eicky, B
L&m8 0 Tmg (NE56%) 2ERAEEREKLL THEL,

'H NMR (500MHz, DMSO-d,) 0 ppm : 1.22 (3H, t, J=7.0), 1.26 (3H, t, J=7.0),
1.92-2.08 (2H, m), 2.21 (2H, m), 2.99 (2H, m), 3.09 (2H, m), 3.36 X" 3.50 (&t 2H,
% m), 4.19 (2H, q, J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.64 KT 4.90 (it 1H,
% m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, m), 7.41 (1H, m),
7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88
(1H, s) ;

IR (KBr, cm’!) : 1738, 1675, 1353, 1155.

EEp] 4

N—[3—(3—-73Y/)7x=)y) —2— (E) —7aRZJ)l] —N— [3—=70O
OD—4— (1 —IFNERYD—4—AAF) T2V 2T 7 EA )VEEEE 2
R BIREAMES S 0 6)

EHiF 3 TEHESNEN- [3— (3—-F73I2/7x2)) —2— (E) —7aRZN]
~N— [3—7upmO—4— (1 —ZFIERYZY—4—-1I)VFF) 7zZ)V] R
Ty EAINVEBRIFI 2#EEE (400meg) 23N #HEE (20m1) KAEML.
6 0CTAKIHMBRLE, RIBHEZBRETHALE., BETREL. REZ7IH
PL C (YMC-Pack ODS-A; YMC. BAHER : 1 5%7 MUV K) THEL
=, BoNFEEHEAZ IN HE (1. 00m 1) IKEMBLEE. BETREZE
X8z, IhaEKICEEL, BERERICHTIEickD, ERlba®m324meg (R
85%) ZEAEEWEMKLL THL,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.24 (3H, t, J=7.5), 1.98 (2H, m), 2.18 (2H,

m), 3.05 (2H, m), 3.00-3.50 (4H, m), 4.15 (2H, s), 4.48 (2H, d, J=6.0), 4.75 (1H,
m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.29 (1H, d, J=9.0), 7.43 (1H,
dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.62 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.72
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(1H, d, J=8.0), 7.88 (1H, s) ;
IR (KBr, cm}) : 1731, 1676, 1348, 1154.

EhEpl 5

N— [3— (3—F73¥/7x2)V) —2— (E) —7O<=Jl] —N— [3-~0DO
O—4— (1-AYFOEIERYDY—4—1)VFFY) Tz 2T 7B
BT ) 23MIE (BIrLEwmES3)

BEH1 7T TESNEN- [3—2700-4— (1 -4V TOENERY P —4—
ANAFY) 7x2)] —N— [3— (3—-37/7x=)) —2— (E) —JaxRz
W] 27 7 EANEBEIFI (117 1mg) 22700A%>2 (30ml) RUL
Y /)—) (15ml) OEABEHICERL., KET. HBIKEZBECLER, BRZLT
FPTTHEHEERLEZ, RSEZBRETRBELZE, BE215/—) (20m1) K
BRREL., BALT > EZULKBIK (224megZ/K10mlICER KUN28%7 &
=7k (0. 42m1l) ZMAk#% ZETHEBRLE. RIGKICTAN HEKED
FFYBEREMAE BETRGEL., KREZ72BHPLC (YMC-Pack ODS-A;
YMC. BHBE: 25%7 ¢ }\; FUIL/K) THRELE. BSNEEREAEZ 1IN
ERICERL-E BETRBELZEI 2. CNE/KICHERL ., BREEICHTI LI
k0, ERbE®HMo04meg (INFE6 7%) zEBAEEEEMKEL THL,

'{ NMR (500MHz, DMSO-dg) 6 ppm : 1.23 (3H, t, J=7.0), 1.28 (6H, m), 2.00-

2.12 (2H, m), 2.18-2.36 (2H, m), 3.07 (2H, m), 3.22-3.52 (3H, m), 4.19 (2H, q,
J=7.0), 4.42 (2H, m), 4.47 (2H, d, J=6.0), 4.66 &1’ 4.95 (5 1H, % m), 6.44 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, m), 7.41 (1H, m), 7.55 (1H, t, J=8.0),
7.60 (1H, m), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s) ;

IR (KBr, cm’)) : 1738, 1675, 1353, 1156.

Ehifl 6
N—[3— (3—732)7x=))) —2— (E) —7oRz)l] —N-[3—/rO
O0—4— (1—AV7aE)ERYD—4—A)NAFY) 7)) AT 7 EALI
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Bl 23ERE  (BIRLEMES S50 7)

EHi 5 THESNIEN- [3— (3-F73IP/7x=)) —2— (E) —7aRz)V]
—N=-[3—-700-4— (1—AVT7OENERYZ =4 —A)NFF) Tz)V]
AN T 7 BAINEEETLF)I 24EEE (61 5mg) 23N i (20ml) ITHEMR
L. 6 0CT4MRMIHERLE. RISKEERETHAILLYE. BETRBHEL. REE2H
ERHPLC (YMC-Pack ODS-A; YMC. BHBEHE : 1 7%7 = bUIL/K) TH
BMUf, B5N-EEREARE 1N S8 (1. 00m 1) ICAMRLA%. BUE TR
BEI S, INEKICHERL. BREZRICHIIEICKD., FEiilbEd®4 3 3meg (X
E74%) 2EAEFHEAELTEE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.22 (6H, d, J=6.5), 1.97 (2H, m), 2.18
(2H, m), 2.90-3.40 (5H, m), 3.99 (2H, s), 4.48 (2H, d, J=6.0), 4.75 (1H, m), 6.44
(1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.46 (1H, dd,
J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.65 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.71 (1H,
d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm’) : 1677, 1344, 1151.

Ehs] 7

N—[3— (83=F73IP)7x=Z)y) —2— (E) —FuXRz)l] —N—[4- (1
—TFIVERYUD =4 —A)NVAFY) —3—rangz)l] AT 7 EANEFET
FI 2E#E  BIRLEMES4)

BEF 2 1 THESNEN- [4— (1 -TFIERYDY—4 - )VFF) —3—
pyoo7z=)V] —N— [3—- (3—=37/7xz=2)) —2— (E) —7axz)l] X
W77 EANVEBEIF) (117 7mg) 2¥r700AA%> (30ml) RIS /) —
b (15m1) OREHEBICHERL. KeT. EkREBEUZE, BREZULTERT
6 BB Lz, ROCRERMETIRMGL 2%, REELy /—)L (20m1) ITHEMREL.
ALY DB LAKEBR (21 9mgEK 1 Om LIZERE) RU28%7 »EZTK (0.
41ml) ZMAkEE, ZERTBHREBRLL, KIGKIZAN EELKBSFFY D BR
EMAE. BETEBEL. BEZ25WHPLC (YMC-Pack ODS-A; YMC. BHE
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. 27% 7 MUK THEELE, BOENEEERERZ I N EREICAR
L%, BETEBHEEEZ®Z, ThEKIBE®RL., FERicfHdTEicky, &
L2874 2mg (INFES55%) 2EAEEWEKLEL TR,

'"H NMR (500MHz, DMSO-dg4) 6 ppm : 0.93 (3H, t, J=7.5), 1.23 (3H, t, J=7.0),
1.32 (2H, m), 1.67 (2H, m), 1.90-2.08 (2H, m), 2.15-2.28 (2H, m), 2.95-3.10 (4H,
m), 3.35-3.58 (2H, m), 4.19 (2H, q, J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.63
K&\ 4.88 (5F 1H, % m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H,
m), 7.41 (1H, m), 7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.67 (1H, d, J=8.0), 7.73 (1H,
d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm) : 1738, 1675, 1353, 1156.

) 8

N—[3—-(3—-73Y/)7x=)y) —2— (E) —7aR=)l] —N-[4- (1
—TFIWERYD =4 —ANAFY) —3—rongz)v] A)NVT 7 EA)VEEE
23E#iE  (BIREa®WESS508)

EiEF 7 THSNEN- [3— (3-73Y/7xZ))) —2— (E) —7aXRz)V]
—N—=-[4— (1=-TFINERYDP =4 —-A)FF) —3—-raaTxz)l] A
T EAINVEBEIF) 2##E (600mg) 23N HEE (20ml) ITHEREL.
6 0CT4. SHEBRLE. RISKEBRETHALLE, BETBEL. REzs
BHPLC (YMC-Pack ODS-A; YMC, BHBEH : 20% 7MYV K) TH
#MUk, BoNFEEHEAEZ 1IN HE (1. 00m 1) IKERLZE. BETIRG
HEIER, CNEKICERL., BEERICHTIEICED., EEbeH4 5 0me (X
RT78%) EREEFHMEKLL THE.

'H NMR (500MHz, DMSO-dg) 6 ppm : 0.90 (3H, t, J=7.5), 1.31 (2H, m), 1.61 (2H,

m), 1.92 (2H, m), 2.13 (2H, m), 2.87 (2H, m), 2.90-3.20 (4H, m), 4.03 (2H, s), 4.48
(2H, d, J=6.0), 4.70 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.27
(1H, d, J=9.0), 7.45 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.64 (1H, d, J=2.5),
7.67 (1H, d, J=8.0), 7.71 (1H, d, J=8.0), 7.86 (1H, s) ;
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IR (KBr, cm) : 1676, 1347, 1153.

EHEHl 9

N—[3—- (3-73Y/)7x=)V) —2— (E) =7JoaRz)l] =N— [4— (1
“RUDNWERY DY —A4—ANFFY) —3—runTc)V] A)NT 7 EAINEER
IF) 2%#E BIREEMESS)

BEH 25 THELNIEN- [4— (1 =RDIIERYD -4 —AI)VFFT) — 3
—roa7xz=)l] =N—- [3—= (3—=37/7x=)V) —2— (E) —70oRz)V]
ANT 7 EAINVEBLIF)I (153 1mg) 2¥700AXA%> (30ml) RLH /
b (15m1) OEAEMCEEL, KAT. HkREBLLE BRE L CHE
THBRMBRLE, RISKZBETRELLE BREEZLY /- (20m ) AR
U, BIb7 B LKEBK (23 3mg%/K1 0m AR RUK28%7 U EZT
K (0. 40m1l) ZMAZE. BRTHBHRLL, RIGKICAN HLKRI A+
HOBREMALE. BETEMHEL. BREZ72HWHPL C (YMC-Pack ODS-A; YMC,
EHER : 30% 72 MUNK) THELZ, BoNEBERBEAZ 1IN EE
WWHBRL%, BETRHEEZESI 2. INEKICERL, BEEZRIIHTIEICXD,
ERbA®m9 3 1mg (NES5 3%) 2EAEEHEAKE L TR,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.94-2.05 (2H, m),

2.16-2.28 (2H, m), 3.01 (2H, m), 3.24-3.44 (2H, m), 4.18 (2H, q, J=7.0), 4.31 (2H,
m), 4.40 (2H, s), 4.46 (2H, d, J=6.0), 4.59 &1\ 4.88 (8 1H, % m), 6.42 (1H, dt,
J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.31 (1H, d, J=9.0), 7.38
(1H, m), 7.43-7.51 (3H, m), 7.52-7.59 (2H, m), 7.60-7.66 (2H, m), 7.67 (1H, d,
J=8.0), 7.72 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm™) : 1738, 1675, 1353, 11565.

Ehefl 1 0
N— [3=-(3—732Y)7x=))) —2— (E) —7oxRZ)L] —N— [4— (1
—RUTDNWERYD -4 -4 )AFY) —3—roaTdxz=)V] A)NT 7 EAIIEE
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2E#BE BIREEMESS09)

Ehipl 9 THOSNEN- [3—- (3—F73XP /7)) —2— (E) —7aRz)V]
~N~— [4— (1 =RDIERYDP—4—-A)FFY) —3—-7anT7z)] X
V7 7B IVEBETFIL 23EEE (73 1mg) 3N HEE (30m 1) ITHEMRL.
6 0CT6. SKEBRLE, REREBERETHALLE, BETREL. BEEZS
BMHPLC (YMC-Pack ODS-A; YMC. BHBEHE : 20 %72 NIV 7K) TH
MUz, BoNzEEHEAKEZ LN EBE (1. 00m 1) ITHEMLLE. BETRE
WEE B, CNEKITERL., BRERICHTI KD, EElkadW5 4 Tmeg (I
8 7%) EAEREHEMAREL TR,

'H NMR (500MHz, DMSO-d) 6 ppm : 1.90-2.08 (2H, m), 2.12-2.26 (2H, m),
2.92-3.02 (2H, m), 3.20-3.50 (2H, m), 4.20-4.38 (2H, m), 4.25 (2H, s), 4.46 (2H, d,
J=6.0), 4.61 &1\ 4.83 (it 1H, & m), 6.42 (1H, dt, J=16.0, 6.0), 6.56 (1H, d,
J=16.0), 7.27 (1H, d, J=9.0), 7.39 (1H, dd, J=9.0, 2.5), 7.40-7.50 (3H, m), 7.54
(1H, t, J=8.0), 7.55-7.65 (3H, m), 7.66 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.85
(1H, s) ;

IR (KBr, cm™) : 1732, 1675, 1349, 1154.

ERas 11

N—[3- (3—F73IY)7x=)k) —2— (E) —7axR=)l] —N—- [3—-20O
Lm—4—(1—71*5&)1/1:"&1)*)‘/—4—4)1/2‘#:/)7:::)1/];01/77%4)1/@’?
BIF) 2E@E BIRLEHESG6)
BEF29ITHESNEN- [3—r700—-4— (1-TxRXFIERYD -4 -4
WAFY) 72Z)] —N— [3=(3—=2F7/7x2)) —2— (E) —7axRz)l]
AN T 7 EANVEETIF) (1013meg) 27700 A%> (30ml) RBLY /
=)l (15ml) OREBBHEITERL. KAT. BlkFeRBULR Bzl TER
T 6B RIBHR Lz, RIS ZFEE FIBME L7218, RE2ITy /) (20m 1) ERK
U. BALT7 VB LKEK (1 74mg%/K10ml ICEfE ROA28%7 &Y
7k (0. 33m1l) ZMAZE. BRTBERLE. RIGRIZAN BRI AF
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YBWEMAZE. METREL, RBEZ2BHP L C (YMC-Pack ODS-A; YMC.
BHEE: 30%7 MUK THRELE, BONLEEREAKREZ LN EE
MU, BETREZE IS, INEKICBEREL., BEERICHTIEITKD,
b7 88mg (INER6 8%) 2EMEERERE L TH:Z.

'H NMR (500MHz, DMSO-d¢) 6 ppm : 1.22 (3H, t, J=7.0), 1.96-2.12 (2H, m),
2.19-2.32 (2H, m), 3.02-3.18 (4H, m), 3.24-3.40 (2H, m), 3.49 X1} 3.62 (& 2H, &
m), 4.19 (2H, q, J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.65 X1} 4.91 (8t 1H, &
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.22-7.38 (6H, m), 7.41 (1H,
m), 7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88
(1H, s) ;

IR (KBr, cm’) : 1738, 1675, 1353, 1156.

Ehaf 1 2

N—-[3— 3-732/7xz=Z)y) —2— (E) —7aRz)k] —N— [3—-0O
O0—4— (1-FzRXFIERUD -4 —-ANVAFI) TxZ)V] ANVT 7 EAI)VEE
B 2FE  WBIRMbe®mESS510)

Efagl 1 1 THSNEN- [3—- (3—=73Y /7)) —2— (E) -7z
V] —N—- [3—7oO—4— (1-TzXFIERUID 4 )IFF) Tz
V] ZNT7 7B VEEBETF)L 24 (58 8meg) #3N EfE (30ml) K
BRL., 60CT6. SRR LE, RIDKREZEREITHAILZER. BETIRMEL.
BEE/SHBMHPL C (YMC-Pack ODS-A; YMC, EHIAEE : 25%7 b= b/
K) THELE, Soh-ETHEAZ 1IN HEE (1. 00ml) KEMELEE. B
FETBEEZEI 2. CNEKIBERL., BRI sicky, EiRkam4 0
5mg (NE72%) ZEAEEHEEKEL THL,

'H NMR (500MHz, DMSO-d,) 6 ppm : 2.02 (2H, m), 2.18-2.28 (2H, m), 3.07 (4H,

m), 3.20-3.50 (4H, m), 4.26 (2H, s), 4.47 (2H, d, J=6.0), 4.84 (1H, m), 6.44 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.22-7.39 (6H, m), 7.42 (1H, dd, J=9.0, 2.5),
7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0),
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7.87 (1H, s) ;
IR (KBr, cm’) : 1732, 1675, 1349, 1154.

s 1 3
N—[3—-(3—-73Y7x=)y) —2— (E) —7oXRzZ)l] —N— [3—7O
H—4-— (1 -7z )VERYD>—4—ANFFD) Tx2)V] )T 7 BA)VEREE
IF) 2EEiE BIRLEMEST) |
2EH 3 3TESNZN- [3—200—-4— (1 —-TJzZIERYUD > —4—1))
FF) JzZ)] —-N—- [3— (3—=37/7x=)) —2— (E) —7aRz)l]
INT 7 EANEBIFII (1440mg) 2Y700AA%> (18ml) RUOLY )/
=)l (18m 1) OEBEHICHEREL. KaT. BIKkFZBLULE, B2 THER
THRRMEBR L. RISHZBETEBMELZ%, BEZ2T4 /) (30m 1) AR
L. Bb7 > E=ULKAK (233meg2/K1 0m 1 IZHEMR) RU28%7 EZT
A (0. 49m1) #MAKE. BETHEBRLEL. KISKERETBEL 2% &
#&5SHWHPLC (YMC-Pack ODS-A; YMC, EHEHE : 6 0% 7= RUJIL/7K)
TEETAEZEICKD, EFFEEK 24megaBlz. ZOEK254mgETY /) —
JV (6m 1) ML, 4N HILKBEDAFTBK (0. 31ml) ZMAZE,
BETRELZE I L. INEKITERL., BERERICHT &Ky, Ridlbay 2
78mg (NFE6 1%) ZEEBEEWEGKEL THL,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.93-2.14 (2H, m),

2.16-2.37 (2H, m), 3.17-3.94 (4H, m), 4.19 (2H, q, J=7.0), 4.42 (2H, s), 4.48 (2H,

d, J=6.0), 4.85 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.21 (1H,

m), 7.28-7.64 (4H, m), 7.34 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t,

J=8.0), 7.61 (1H, d, J=2.5), 7.69 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.89 (1H, s) ;
IR (KBr, cm) : 1738, 1675, 1353, 1156.

Ehsl 1 4
N—[3— (83—732)7x=))) =2— (E) —7oRzZ)l] —N— [3—»DO
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O—4— (1 =7z )VERYDP>—4—ANVFFY) Tx )] Z)NT 7 EA)V B
21E®E  BFIREmESS11)

#E=Hfl 1 3THESNIEN- [3— (3=73IP/7xZ)) —2— (E) —7ORz
J] —N—[3—7oo—4— (1—-JzZIVERYD > —4 - )VFF) 7))
ZNT 7 EANVEBEIFI (6 76meg) #3N HEE (9m1) RUTAFH> (3
ml) ORGEHICAMRL, 8 0CTORME®RL L. RIGKEBRETHAL 2R,
BETEMHEL., BEEZS2BHPLC (YMC-Pack ODS-A; YMC. AHIBH : 4 0%
TrRZbUNK) THEHELE BONEEHEEREZ IN HEE (10m1) ITHER
L7, BETEGEEIEE, CNEKICHEML., BEERICATI &Ik, EiE
L& 3 85meg (NE53%) EEGEEHEEEL TR,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.88-2.08 (2H, m), 2.10-2.32 (2H, m),

3.04-3.91 (4H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.82 (1H, m), 6.44 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.11 (1H, m), 7.26-7.49 (4H, m), 7.32 (1H, d,
J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 7.68 (1H,
d, J=8.0), 7.74 (1H, d, J=8.0), 7.88 (1H, s) ;

IR (KBr, cm’') : 1733, 1676, 1349, 1155.

EiEsl 1 5

N—[3- (3-732/7x=2)y) —2— (E) —7uaXRz)l] —=N— [3—=71O
H—4— (1 —APFTHNRZNAFIERYD =4 —ANFF) TJx2)V] A
W77 BB IF) 218 BIRLEWESS)

BEHI3 T THESNEZN- [3—700-4— (1 —ARFTVHIVRZIAFIVER
NP2 —4—ANFFY) 7xZ)V] —N— [3—- (3—-7/7xz2)) —2— (E)

—7axz)] ZANVT7 7 EANVEEBEIFIV (1700meg) 2¥700A%F > (30m
1) ROLH /=)y (15m1) OREBEFICHERL., KAT. HkFL2@ELZE,
FRELUTEBRTT7RREHER L, RISKREZBETREL R, REZLY /- (2
oml) IBEML., FILY > EZULKEK (22 7megZ/K1 0m lIZER kU2
8%7EZTAK (0. 42m1) 2WMAZE BHEHT-KREHRLEL. KISKIZAN H
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LB FFY BEREMA %, BETEREL., REZ72BRHPLC (YMC-Pack
ODS-A; YMC. BHEE : 35% 72 = hUIL/K) THRELE, B5N/-EEHE
& 1N EHEICHEMRE L% BETBEZEI 2. IhEeKITBEmL., EBERIC
gz &icky, ERbd®wos5 0me (K4 8% EZEAEFEMEMKEL TR,

'H NMR (500MHz, DMSO-d4) § ppm : 1.22 (3H, t, J=7.0), 1.84-2.32 (4H, m),
2.90-3.68 (4H, m), 3.76 (3H, s), 4.19 (2H, q, J=7.0), 4.30 (2H, m), 4.41 (2H, s),
4.47 (2H, d, J=6.0), 4.63 &k 1} 4.84 (8 1H, & m), 6.43 (1H, dt, J=16.0, 6.0), 6.58
(1H, d, J=16.0), 7.30 (1H, m), 7.40 (1H, m), 7.55 (1H, t, J=8.0), 7.59 (1H, m), 7.68
(1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm™) : 1742, 1675, 1353, 1156.

SR 1 6
N— [3- (3-73¥/)7z=)) —2— (E) —7OR=)V] —N— [4— (1
—ﬁ»ﬁ#v%%»5&u9>—4—4w##>)—3—?mm71:w]xw77ﬁ
1)VEERE 2ERE  (BIRLAWEES5 12)

%Hfl 1 5 TRENEN=- [3— (3—-73I¥/7x2))) —2— (E) —/OR=
W] —=N— [3—200-4— (1-X REVAVRINAFIERY ST =4 =)L
FF) TV AT 7 EANVEBRIT)) 2K (810me) %3N HE
(30m1) IKEML, 60CTL 5SEMBRLE, RISKERRETARLLE. B
ETBGEL, BREZSBHPLC (YMC-Pack ODS-A; YMC. BAHIAE : 1 5% 7tk
R= b UJL/K) THELE, B5NESERERE 1N ERICEEL L%, WET
WEEE S ek, ThEKCARL, BEERICATZEITkD, @EkAYS5 8 1m
g (RE76%) EEEETHEKE L TEE,

'H NMR (400MHz, DMSO-dy) d ppm : 1.91-2.07 (2H, m), 2.14-2.28 (2H, m),

3.00-3.90 (4H, m), 4.16 (2H, s), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.65 &\ 4.84
(8t 1H, % m), 6.45 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.32 (1H, m), 7.42
(1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 7.72 (2H, m), 7.91

(1H, s) ;
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IR (KBr, cm™) : 1737, 1676, 1348, 1155.

Ehitl1 7

N- [4= (1-F7EFNERYIY—4—ANAFY) —3-rpao7z=)] —
N—[3—-(3-=7F73IY/)7x=)y) —2— (E) —FaxzZ)l] AIVT 7 EA)VEEE
IF) HEHE BIREEMESI)

BEF3 9 THSNEN= [4— (1 -TEFIERYUD—4—ANFF) -3
—-ron7x=)l] -N— [3— (3—>7/7=xZ)) —2— (E) —7aRzZ))V]
2N T 7 EAINVEBRLIFIL (733mg) 22/00A%2 (30ml) ROLY /) —
JV (15m1l) OEBBHICHERL. KET, BIKFZBELR, BERELTERT
SRR U7z, RIDKRZRE TRBMEL 2%, REEZTSY /—)L (20m 1) ITEMRL.
ALY B LKEBR (1 75mgZ/K1 0m 1 ITER) RU28%7 > EZTK (0.
22m1l) ZMAE® BERT—HREBRLE, RIEKICANEBKZED T FY 2 BRE
A%, BETEMREL, REZ2BHPL C (YMC-Pack ODS-A; YMC. & HEH
35%7ERNZMUIN/K) THELE, GoNEEHEAZ 1IN HERICHARL
%, BETRBEZE I, IN2KITBHRL., BREEBIINTIEICED, RiKlkd
W48 8me (U6 4% EREREWEESLTEE

'H NMR (400MHz, DMSO-d;) 6 ppm : 1.23 (3H, t, J=7.0), 1.55 (1H, m), 1.65 (1H,

m), 1.84 (1H, m), 1.93 (1H, m), 2.01 (3H, s}, 3.28-3.44 (2H, m), 3.56-3.72 (2H, m),
4.19 (2H, q, J=7.0), 4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.75 (1H, m), 6.43 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.29 (1H, d, J=9.0), 7.38 (1H, dd, J=9.0, 2.5),
7.55 (1H, t, J=8.0), 7.57 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0),
7.86 (1H, s) ;

IR (KBr, cm™) : 1739, 1677, 1354, 1157.

Ehasl 1 8
N—[4—- QA=FEFNIEXRYD -4 —-A)NAF) —3-r700T7x=)/] —
N—[3—-— (B8=72P)7x=)y) —2— (E) —FaRZ)V] ANWNT 7 EAIVEFEE
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HEgE  (BIREeamESS51 3)

EEH 1 7T TESNEN= [4— (1-7EFIERIDZ~4—-A)LFF) —3
—zna7xz=)l] =N— [3— (3=73Y/7xZ)) —2— (E) —7aR)l]
ANT 7y EAIVEEIF) HEEHE (352meg) 23N #H#E (20m 1) IZEREL.
6 0CTOMEERLE, RISKEBRETHALZE, METERHEL. REZSIH
PLC (YMC-Pack ODS-A; YMC. BB : 25 %7 b= bUILK) THREL
o BoN-EEHEARZ 1IN HEE (0. 50m 1) KEMLEE. BETRBWEZE
TEBIEITKD, EREA®M1 09me (NE3 2%) 2ERAEEREAEL THEE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.54 (1H, m), 1.65 (1H, m), 1.83 (1H, m),
1.92 (1H, m), 2.00 (3H, s), 3.30-3.70 (4H, m), 3.83 (2H, s), 4.48 (2H, d, J=6.0),
4.71 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.53 (1H, d, J=16.0), 7.26 (1H, d, J=9.0),
7.48 (1H, dd, J=9.0, 2.5), 7.52 (1H, t, J=8.0), 7.66 (1H, d, J=8.0), 7.68 (1H, d,
J=2.5), 7.71 (1H, d, J=8.0), 7.85 (1H, s) ;

IR (KBr, cm’) : 1682, 1345, 1152.

L% 1 9

N—[3- (83=F72Y/7xZ)y) —2— (E) —7uaxXRz)l] —N—- [4—- (1
—HINEANERY D —4—AIFFY) —3—randx= )] ANT7EAN
BT )l EEE (FIReEmES10)

BEF A ITHEOSNEN- [4— (1 -AINEANERYD -4 —A)VFF)
-3—-yoo7z=)] —N—[3—- (3=-37/7zxz=Z)V) —2— (E) —7aRz
W] ZANT 7 EANEEEEITFI (1015mg) 22700A%> (30ml) XUOL
/=)l (15m1l) ORGEBRICERL. KET. BKkRE2BEUCLE, BRELT
iR T 6 MR L. RIGKEEETREL 2%, R#EZ2I5 /) (20ml) I
BRRL, HIL7 B ULKER (194mg%kK10mlITERK KO28%T &
=7k (0. 36m1l) ZMAE, BRTHERLE, OSKIC4AN HKED
FFYUBEWEMATZR. WETERMEL., REZ72EWHP L C (YMC-Pack ODS-A;
YMC. BHEHE: 30%7 2= bUIL/K) THELEZ, BoNEEREGFKZ 1IN
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EERICAM L%, WETBHEEZE I, INE/KICBHEL., BEEZRICAIT &I
&b, ERbkeE®m7 3 7Tmg (NE66%) 2EEEEHEEKEL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.46-1.58 (2H, m),
1.80-1.89 (2H, m), 3.15-3.24 (2H, m), 3.49-3.60 (2H, m), 4.19 (2H, q, J=7.0),
4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.68 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58
(1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.38 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0),
7.57 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm’') : 1738, 1675, 1352, 1156.

£l 2 0

N—[3-(3—73IY/)7x=)V) —2— (E) —7aRz)] —N—[4— (1
—HIVNEANERY D —A—A)NFFY) —3—r7oo7x)V] ANVT7EAL)
Bl HRE  (BINMEEWMESS 1 4)

Efgl 1 9 THRSNEN- [3—- (3—-T72Y/7xZ)) —2— (E) -z
W] =N—= [4— (1 —=HIINEANERYD -4 —A)VFF) —3—-—20O07x
W] AT 7 IVERBRIF) HEHE (600meg) 23N HEEE (20ml)
WBREL. 6 0CTHMRMIBHRLE, RIGHERRETHHALLE, BMETBMEL., RE
25 BHPLC (YMC-Pack ODS-A; YMC. BHIBH : 20% 72 = MU/ 7K)
THRHELE. BoN-EEREGRE LN SBICER LR BETRELZEI L,
INERRODFAFT (1) ITBEL, BREERICHITIECKD, FEidlkedme -
6 6mg (NE81%) EEAEEHEKLL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.48-1.58 (2H, m), 1.80-1.90 (2H, m),

3.14-3.24 (2H, m), 3.50-3.60 (2H, m), 4.27 (2H, s), 4.46 (2H, d, J=6.0), 4.67 (1H,
m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.38 (1H,
dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.57 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73
(1H, d, J=8.0), 7.86 (1H, s) ;

IR (KBr, cm’) : 1676, 1348, 1155.
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Ehpl 2 1

N—[3— 3=-73Y/)7x=)y) —2— (E) —FuaxXz)l] —=N—- [3—-/0O
H—4— (1 —AF 2RI ERYD =4 —A)AFY) TxZ)V] )T 7E
TIVEEEE LT ) EEE (BinbawmES 1 1)

BEH AT THSNEN- [3—2700—-4— (1 —AF VAR ERY D> —
4—A)NAFY) 7JzZ)] -N—- [3— (83— F7/7=xZ)) —2—- (E) —7O
RINV] ZANVT 7 EAIIWVEBIFIV (83 5mg) 2Y/00A%> (30m!l) KO
I% /=) (15ml) ORASHERICEMRL. KET. HIKkREBEC2E, BREL
TERTOREHERLL, KICREZHETRMEL %, BEELY /—)L (20m1)
CHRL., HLY BT LKER (150meg %K1 0m 1 ITHEMRE) RUK28%7 >
T=7/k (0. 19ml) ZMALE, BRTBHERLE, KIGKIC4AN HkKE
DAFYBEHEMAZE, BETEMGL., REEZS2WMHPLC (YMC-Pack ODS-A;
YMC. Bl 4 0% 7= bUIL/K) THELE., Boh-EEREKEZ 1IN
ERICHEBLU-%, RETEGLZES S, IH2KICHEMRL. BEBZRICHTIE
0. EtAW6 8 5me (NHT75%) 2EAEREREKEL THE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.72-1.82 (2H, m),

1.93-2.03 (2H, m), 2.89 (3H, s), 3.12-3.22 (2H, m), 3.24-3.40 (2H, m), 4.19 (2H, q,

J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.70 (1H, m), 6.43 (1H, dt, J=16.0, 6.0),

6.58 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.39 (1H, dd, J=9.0, 2.5), 7.55 (1H, t,

J=8.0), 7.58 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.85 (1H, s) ;
IR (KBr, cm™) : 1739, 1677, 1346, 1156.

Ll 2 2

N—[3— (83=732)7x=)y) —2— (E) —7uXZ)l] —N— [3—-7O
0—4— (1 -AFZANGZIERYD L —4—A)AF) )] ZNT7E
1 )VEiE SRR (IR EWESS515)

EF 2 1 THSNEN- [3— (3—-T73IP/7x2)) —2— (E) —7oRz
] —N— [3=700—-4— (1—AFVANKIIERYZ Y —4—A)LFF)
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Tz ANVT 7 EACIVEREEITF) HE#EE (502meg) 23N HEE (20m1)
ROPAFH> (5ml) ORBBEBICEML. 6 0CTHRBHERLE. RINKES
BETHALLE. BETEBEL. REZ2WMHPLC (YMC-Pack ODS-A; YMC,
BB : 25~50% 7RI/ K) THELZ. BonEEEHEAFKEZ 1IN
EEICHEMRLUE. BETEBREZEIE &2k, Eilbdw346me (NERT
2%) EEAREVBEKELTEE.

'H NMR (500MHz, DMSO-d,) 0 ppm : 1.72-1.82 (2H, m), 1.93-2.03 (2H, m),
2.89 (3H, s), 3.12-3.20 (2H, m), 3.23-3.40 (2H, m), 4.04 (2H, s), 4.48 (2H, d,
J=6.0), 4.68 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.26 (1H, d,
J=9.0), 7.44 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.63 (1H, d, J=2.5), 7.67 (1H,
d, J=8.0), 7.72 (1H, d, J=8.0), 7.86 (1H, s) ;

IR (KBr, cm’) : 1679, 1344, 1155.

Elitip] 2 3

N—[3—- (3=732)7xz=)y) —2— (E) —7aRz)l] —N—- [3—-/nO
0—4-—[1— (2-EBUDI) ERYP—4—ANAFL] TJxZI)V] ANT7E
ANEBETF)) 2EME  WIRMLAWEE12)

SEHS 1 THESNEN- [3—2oo—4— [1—- (2-BUD)) EXRYI -
4—-)NAFY] 7zZ)] —N- [3— (3—-7/7x=)) —2— (E) —7n
RV ZNT 7 EAINVERIF) (109 5mg) 22700x%> (30ml) &
¥ /=)y (15ml) ORSHEEICHEMRL. KT, EKkREZRLZR BRE
LTERTOREHER L2, RNKRERETREL 2%, BEZLs /- (20m1)
ICERL, LY DT LKER (19 7meg#&Kl O0m | IZHEME) RU28%7 >
T=7K (0. 37m1l) ZMAEE. BRTERBHRLLE, RIGKIC4N ELKFE
UAFY OB EMAE. BETEEL., REZSTWHPL C (YMC-Pack ODS-A;
YMC. IBHIBE : 5 0% 7 = bUIIK) THHELE, BOoNAEBEREAZ 1IN
ERICAR L%, BETRBEEZE S /2. INEKITHBMRL. BEERBRIIAT &I
£, Eite®m5 33meg (NF42%) ZEAEFHEAKEL TEE,
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'H NMR (500MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.72-1.84 (2H, m),
2.01-2.13 (2H, m), 3.68-3.79 (2H, m), 3.88-3.99 (2H, m), 4.20 (2H, q, J=7.0),
4.43 (2H, s), 4.48 (2H, d, J=6.0), 4.85 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.59
(1H, d, J=16.0), 6.92 (1H, m), 7.35 (1H, d, J=9.0), 7.32-7.44 (1H, m), 7.41 (1H, dd,
J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.70 (1H, d, J=8.0), 7.74 (1H,
d, J=8.0), 7.90 (1H, s), 7.96 (1H, m), 8.02 (1H, d, J=4.5) ;

IR (KBr, cm’') : 1738, 1674, 1353, 1155,

LRl 2 4 |
N— [3— (3—73IY)7zx=)L) —2— (E) —7agX=Z)V] —N— [3—2O

O0—4—[1— (2-BUD)) ERYI>—4—ANFAFXY] JxzZ)V] AT 7E
AIVEEE: 2HFE (BIRMEeWESS516)

EfiF 2 3THESNEZN- [3— (3—-F3IP/7x2)) —2— (E) —7aRz
JV] —=N—= [3—poa—4—[1— (2—-EBU2)) EXRUYDY—4—-1)FF]
TJxZ] ZNVT7 7 EAIIVEREELIFIL 2EME (533mg) 23N HE#E (30m
1) ICHEMEL. 6 0CTORMERLE. RIEKEBSRETHHAL R, BMETIBRMEL.
HEZESBHP L C (YMC-Pack ODS-A; YMC., BHBEHE : 30~50%7Ebh=h
UIV/K) THBLZ. BoNBERERE 1IN ERICERLICE. BUETREL
BEEdik. INEKBERL, BEZBICHTIECLD, FEikeé®4 2 Tmeg (R
RE4%) EAEFEHEKEL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.71-1.82 (2H, m), 2.01-2.12 (2H, m),

3.63-3.75 (2H, m), 3.85-3.97 (2H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.84 (1H,
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 6.89 (1H, m), 7.33 (1H, d,
J=9.0), 7.30-7.40 (1H, m), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H,
d, J=2.5), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s), 7.93 (1H, m), 8.02
(1H, J=6.0) ;

IR (KBr, cm) : 1733, 1676, 1349, 1155.
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EhEF 2 5

N—[3— (3=73P/7x=)y) —2— (E) —7axXz)l] —N-— [3—-/1O
0—4-—[1— (3=EBUD)) ¥ERYDP>—4—-A)NFFI] TxZ)] AT 7E
AINVEEITFI 2EBE BIREEHESL 3)

BEH 5 5 THESNAEN- [3—r00—-4— [1—- (3—-FUD)) EXRYD -
4—AVAF] 7zZ)V] —N—- [3— (3—>7/7zZ)) —2— (E) -7
RIN] AT 7EBANVEHEIFII (490mg) 2¥r700Xx%> (15ml) EOX
I% /) (15ml) ORABEICERL., XKeT. HbkFEBECLE, BREZL
TERT ¥R L, RICKRERMETNREL 2%, REZTSY /—)V (9m1) ITH
L., HL7 BT LKEBKR (79megEK3ml ITEMR) RU28%Y > EZTK
(0. 17ml) ZMAE, BRTHERLE, OSREEETREL 2R, RE
2HBHPLC (YMC-Pack ODS-A; YMC, BHEE : 4 0% 7= MUV K)
THRETHIEICKD, BEREEKR3 0 6meg B, CZOBEHK44mgrTy /)b
(4m 1) CHEML, AN BKBIAFHBEK (0. 05ml) ZMAE. B
ETBMZE S, CNeKITHEBLU, BEREZRIINTIEIIXD., Rilkehma 7
mg (NZE58%) ZEAHEEWE KL L TH:.

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.69-1.82 (2H, m),

1.96-2.08 (2H, m), 3.42 (2H, m), 3.66 (2H, m), 4.19 (2H, q, J=7.0), 4.43 (2H, s),
4.47 (2H, d, J=6.0), 4.80 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0),
7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d,
J=2.5), 7.69 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.75 (1H, dd, J=9.0, 5.0), 7.89
(1H, s), 8.03 (1H, dd, J=9.0, 2.5), 8.15 (1H, d, J=5.0), 8.48 (1H, d, J=2.5) ;

IR (KBr, cm™') : 1737, 1675, 1352, 1155.

EREH 2 6
N— [3— (83—732)7x=)y) —2— (E) —7oxX=)l] —N— [3—-/r0O

o—4— [1— (3—-FUD)) ERYS—4—A)VAFL] 7x2)V] AT 7E
1)V 2BE  BIRLEEHESS517)
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EHHI2 5 TESNEN- [3— (3-739/7x=)) —2— (B) —FORZ
Wl —N—- [3—7om—4—-[1—- (3—-EBUII) ERUID—4—-A)vFF]
Zxo)] ZANVT 7 EANVEBIFI (24 7mg) 23N HEE (12m1) ITHER
L. 6 0CTAREIBRLE, RIDHEZZERITHRAILZR, WETREL. REZD
BHPLC (YMC-Pack ODS-A; YMC, BHBH : 2 7% 7= MUV K) TH
MLz, BONEEEFREAZ IN R (1 0ml) ICHEBLLE. BENRHELZE
IH. INEKITERL, BREJITATIEICKD, Etke®4 2 Tmeg (LR
84%) ZEAEEWEMKEL THL,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.69-1.81 (2H, m), 1.97-2.08 (2H, m),
3.42 (2H, m), 3.67 (2H, m), 4.29 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m), 6.45
(1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, dd,
J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.69 (1H, d, J=8.0), 7.74 (1H,
d, J=8.0), 7.77 (1H, dd, J=9.0, 5.5), 7.89 (1H, s), 8.04 (1H, dd, J=9.0, 2.0), 8.15
(1H, d, J=5.5), 8.48 (1H, d, J=2.0) ;

IR (KBr, cm) : 1731, 1675, 1348, 1154,

Ehitl 2 7

N—[3— (3—73Y)7x=)V) —2— (E) —7JaxR=Z)V] —N- [3—-7nO
0—4—[1—-— (4-BEUD)) ERYDP>—4—-A4)FF] JxZ)V] ANVT7E
AIWEBE LTI 2EIE WFIRbLewES14)

BEPI5 9 THSNEN=- [3-r00-4— [1— (4—EUVL) EXYDL—
4-1NAFY] 722 -N- [3- (3-3F7/7z2))) —2— (E) —7/O
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RIN] ZIVT 7 EAINEBEIFI (63 7mg) #¥700A%F> (30ml) KX
I% /=)y (15ml) ORSEEICERL. KET. EKREBECLE BREL
THETS. SHEEARLLE. RIGRERETRMELZE, REzLs /—)L (20m
l)K@%b\ﬁk?y%zﬁAm%M(115mg%$10m1t%%)&328%
TYEZTAK (0. 21ml) ZMALEE BRT-HRBHRLE, KIGKICT4N L
KBS XY BREMATE, METEREL, REZ72HHPLC (YMC-Pack
ODS-A; YMC. BHER : 2 7% 7= bUJL/K) THELEZ, BN EERE
a1 N ERICERLZE, BETBGEEZE I L. INEKIBERL. BRTRIC
fFezEickn, EiLlbdW456me (NE6 2%) 2EGEERBEMAKEL TR,

'H NMR (500MHz, DMSO-d,) 0 ppm : 1.23 (3H, t, J=7.0), 1.72-1.82 (2H, m),
2.00-2.10 (2H, m), 3.71 (2H, m), 3.86 (2H, m), 4.19 (2H, q, J=7.0), 4.42 (2H, s),
4.48 (2H, d, J=6.0), 4.87 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0),
7.23 (2H, J=7.5), 7.34 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0),
7.59 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.88 (1H, s), 8.24 (2H,
d, J=7.5);

IR (KBr, cm™) : 1738, 1675, 1352, 1155.

L%l 2 8
N— [3— (3—=732)7zx=))) —2— (E) —7axX=-)l] —N— [3—-~O

O—4—[1— (4—-EBUD))) ERYD -4 —-ANAFI] TJxZ)V] ANT7E
AIVEEEE  23EEE  (BIRMEaWmES S5 1 8)

YQWQQ

EHHI 2 7T THONEN- [3- (3-73I2/7=xzZ))) —2— (E) —7oRz

*2HCI
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] —N— [3-7uan—4— [1— (4—BUD)) ERUDL—4—A)FF]
TrZ)] ANT 7 EANVEBIF) 2F#E (315meg) 23N #HE (20m

AL, 6 0 CToMEIHIR L., RIGKEERFETHWH LR, BUETHRMEL.
iz HDBWHP L C (YMC-Pack ODS-A; YMC, WAHAH : 20% 72 b= bYUIIL/
K) TEHRLE, BoNFEEHEKEZ 1IN HEE (0. 50ml) KHERELEZE.
ETBHEEEI S, TNEKIERL, BRERICHTILICELD, EiRikam2 8
6mg (NFEI5%) ZEGCEEWEHEL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.70-1.80 (2H, m), 1.99-2.09 (2H, m),
3.69 (2H, m), 3.85 (2H, m), 4.26 (2H, s), 4.47 (2H, d, J=6.0), 4.86 (1H, m), 6.45
(1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.22 (2H, d, J=7.5), 7.33 (1H, d, J=9.0),
7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.69 (1H, d,
J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s), 8.24 (2H, d, J=7.5) ;

IR (KBr, cm’) : 1731, 1675, 1347, 1154.

Ehifl 2 9

N— [3— (3-73¥)7z=)) —2— (E) —7/0~X=)l] ~N— [3-»O
O—4—[1— (2-BUID)) ERYI—4—-ANFFI] TJxZ)V] AT 7
EANVEBI T 2FE#BE (FIRbemES15)

BEP6 3 TESNEN- [3—200—4— [1— (2—PUI D)) ERYTL
_A—ANAEY] 7= —N- [3- (3-37/7x=)) —2— (E) -7
OR=J] 2T 7 EAVEBIF)L (1590me) £I70044> (30m1)
KOOI =)V (15ml) OREGHFEICHEMEL. KET. HKkRE2EBUCLR BR
2 UTERT7BWRR UL, RISKEREFBELZ%, BEEZTS/—) (20m
1) L. b7 B AKER (28 5meaKkl 0m | ICHM) RU2 8%
7 EZTA (0. 53ml) BMALE, HRT—BERLE, RKC4N ik
KFBOAFY O BEREMATZR. BETREL. BREZSBHPLC (YMC-Pack
ODS-A; YMC. BHEER : 2 7% 72 = MUIVK) THRELZ. BENTEERE
21N BRICARLEE BETBHEEZE S, INEKITHEHBL. BHREEEIC
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g zEickD., Eidlké®1 28 0meg (NR70%) Z2EAEEHEMKRE L THZ,
'H NMR (500MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.58-1.68 (2H, m),
1.89-1.99 (2H, m), 3.68 (2H, m), 4.04 (2H, m), 4.19 (2H, q, J=7.0), 4.41 (2H, s),
4.47 (2H, d, J=6.0), 4.80 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0),

6.63 (1H, t, J=4.5), 7.31 (1H, d, J=9.0), 7.39 (1H, dd, J=9.0, 2.5), 7.55 (1H, t,

J=8.0), 7.57 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.86 (1H, s),

8.36 (2H, d, J=4.5) ; |
IR (KBr, cm’!) : 1740, 1676, 1348, 1151.

L5 3 0

N—[3— (3—73IP/7x=)V) —2— (E) —7axz)k] =N—- [3-=7DO
O0—4—[1—(2-EUIDI) ERYDP>—4—-AI)AF] JxZ)] ANT 7
EAVERE 2HERE  BIRLAMBES519)

Ehifl 2 9 THONEN- [3— (3—759/71:)L) —-2— (E) —7oR=
B —N= [3-200-4— [1— (2-PUIDN) ERUDY— 4 LdF]
TJx2)] ANVT 7 EANEEBRLIF)IV 2EHE (800meg) Z#3N #HEE (40m
1) KEML, 6 0CTIMMMMBRLE. RISKEZEE THALAK. BMETFERGEL.
RiEESBHP L C (YMC-Pack ODS-A; YMC. BB : 35~50%7tERZ
UIV/K) THELE, B5NEEERERE LN HRICEMLEE. RETBRES
B&tk, THEKICHERL., BERERICHTILIED, LAY 6 7 3meg (I
%8 8Y%) EEAEEHEMRELTEE,

'H NMR (500MHz, DMSO-dy4) 6 ppm : 1.60-1.70 (2H, m), 1.90-2.00 (2H, m),

3.60-3.80 (2H, m), 4.00-4.10 (2H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.81 (1H,
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 6.68 (1H, t, J=5.0), 7.31 (1H,
d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.58 (1H, d, J=2.5), 7.69
(1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s), 8.40 (2H, J=5.0) ;

IR (KBr, cm’)) : 1732, 1675, 1345, 1154.
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Ehesl 3 1

N—[3—- (3=73IY/7x=)y) —2— (E) —7axX=)l] —N- [3—-/n
O0—4— [1— (3—BUDIAFI) ERYID—4—-AI)INFFL] 7xZ)V] AV
77y EANEEETT), JEHE @WIRLEmBES16)

BEF 6 7T THSNEN- [3—27080—-4— [1—- (3—EBUIIAFI) ERY
D=4 —ANFF] 7)) -N—- [3— (3—7 /7)) —2— (E)
—7aRzN] AT 7EAIINERIFIL (945mg) 22700AF > (30ml)
KOs /—)v (15ml) ORBEBEHRICEMRL. KaT. BILKREBELULE, B
ZLTHETG6. SHERELE, RISKERETRELZE, BEEZLZY /)L (2
Om 1) IZEML. M7 BV LKAK (16 6megZK1OmlICER K2
8%7>EZFK (0. 31ml) ZMAE ZRTHERLE, RIKKIC4AN H
KB AFY D BEREMA %, WETREL., RELZ7HWHPL C (YMC-Pack
ODS-A; YMC., EHEE : 25% 72U/ K) THEL . BE5NZEERE
HE 1IN HRICERLZE, BRETBREEZEIEZ. INEKITEHRL. BRI
ffozEicky, ERlbd®m3 28me (NE2 9%) ZEGEEWEAE L THEE.

'H NMR (500MHz, DMSO-d,) 0 ppm : 1.22 (3H, t, J=7.0), 1.96-2.09 (2H, m),

2.18-2.31 (2H, m), 3.07 (2H, m), 3.33 %1 3.46 (5 2H, %& m), 4.19 (2H, q, J=7.0),
4.41 (2H, s), 4.42-4.52 (2H, m), 4.46 (2H, d, J=6.0), 4.62 & 1X 4.89 (&t 1H, % m),
6.43 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.30 (1H, m), 7.40 (1H, m), 7.55
(1H, t, J=8.0), 7.58 (1H, s), 7.68 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.75 (1H, m),
7.87 (1H, s), 8.36-8.48 (1H, m), 8.79 (1H, d, J=4.5), 8.96 (1H, m) ;

IR (KBr, cm’) : 1736, 1674, 1350, 1154.

- EhEs 3 2
N—[3-(3—-732/7x=)y) —2— (E) —7uXz)l] —N—- [3—-20O
n—4— [1— (3=—EBUDIAF)) EXYD—4—-A4)VFF] 7x=2)V] A
77 EA)NVEEE 3EWEE BURMEEMESS520)
EiF 3 1 THLSNAEN- [3— (3—T73P/7xz2)) —2— (E) —7oR=
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V] —N— [3—700-4— [1— (3—EBEUIIVAFII) EXRUD -4 —-1)LF
F] 7] ANT rEAIEEEIF) 3EHE (17 5meg) 23N EE (1
Om 1) ML, 6 0CTSHMBARLE, RINEEEEETHRAILEZE. BETE
ML, BEZ2WMHPLC (YMC-Pack ODS-A; YMC., AHAR : 15~20%7 &
R bUK) THRELE. BoNEEREGEZ 1N BRICEHELIEE. BET
B E I Y2, CINEKICBHBL, BEHEZRIAI LIk, #EEem7 4me
(N#EK 4 4%) eROAEEBEEE L THEE.

'H NMR (500MHz, DMSO-d,) § ppm : 1.97-2.12 (2H, m), 2.17-2.34 (2H, m),
3.00-3.17 (2H, m), 3.33 &1 3.46 (5t 2H, & m), 4.27 (2H, s), 4.47 (2H, d, J=6.0),
4.48-4.56 (2H, m), 4.62 %1 4.90 (it 1H, & m), 6.44 (1H, dt, J=16.0, 6.0), 6.57
(1H, d, J=16.0), 7.30 (1H, m), 7.36-7.45 (1H, m), 7.54 (1H, t, J=8.0), 7.58 (1H, s),
7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.83-7.93 (2H, m), 8.60 (1H, m), 8.86 (1H,
d, J=5.0), 9.06 (1H, m) ;

IR (KBr, cm’) : 1731, 1675, 1347, 1155.

E1Efl 3 3

N—[3= (3—7322/)7x=)V) —2— (E) —7FaRz)l] —N— [3—70O
O0—4— [1— (4—BUIIAFII) EXRUP -4 —ANAFI] 7x2)V] A
7 EANEEIF) 3EEE WFIREEMBES17)

BEHT 2THSNIEN- [3—27080-4—- [1— (4—-EBUZIAFI) EXRY
Dr—4—ANVAFY] 7zZ)] —N- [3—-(3—=>7/7=xZ)) —2— (E)
—7aRIN] ANVT 7 EANEBEIFI (97 lmg) 2¥700AF > (30m1)
BEOIH /=) (15ml) ORBEEICHEMHL. KT, BKkBEEZBELE. Bk
2L TRRT7REHERLE, RIGKEZRTTREL 2%, KREEL5 /) (20m
1) T L. b7 B LKER (17 1lmg#K1l Om 1 IZHEMR K2 8%
YEZTK (0. 32ml) EMALE BRTEBHRLL. RIGKIC4N Ek
IKFEDAFY BEREMA %, BETEBEL. %RELZ7EWHPLC (YMC-Pack
ODS-A; YMC. BHEH : 10~35%7 MUV K) THELE, Gon/E
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ERERZ 1N HEEBKEIRICAR L% RETBEZEI S, hEKIBERFL.
HASERICT kD, Eitkam58 0me (INE4 9%) 2RAEEHEMALE
LT,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.98-2.16 (2H, m),
2.16-2.40 (2H, m), 3.07 (2H, m), 3.32 &' 3.44 (5 2H, & m), 4.19 (2H, q, J=7.0),
4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.44-4.56 (2H, m), 4.62 &7 4.90 (&t 1H, & m),
6.43 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.30 (1H, m), 7.40 (1H, m), 7.54
(1H, t, J=8.0), 7.58 (1H, s), 7.68 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.88 (1H, s),
8.00 (2H, m), 8.82 (2H, m) ;

IR (KBr, cm™') : 1737, 1675, 1351, 1155.

Ehat 3 4
N—[3-(3-F73Y)7x=)k) —2— (E) —FoXZ)l] —N- [3—7nO
O0—4— [1— (4—BUDIAFI)) EXRYD>—4—A)FF] 7x2)V] A
77 EA)VEEE 3EEE  (BIREEMESS 2 1)

£l 3 3 THSNEN- [3— (3-73IY /7)) —2— (E) —7oRz
JV] =N— [3=700—4— [1— (4—BUDAFI) ERYZ > —4—A)VF
F] 7)) ANT FEAINVEEETIF) 3HEEEE (440me) 23N #HEE (1
Om1l) IZAMRL., 6 0OCT2RMEHABRLE, RIDKREEBRE THAILZR, BETE
L., REZSBHPLC (YMC-Pack ODS-A; YMC., AHAH : 10~20%7 &
R=bRUII/K) THRELUE. SO5NEEEREGKEZ 1N ERKBRICHER LR,
RETBEEE SRR, INEKIARL, ERERIINTIECED., ERted 1
565mg (NE37%) =ECETHEKELTEE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.97-2.16 (2H, m), 2.16-2.40 (2H, m),

3.10 (2H, m), 3.32 &1\ 3.44 (& 2H, % m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.56
(2H, m), 4.61 %18 4.90 (5t 1H, & m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d,
J=16.0), 7.31 (1H, m), 7.41 (1H, m), 7.54 (1H, t, J=8.0), 7.59 (1H, s), 7.71 (2H, m),
7.90 (1H, s), 8.18 (2H, m), 8.91 (2H, m) ;
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IR (KBr, cm™) : 1731, 1675, 1347, 1154.

Esl 3 5

N—[3—(3-73Y/)7xz=)y) —2— (E) —7axz)l] -N— [3—70O
0—4-—[1—-[2— (2-EUD)) TF)] ERYD>—4—-A)FF] Tz
V] 2N 7 7 EA)VEETT) 3IEEEE (BIREEMESL8)

BEH 7T THESNEN- [(3—r7o0—-4—[1-[2—- (2-EUPI) TFIV]
ERYD>—4—-A)AFL] = N- [3- (3—-TF7 /7)) —2— (E) =7
ORZ)V] ANT7EAIIVEBELZFIV (172 7mg) 22700X%5> (30m1l)
EUOLy /=) (15ml) ORGERICEHRL. XKA&T. BILKEEZBUER, Bk
ZLTEET6. SKHEBERLE. REKREZRETREL 28, BRE2LyY /) (2
Oml) WEML, BT EZULKABK (29 6meg%K1 0m | IZEMR) K2
8%7EZT7K (0. 72m1l) ZMAZE, BRTHBRLE, RIGKICAN &
LAKRBIFFT BEREMA TR, BETREL. BEZZ7HHPLC (YMC-Pack
ODS-A; YMC. BHBEH : 25~30%7 MUK THRELE, BohizE
EREGEEZ LN BERICARLZ%. BETBEZESI . INZ2KIBERL. Bk
ERRICHT ZEICED, EiRkadmo44meg (KR4 5%) 2EACETHERELT

",

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 2.00-2.12 (2H, m),
2.21-2.33 (2H, m), 3.10-3.70 (4H, m), 3.48-3.60 (4H, m), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.48 (2H, d, J=6.0), 4.82 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58
(1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0),
7.60 (1H, d, J=2.5), 7.67-7.75 (1H, m), 7.70 (1H, d, J=8.0), 7.73 (1H, d, J=8.0),
7.80 (1H, m), 7.90 (1H, s), 8.26 (1H, m), 8.73 (1H, d, J=5.0) ;

IR (KBr, cm™) : 1736, 1674, 1350, 1154.

Eithl 3 6
N— [3— (3—=73IY)7x=Z)l) —2— (E) —7nRzJ)l] —=N-— [3—»0O
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O—4—[1—[2—-(2=-BUD)) TF)] EXRYI L —4—-A)FF] Tz =
W1 2T 7y EAI)VERE 3ERE GBIREEHESS 2 2)

EHf 3 5 THESNEN- [3— (3—T73IY/7x2)) —2— (E) —7oRz
JV] —N—- [3—Z7poun—-4—[1-[2—- (2-EBUD)I) ITFI] EXRYT>—4
—ANVAFI] TxNV] AT 7 EACIVEETTIL 3HEHKE (400mg) 23N
HEg (20m1l) ITEML., 6 0°CT4. SRR LZ, RIGERZBRETHAILZ
%, METEHEL., REZ2EBHPL C (YMC-Pack ODS-A; YMC. BHAEH: 1 7%
TERZRUILK) THEELE, BONZEEREGE LN BBRICERLEE. B
ETRGEZEI . ChEKICBEMRL, ERERICHTIEICRD, Filke®m2 0
lmg (NE52%) 2EAEEHEEEL TEE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 2.00-2.12 (2H, m), 2.20-2.32 (2H, m),

3.20-3.60 (4H, m), 3.39-3.48 (2H, m), 3.50-3.59 (2H, m), 4.28 (2H, s), 4.47 (2H, d,
J=6.0), 4.81 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32 (1H, d,
J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.50-7.58 (1H, m), 7.55 (1H, t, J=8.0), 7.58-
7.66 (1H, m), 7.60 (1H, d, J=2.5), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89
(1H, s), 8.07 (1H, m), 8.65 (1H, d, J=4.5) ;

IR (KBr, cm) : 1730, 1675, 1347, 1154.

EhEfl 3 7
N—[83— (3—-73Y)7x=)) —2— (E) —7aXR=)l] —=N— [3—=/0O

O0—4— (1 =3 20XRFNERYI > —4—ANAFXY) 7)) AT 7EA
IWEREE T T 23EEE (FIREEMES 1 9)

BEHI8 1 THSNIEN- [3—700—4— (1 -3 7aRXRFIERYI L —4
—ANAFY) 7)) —N— [3— (3—3F7/7xz=)b) —2—- (E) —7aR
] ANTFEAINEBIFII (1. 30g) 2¥700x%> (30ml) KT
Z)—=)y (15ml) OESHEEICERL. KT, HBIKkEZBECLE BRELT
BIRTO6RME®R Lz, KISWZEZRETRHELULR, REZ2TY/—) (20ml)
BERL, LT B ULKEBK (0. 24g%K10m 1 IER RU28%7E
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=7k (0. 45m1l) ZMAFE ZETHBRLE, RIGKICT4N BlkED
FHXYOBREMA®, BETEBMEL. REZSHWHP L C (YMC-Pack ODS-A;
YMC. BHIEE: 25% 7 RS MUK TRELZ. B5hEEHEEAE LN
EREICHERAL, BETEBMEZES -, INEKICBERL. EgRICHIEIickD,
Eitfkaml. 20g (NES0%) ZHEAETKEKELL TR,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.47-1.60 (2H, m),
1.64-1.76 (2H, m), 1.76-1.90 (2H, m), 1.94-2.12 (4H, m), 2.16-2.36 (2H, m), 3.02
(2H, m), 3.32-3.55 (3H, m), 4.19 (2H, q, J=7.0), 4.42 (2H, s), 4.48 (2H, d, J=6.0),
4.68 %18 4.92 (3 1H, %& m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32
(1H, m), 7.42 (1H, m), 7.55 (1H, t, J=8.0), 7.60 (1H, m), 7.68-7.76 (2H, m), 7.92
(1H, s) ;

IR (KBr, cm’) : 1739, 1674, 1354, 1156.

Eaf 3 8

N—[3—(3—-73IY/)7x=)V) —2— (BE) —7JuRZ)] -N- [3—-rO
O—4— (1=-37O0RFIERVD > —A4—ANAFY) TJxZ)] ANVT 7EA
VB 2HRE  (BIR{eEMESS 2 3)

EfiB 3 7 TESNEN- [3— (3-73IY/7x2)) —2— (E) —FoRz
JV] —=N— [3—70oO0—4— (1 =27aXFIERYD -4 —)vFF) T
TZ] AT 7 EAIVEELIFI 28H#E (790meg) 23N #HE (20m1)
WCHEfRL. 6 0CT4. SRHERLE. RIGREZREITHAILZE, BETEREMEL.
BEZSBMHP L C (YMC-Pack ODS-A; YMC, WA : 20% 7ML/
K) THERLE, SoN-ETHEAEZ 1IN HRICEMRLUAE BETBGZES S
Tro CNEKICHEMU . BREERICATIEICKD ERbaW5 2 2me (NE6 9%)
FERAERFREAE L TR,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.48-1.63 (2H, m), 1.63-1.76 (2H, m),

1.76-1.88 (2H, m), 1.93-2.10 (4H, m), 2.15-2.35 (2H, m), 2.91-3.13 (2H, m),
3.20-3.59 (3H, m), 4.26 (2H, s), 4.47 (2H, d, J=6.0), 4.66 & X 4.91 (§ 1H, & m),
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6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.42 (1H, dd,
J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.61 (1H, d, J=2.5), 7.69 (1H, d, J=8.0), 7.73 (1H,
d, J=8.0), 7.90 (1H, s) ;

IR (KBr, cm™) : 1732, 1676, 1348, 1155.

sl 3 9

N—[3—-—(3-73Y/)7xz=)) —2— (E) —7FuoRzJl] =N—[3-7m
O—4— (1, 2=PAFNERYDL—4—A)AF) TxZ)V] AN T 7EAI
BT F)L 2f#iE BIRMEEwES20)

ZEF S I THELNZN- [3—ro0—-4— (1, 2= AFIEXRYT > —4 —
ANEFY) 7zZ)V] —N— [3— (3—F7/7x=)y) —2— (E) —JoRz
Wl ZANVT7EANVEBIFI (1100mg) 22700AA%> (20ml) RUT
&)= (20m1) ORBEHICHEML. KeT. HkReBUE, BRELT
ERTARMER L2, RIBGKERETREL 28, BEE21s /—)V (25m1)
BEREL, B B TLAKBK (240mg2/Kom 1 IZEMR KUO28%7 VEZ
7K (0. 54ml) ZMALE BHRT—HERL L. RISEZHEETERELZE.
H#ESBHPLC (YMC-Pack ODS-A; YMC, BHBH : 25% 7= MU/
K) THELEZ, Bohi-EERE#KEZISY ) —) (5m ) ITEML, 4N HEbK
EOFAFYOBK (0. 40ml) AL BETBHEZEIESZEiCXD. #
bAM420mg (K3 3%) ZEAEEHERE L THL.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.33 (3H, d, J=6.5),

1.70-1.85 (1H, m), 1.85-2.00 (1H, m), 2.20-2.35 (2H, m), 2.75 (3H, s), 3.05-3.15
(1H, m), 3.25-3.35 (1H, m), 3.45-3.55 (1H, m), 4.19 (2H, q, J=7.0), 4.41 (2H, s),
4.47 (2H, d, J=6.0), 4.65 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0),
7.33 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.55 (1H, t J=8.0), 7.59 (1H, d,
J=2.5), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm’) : 1738, 1675.



WO 02/081448 PCT/JP02/03355
155

Ehufl 4 0

N—[3- (3—-73Y)7xz=)V) —2— (E) —7aXZ)l] —=N— [3—7r0O
O—4— (1, 2=PAFNERYD>—4—-A)FFY) TJxZ)V] ZNT7EA)
e 2HRE  (BIreemESS52 4)

Efif 3 9 THSNAEN- [3—- (3—T73IY/7xZ)y) —2— (E) —Farz
W] —=N— [3—Z7oa—4— (1, 2—AFIERYD>—4—M)FF) Tz
ZNV] AT 7 EAIVERBELIF) 23EME (26 0meg) 3N i (20m1)
IR L. 6 OCTARMERLE, RDKREBERETHAILZE, BETEMEL. 7R
BEZSBHPLC (YMC-Pack ODS-A; YMC., BAHAEMH : 1 5% 7= MUV K)
THRELE, BoNEBEREAEZ 1N ERICERLZR, BETRHEZESESZ
LITED, FREE®2 2 0meg (NEB 9%) 2RAMEHERL L THL.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.33 (3H, d, J=6.5), 1.70-1.80 (1H, m),

1.85-1.95 (1H, m), 2.20-2.35 (2H, m), 2.76 (3H, s), 3.05-3.15 (1H, m), 3.20-3.35
(1H, m), 3.45-3.60 (1H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.64 (1H, m), 6.43
(1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, dd,
J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.73 (1H,
d, J=8.0), 7.86 (1H, s) ;

IR (KBr, cm™) : 1733, 1676.

Ehtitl4 1

N—[3-(3—73I¥/7x=)y) —2— (E) —7OoxR=Z)l] —N— [3—~»n
0—4— (A RUDP—T—A)NFF) ZzZ)V] ANT 7 EANVEBEIFI 2
HEE  BIREeEmES2 1)

S2EH IS5 TESNEN- [3—2roO0—-—4— (ARUDP—T7T—MIVFF) 7
z=)] =N—- [3— (3—=>7/7xz=)) —2— (E) —7aR)V] ANT7%E
ANVEEBIFI) (60 0mg) 2¥700XF> (20ml1) RUOTLH/—) (20m
1) DEBEEICHERL. KET. BkFEL2ELE, B8%E U TERT 3RHEHE
Liz. RNKZRBIETEBEL-%. BREZ2IY /) (25ml) THBMRL. By >
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TEZULKAER (130mg#aEK5m L IZEMR) KUO28%7>EZ7/K (0. 29m
1) Z2mA%. BERTHERLE. REKREHRETRELCR, REZ2208HHPL
C (YMC-Pack ODS-A; YMC. BHEHE : 20%7 b= MU/ 7K) THEL .
Boh-EEHEEAELY /—)V (bml) IZBEMRL. 4N HBIKREIFFY D BR
(0. 20m1) ZMAKLE METREZEIES I EICLD. EREE®1 4 0m
g (NHE20%) 2HOEEEFEKELTHZ.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.60-2.35 (8H, m),
3.00-3.10 (2H, m), 3.25-3.35 (1H, m), 3.45-3.55 (2H, m), 4.19 (2H, q, J=7.0),
4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.98 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58
(1H, d, J=16.0), 7.30-7.35 (1H, m), 7.40-7.45 (1H, m), 7.55 (1H, t, J=8.0), 7.55-
7.65 (1H, m), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm’) : 1738, 1675.

Ehifl 4 2
N—[3— (3-73IY/7x=)V) —2— (E) —7aRZ)l] -=N—- [3—70O
O—4— ARUDP—T—ANAF) TJx2)V] ANT 7 EAIVERE 2 HERE
(FIRLEMESS 2 5)

.S
(o}
H2N g N ﬁ
NH 0

Ci 2HCI

£l 4 1 THSNEN- [3— (3-T73IY/7=xz2)) —2— (E) —7OR=
V] =N- [3-Znon—4—- ((RUDP—=T—AIFF) Jxz)V] A)T7
EAIVEEEIFI 2HEEE (130meg) 23N HKR (15m1) KAEML, 60T
TIRMER L. RIDKREZRETHALLZR, BETREL., REZ2RHPLC
(YMC-Pack ODS-A; YMC. AHEH : 1 5% 7= bUINK) THEHELZ, &
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Shi-EFHEAE 1N EBRICARLER. BETBEZESES2EICLD. Fi
b1 10mg (NE88%) ZEMEEHE MK EL THZ,

'H NMR (500MHz, DMSO-d) 0 ppm : 1.60-2.35 (8H, m), 2.95-3.10 (2H, m),
3.15-3.50 (3H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.99 (1H, m), 6.44 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.30-7.35 (1H, m), 7.40-7.45 (1H, m), 7.55 (1H,
t, J=8.0), 7.55-7.65 (1H, m), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s) ;

IR (KBr, cm’') : 1734, 1675.

FEhitl 4 3

N—[3- 3=73¥/7x2)y) —2—= (E) =7aAZ)k] =N—= [4— (1
—AFIERYID =4 —A)AFY) Tx2)] 2N T 7 EANVEBRITFI 2Kl
B BIREEMESS 7)

BEHQ 9 TASNEN- [3— (3-3F7/7z20) —2— (E) —~7ORZ]
~N= [4— (1 =AFIERYT>—4—A)FF) 7x2)V] AT 7 EA VB
BIF) (570mg) 2¥r00A¥> (20ml) KXy /—)V (20ml) O
RBABHICHEMRL, KET., HIbkFRE2BEUE, BRE2 U TERT4LREB®RL .
RG22 BT FigiE L /=%, REZ2Ly/—)L (20m 1) ITHEBL. BT >EZD
LKEBEHK (140megZKk5m A KO28%7 =YK (0. 31ml) %
mA#%, BRTEERLE., KISKREZBEETRELZR, REz7RHPLC
(YMC-Pack ODS-A; YMC. EHEH : 1 7. 5%7Eh=FUIL/K) THELU,
BoN-EEREAKZIY /J—)V (1 0ml) IZHEML. 4N EKRSFFY B
W (0. 22m1l) ZMALE BETBHELZEIESZLICXD. FEREW150
mg (NFE22%) Z2HEAEEREREL THZ.

'H NMR (500MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.85-2.05 (2H, m),

2.05-2.25 (2H, m), 2.73 (3H, s), 3.00-3.15 (2H, m), 3.20-3.30 (1H, m), 3.40-3.50
(1H, m), 4.20 (2H, q, J=7.0), 4.34 (2H, s), 4.44 (2H, d, J=6.0), 4.50-4.60 K
4.70-4.80 (& 1H, %& m), 6.43 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.00-
7.10 (2H, m), 7.35-7.45 (2H, m), 7.54 (1H, t, J=8.0), 7.68 (1H, d, J=8.0), 7.71 (1H,
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d, J=8.0), 7.88 (1H, s) ;
IR (KBr, cm™) : 1738, 1674.

Ehpil 4 4

N—[3-(3—732)7xz=)V) —2— (E) —7axXzZJ)] —N—[4- (1
—AFWERY DY —4—ANFAF) T2V VT 7 EAIVER  2EHE (B
TREEWEES6 1)

L4 3 TESNEN— [3— (3—F3IV/7z2)) —2— (E) —7OR=
V] =N— [4— (1 —AFNERYDY—4—A)AFY) Tz2M] 2T 7EA
IEEEE T ) 21 (250mg) #3N HE (30ml) ITBMBL, 6 0CT
WML, RAREREE TARLS. METEGL. BEZSMHPLC
(YMC-Pack ODS-A; YMC. BHBE : 10% 7= MU /7K) THRELE. &
SN WERERE LN HRICARLLE. RETBEEEIEs o0k, B
k&1 6 0me (K5 8%) *EEEEFHEAE L THEE,

" 'H NMR (500MHz, DMSO-d,) é ppm : 1.80-1.95 (1H, m), 1.95-2.05 (1H, m),

2.05-2.25 (2H, m), 2.70-2.80 (3H, m), 3.00-3.15 (2H, m), 3.20-3.30 (1H, m),
3.40-3.50 (1H, m), 4.20 (2H, s), 4.45 (2H, d, J=6.0), 4.53 &1} 4.74 (5t 1H, % m),
6.44 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.02 (1H, d, J=9.0), 7.05 (1H, d,
J=9.0), 7.39 (1H, d, J=9.0), 7.41 (1H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.68 (1H, d,
J=8.0), 7.71 (1H, d, J=8.0), 7.87 (1H, s) ;

IR (KBr, cm’) 1733, 1676.

E %l 4 5

N—[3- (83—73IY/7xz=))) —2— (E) —7aR=)] -N-[4— (1
—AFIERYD =4 —ANFF) —3-bUINFAAFNT )] ANVT ¥
EANEEEITI 2E8IE GBIRLewESS8S5)
BER104THESNEN- [3— (3—-37/7xz=2)) —2— (E) —7oR=
W] —=N—= [4— (1 —AFNERYI =4 —A)FF2) —3-bMIT)FORAF
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W7 z2)V] ANVT 7 EAIEEELIFIL (1298meg) 2¥700X%> (30ml)
KOOI /=) (15ml) ORBEHITHEML., KaT. HkFR2ELLRER, Bt
ZLTHEERT6. SHMBHRLE. RIDKEZBETBELZR. KEzLsy /) —)L (2
Om1l) IEfML. HIL7 >EZULKBHK (246mg%K]1 0m 1 ITHER) KRUX2
8%7 > EZTFAK (0. 32m1l) #MAKE. BRTBERLEZ, RIGKICAN &
LKFDAFY BEWEMATZE, WETBMEL., BEZ2BMHPL C (YMC-Pack
ODS-A; YMC. B : 25% 72U/ K) THRELE, B5NEEERE
hE 1N ERBICEMB LS. BETBEZESE2 LIk, FEité®m1 115
mg (NE74%) 2REEEWEEEL TEE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.91 &} 2.06 (5t 2H,
% m), 2.17-2.27 (2H, m), 2.73 (3H, m), 2.87 XU} 3.50 (& 2H, & m), 3.37 k1 3.44
(8t 2H, % m), 4.19 (2H, q, J=7.0), 4.45 (2H, m), 4.50 (2H, d, J=6.0), 4.74 KT} 5.00
(8t 1H, % m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.39 kT 7.45 (&t
1H, % d, J=10.0), 7.55 (1H, t, J=8.0), 7.65-7.74 (4H, m), 7.89 (1H, s) ;

IR (KBr, cm’) : 1739, 1676, 1353, 1155.

E i 4 6

N—[3-—(3—=73P/7x=)y) —2— (E) —7JaRZ)l] —N—[4— (1
—AFNWERYD A —ANAFL) —3—bUTNFAOAFINT )] ANT 7
EA)VEE 2HEE  BIREEmES589)

EHEf 4 5 THOSNEN- [(3—- (3—-T73IP /7)) —2— (E) —7aRz
W] —N— [4— (1 =AFIERYZ > —4—A)AF) —3—-hM)TINFORAF
N7z 2T 7 EAIVEREITF)L 23R (8 03meg) #3N HEE (20
ml) IZHEEL. 6 0CTMMERLL. RISKEBEE THHIL 2%, WET RN
L. BEZ2BWHPLC (YMC-Pack ODS-A; YMC, BHIBH : 1 7%7 =M
WK TERLUE, BonE8EREREZ LN EBRICARL 2%, BETRELZE
Sz, INEKICEMRL, BERERCATIEICKD, FELE®W6 0 Tme (NE
79%) EEGEEBERELTEE,
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'H NMR (500MHz, CD,0D) 6 ppm : 1.93 X1} 2.17 (& 2H, & m), 2.28 kX 2.39
(5t 2H, % m), 2.90 (3H, m), 3.10-3.25 (2H, m), 3.47 K0 3.60 (5 2H, & m), 4.12
(2H, s), 4.55 (2H, d, J=6.5), 5.00 (1H, m), 6.43 (1H, dt, J=16.0, 6.5), 6.57 (1H, d,
J=16.0), 7.30 X 1* 7.36 (§t 1H, & m), 7.54 (1H, t, J=8.0), 7.65 (1H, d, J=8.0) 7.71
(1H, d, J=8.0) 7.72-7.80 (2H, m), 7.80 (1H, s) ;

IR (KBr, cm™) : 1733, 1676, 1350, 1154.

Lt 4 7

N—[3—(3—73IY/)7x=))) —2— (E) —7aRZ)l] =N- [3—-7r0O
O0—4— (1 =FRIALIIBANERYD -4 —A)FF) TJx)V] ANVT7E
AIVEBETF) 2EFE FnkeamES2 2)

Oy O~
o)
HN

e oNog

-2HCI

(a) N—[3—-(83-73Y)7xz=)y) —2— (E) —7aR=)l] —N—[3
—raO—4— (BRUD—4—A)NAF) TJxZ)] AINT 7 EAIVEEBETTFIV
2 SRR

BEFTOTEHELNEN- [4— (1 -t =T FFIANFINERY D -4 —A
WAFY) —3—-roo7xz=)y] —N— [3— (3= 7/7x2)V) —2— (E)
—7aRz)V] ATy EANVEBEIFI) (1200mg) £22700X%F> (30m
1) RS /=) (20m 1) ORSEEICHERL. KT, HbkRZECLR.
#FirE U TERTOREERLE, RISKERETRREL R, KEzrsy /—)b (2
Oml) WML, L7 E=ULKEK (208mgZzK1 0m | ITHEMR) RU2
8%7 > EZT/K (0. 40ml) ZMAE. BRTBERLE. KSKIC4AN
KR AFY BEREMA =R, METRHEL. ZREZ2BHPLC (YMC-Pack
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ODS-A; YMC. BHER : 20% 7= MU/ K) THEELE, BoN-EERE
wEAY =) (20m 1) ITHEMEL. 4N HBKEDAFHB®K (0. 50ml)
EINA-H%. BETBEZEI 2, IhEKARL. FERcfdzsickn,
Eidlb&®6 6 2mg (INES5 6 %) ZRHEABEREKEL THZ.

'H NMR (500MHz, DMSO-dg) 6 ppm : 1.23 (3H, t, J=7.0), 1.88 (2H, m), 2.10 (2H,
m), 3.08 (2H, m), 3.17 (2H, m), 4.19 (2H, q, J=7.0), 4.41 (2H, s), 4.47 (2H, d,
J=6.5), 4.78 (1H, m), 6.44 (1H, dt, J=16.0, 6.5), 6.57 (1H, d, J=16.0), 7.30 (1H, d,
J=9.5), 7.41 (1H, dd, J=9.5, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.69 (1H,
d, J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s) ;

IR (KBr, cm™) : 1737, 1675.

(b) N—[3-(B-73IY)7x=)y) —2—(E) —FuXRz)l] =N—[3
—s0d0—4— (1 =FRNVLALIRANERYUD =4 —ANFF) JxZ)V] A)b
77 EANVEBRITF) 2 iHEiE

EHitl4 7 (a) THSNEN- [3— (3—=73IY /7)) —2— (E) =7
oR=Z)] —N—- [3—roO—4— (ERYDP>—4—A)VFF) 7z2)V] )
T EAIVEELF) 2iEEEE (0. 79g) 2Ly /—) (25ml) ITHML,
BETIFNRIAAIT— MERE (0. 29g) RORIIFINTI> (0. 72
ml) Z2mA7z%. FRTI1 6 RFRIKE L. RIGKICAN HIKBIAFY BHK
(10m 1) &A% BETEBMEL. BEZ2HRHP L C (YMC-Pack ODS-A; YMC,
A . 20% 72 bV K) THEELEZ, GoNLEEREEKZTSY /)b
(10m 1) ICHEMEL. 4N HKFRDAFHBEE (2ml) 2NAZE. BET
BRLZEIEE, CThEeKIBERL, BRERICHTIEICKD, FRRtEd®wo. 50
g (NE6 1% ZEAEFHEMAEL THL,

'H NMR (500MHz, DMSO-dg) 6 ppm: 1.23 (3H, t, J=7.0), 1.73-1.87 (2H, m),

1.99-2.10 (2H, m), 3.57-3.68 (2H, m), 3.71-3.78 (2H, m), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.81-4.86 (1H, m), 6.45 (1H, dt, J=16.0, 6.0),
6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t,
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J=8.0), 7.60 (1H, d, J=2.5), 7.69-7.75 (2H, m), 7.90 (1H, s), 7.99 (1H, dd, J=15.0,
7.0);
IR (KBr, cm’) : 1737, 1702, 1675, 1351, 1155.

Eiis 4 8
N—-[3—-(3—-732/7x=Z)y) —2— (E) —7JoXRZJ)l] =N-— [3—=/0O
HO—4— (1 =FRIVALMIIRAINERY D —4—-A)FFY) TJxZ)V] ANT7E
A)VEEE 2RE  (BIRMEEMES526)

£fl4 7 (b) THSNEN- [3— (3-73I¥/7x=)) —2— (E) -7
OR=ZJ] =N— [3—r0oO—-4— (1 —-FKIALAIRANERI D —4—A)VF
F3) 7] ANT v EANVEBIFI 24EME (0. 35g) 3N Hig (1
5ml) CEML, 6 0CT4. SEMBRLE. REKESRETHAILLE. HE
FTEEL., BEZ2WHPLC (YMC-Pack ODS-A; YMC. BHBH: 15%7 &b
ZhUN/K) THEBILE, B5NEEEHEKZ IN HE (3m 1) CHERLEZE.
WEFBEEES S, ChEKCBRLESR, BRI &Ly, ERns
Wo. 17g (NR52%) #EEEELEAKEL THE.

H NMR (400MHz, DMSO-d,) 6 ppm : 1.73-1.87 (2H, m), 1.98-2.11 (2H, m),
3.57-3.79 (4H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.79-4.86 (1H, m), 6.44 (1H,
dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0,
2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.70 (1H, d, J=8.0), 7.73 (1H, d,
J=8.0), 7.89 (1H, s}, 7.99 (1H, dd, J=15.0, 7.0) ;

IR (KBr, cm) : 1731, 1703, 1675, 1347, 1154.
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FEhtifi 4 9
N—[3— (3=-73/)7x=)y) —2— (E) —7uaXZJl] —N— [3—-70O

O—4—[1—- (1-A3/770E)) ERUP > —4—A)VFF] TJx2)b] R
77 EAVEBRT T 2HEE (BIRbamES 2 3)

Os O~
o)
NH
H,N N i:}J\/
Py,

Cl -2HCI

K4 7 (a) THSNEN- [3- (3—-T2X2 )7z —2— (E) =7
OoRZJ)] —N—- [3—ropn—4— (ERUZ>—4—-A)vFF) 7)) )
Ty EAINVEEEIFI 2MEE (0. 77g) 2Ly /—)L (25m1l) ITHEML.
FBRT, Py—FWN - FT - TAIA - TIA)-IPTA LT, £I98%, 556
7TH (197 64) [J._Amer. Chem. Soc., 98, 567 (1976)|ICEEBMDOFEIIKENT O E
AZMIINEODERINEIFITOES A 77— HEEE (0. 54¢g) RKOb
UIFNT7I (0. 88ml) ZMMALE. EIRT2 2REIKE L /2. RINDETN
BVWED, TFNTOEFAIF—h HEgE (0. 18¢g) KRNI FILTI
(0. 35m1l) ZMAx. BRTES5IC4. SRR LE, RIGKIZAN HEKkFE
DAFYBEK (10ml) ZMA#E. WETREL. REZSBRHPLC (YMC-
Pack ODS-A; YMC., BHEH : 25% 7 =ML/ K) THELE, BE5NE
EREEELSY /—)V (10m1) IZEREL. 4N BKZESFTFYBEKR (2m1)
%mit%‘ﬁETﬁﬁﬁﬁéﬁto:m%mm@%b\ﬁ%%ﬁnﬁﬁiktin\
BEEMLEMm0. 578 (K6 7%) #EAEEREKREL TEE,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.15 (3H, t, J=7.5), 1.23 (3H, t, J=7.0),
1.74-1.83 (2H, m), 2.01-2.10 (2H, m), 2.61 (2H, q, J=7.5), 3.58-3.77 (4H, m),
4.19 (2H, q, J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=5.5), 4.80-4.89 (1H, m), 6.45 (1H,
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dt, J=15.5, 5.5), 6.58 (1H, d, J=15.5), 7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0,
2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.69-7.74 (2H, m), 7.90 (1H, s) ;
IR (KBr, cm’)) : 1738, 1671, 1619, 1352, 1157.

EHifl 5 0
N—[3-(3—73Y/)7x=)V) —2— (E) —7FoxRZ)l] —N-=- [3-r0O
O—4—[1— (1—A43/780E)) ERUZP>—4—-ANFAF] 7xZ)V] R
7y EA)NVEEE 2EEE  (BIRMEemESS527)

2S NH

Cl -2HCI

Efifl 4 9 THESNIEN- [3— (3—F73IY/7x=)) —2— (E) —7oR=z
V] =N— [3—-7oO—4—- [1— (1—-42/770E)) EXRYD -4 —1)bF
F] 7xZ)V] ANT 7 EBAINVEBRTF) 28ME (0. 42g) 23N HRk (1
5ml) ICHEML, 6 0CT6. SHHIEERLL, RISKEZRREITHALZHK. BE
T L, REEZSDBHPLC (YMC-Pack ODS-A; YMC, BHIEH : 18%7 b
ZhUN/K) THELUE, BSNEEREGREZ 1IN HE (3ml) TBEHLER,
RETBMEEIEZ. IhEKICBEMRLUEER. mEZRIcHIIlickd, Eikd
0. 37g (NEI 3% ZEGBEEHEKLL THL.

'H NMR (400MHz, DMSO-d¢) 6 ppm : 1.15 (3H, t, J=7.5), 1.71-1.87 (2H, m),
2.00-2.12 (2H, m), 2.63 (2H, q, J=7.5), 3.59-3.81 (4H, m), 4.30 (2H, s), 4.48 (2H,
d, J=5.5), 4.81-4.88 (1H, m), 6.46 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.34
(1H, d, J=9.0), 7.43 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5),
7.70-7.76 (2H, m), 7.94 (1H, s) ;

IR (KBr, cm’) : 1734, 1671, 1620, 1349, 1156.
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Efif5 1

N—[3— (3—732/7xz=)y) —2— (E) —7uxRz)l] —N— [4— (1
A3 TLZNAFNERY D=4 —A)VFFY) —3-rna7x=)k] Z)IT
Ty EANEHBITF) 2E8E GIRLEHES24)

£l 47 (a) THESNEN- [3— (3-T72P/7z2)) —2— (E) =7
ORZJN] —N— [3=ron—4— (EXRUD>—4—A)FF) Jx)V] X))
T EAINEEELFI 2EEEE (0. 69g) 2% /—)V (20ml) ITBEHEL.
HET, TFIRCXAM27—b HEEE (0. 63g) RUMUZFITI (0.
1 94m1l) ZMA. 6 0CT2. SMMBRLALE. FRET16. SHEMRBLE, =
5126 0CT1 1. SHEEBHRLZ%E. BET60. SHEKELRL. RIGKIC4N &
{LkFEDAFY BEKR (5ml) 2MAE. METBMEL, REEZSWMHPLC
(YMC-Pack ODS-A; YMC. AHiEH : 25% 7RI/ 7K) THRELE. &
SN-EFHEEEZLY /—)V (bm 1) IZHBEHEL. 4N EILKRDTFH I BHK (2
ml) 2MAKEE, REFEBHEZEIESZEICLD. EMEW0. 36 g (R4
5%) REAEEBEEKEL THEL.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.73-1.81 (1H, m),

1.90-2.03 (2H, m), 2.17-2.24 (1H, m), 3.30-3.51 (2H, m), 3.78-3.86 (1H, m),
3.89-3.95 (1H, m), 4.18 (2H, q, J=7.0), 4.41 (2H, s), 4.47 (1H, d, J=6.0), 4.83-
4.88 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0),
7.40 (1H, dd, J=9.0, 2.5), 7.53-7.73 (9H, m), 7.88 (1H, s) ;

IR (KBr, cm™) : 1738, 1671, 1605, 1353, 1156.

] 5 2

N—[3- (3-73¥)7x=)1) —2— (E) —7aR=)] —N— [4— [1
A ) TIZWAFIERY D=4 —AAFY] —3-ynpTz)l] )T
7 EAIVEE 2WEBIE (BIRbemESS28)

£i#15 1 THSNEN- [3—- (3-73IY/7z2)) —2— (B) —7/Ox=
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W] —N— [4— (1= T7zZIWAFIERYD =4 —A)FF) -3 -7
oo7xz)l] ANTFESIIVERETFI 2#EEE (0. 25g) 23N e (1
2ml) ICHEML. 6 0CTIMEBARLL. RIGKEZERE THAILLE, BETE
fEL. BEEZSWMHPLC (YMC-Pack ODS-A; YMC, BHBHE : 20% 7Yt h= b
UIL/K) THRELEZ. BonkBEHEAREZ 1IN EE (3m1) KHERLEER. B
ETEEGES Bz, CNEKICERLUEE, BERicrdoLickd, Eitlkeyw
0. 21g (INEB89%) EEAEMEMEKRELLTEL,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.70-1.78 (1H, m), 1.88-2.02 (2H, m),
2.14-2.22 (1H, m), 3.28-3.50 (2H, m), 3.83-3.90 (1H, m), 3.91-4.01 (1H, m), 4.27
(2H, s), 4.45 (2H, d, J=5.0), 4.82-4.89 (1H, m), 6.44 (1H, dt, J=16.0, 5.0), 6.56
(1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.51-7.71 (9H, m),
7.90 (1H, s);

IR (KBr, cm™) : 1733, 1673, 1605, 1349, 1155.

Ehtl 5 3
N—[3-(3=F73Y/)7x=)V) —2— (E) —JORZ)l] —=N—- [3=70O
o—4—[1— (4, 5—2RO—-3H-EOo—)I—2—1)l) l:°/\°'J:?‘/—4—’f
WAFI] Jxo] ANVT 7 EANEBIF) 2ERE @IRbewES25)

pW@Q

-2HCI

EfaFl4 7 (a) THSNEZN- [3— (3—-73IY/7x=z)) —2—- (E) =7
oR=JV] —N-— [3—roo—4— (ERYDP—4—A)IFF) 7JzZ)V] )
Ty EA)VEEIF) 28 (0. 75g) 2Ly /) (25ml) ITEML.
BRT, A—HZwr - T NXLb—2al - FoR-TO0—Jy X - A2 —F
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aFI. F24%. %814 7H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]
ICREOFEIREN2 oY D ) Y XDERENTE5 - A+ -3, 4-T RO
—2H-¥oO—)L (0. 25¢g) ROMUIFINFTI> (0. 69ml) #MmA. [
T1 ORFRIMR L7, 8 4ARRIME L /2. KUNRICAN HILKEDFFH EHK (1
Om1l) ZMA/HE. BETRBEL., REZSBMHPL C (YMC-Pack ODS-A; YMC.
BHEE : 25% 7MUY/ K) THELE, GohEEREKEZLSY /-
(10m1) ITHMEL. 4N BKRIAFVBE®E (2m 1) 2MALE. BET
BELE IR, ThEKICBRLUEE, ERERIcATIECRD, EElkd!mo.
52g (INE62%) 2EEAEEHMEELEL THEE.

'H NMR (400MHz, DMSO-d,) 0 ppm : 1.23 (3H, t, J=7.0), 1.75-1.86 (2H, m),
2.02-2.14 (4H, m), 2.97 (2H, t, J=8.0), 3.50-3.91 (6H, m), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.81-4.87 (1H, m), 6.45 (1H, dt, J=16.0, 6.0),
6.58 (1H, d, J=16.0), 7.34 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t,
J=8.0), 7.59 (1H, d, J=2.5), 7.70-7.74 (2H, m), 7.91 (1H, s) ;

IR (KBr, cm™) : 1738, 1672, 1352, 1156.

EHEHI 5 4
N—[3—-— (3—-73Y)7z=))) —2— (E) —7aRz)l] —N— [3—»O

O0—4— [1— (4, 5—RO0—3H-¥FO—)l—2—4J)) EXRYD>—4—+A
WAFY] 7] ANVT 7 EAINERE 2HEE BIRbemESS529)

0}
.S N
HoN 7 v ’{l\@\ )Q

—

Eil| 5 3 THESNEN— [3— (3—F3IY /7)) —2— (E) =Rz
] - N— [3—Z7poo—4-[1— (4, 5—-tRo—-3H-tFo—J)l—-2—-1)l)
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ERYDU—4—A)NAF] 7x2)V] ANT 7 BAIVERTIT)IL 28HERE (0.
36g) #3N #i# (15ml) IAMEL. 6 0CTOEREIBIRL . RIGKEER
ETHALEE. BETRBEL. REZ7HWHPLC (YMC-Pack ODS-A; YMC. &
s : 15~18% 7= MUK THELE, BoNzEEHEAKZ 1IN &
B (3ml) IKARLEER. BETRBHELZE I 2, CNEKITHMUZE, HEE
AT &ick D, ERREE®mO. 32g (NEI0%) ZEAEERE KL L THE,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.73-1.88 (2H, m), 2.00-2.14 (4H, m),
2.97 (2H, t, J=8.0), 3.50-3.88 (6H, m), 4.30 (2H, s), 4.47 (2H, d, J=5.5), 4.81-4.88
(1H, m), 6.46 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.34 (1H, d, J=9.0), 7.42
(1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.71-7.76 (2H, m),
7.93 (1H, s) ;

IR (KBr, cm™) : 1734, 1672, 1350, 1155.

LWl 5 5
N— [3— (3—73>Y)7x=))) —2— (E) = 7axX=)lk] —=N—- [3—~@O

o—4— [1—(2, 3, 4, 56=FhrSEROEYD—6—-1)) EXRYI>—4
—ANAFI] TxZ] ANT 7 EAINERRI T 2HEIE (IR EmES 2

6)

EEI4 7 (a) THSNEN- [3— (3-F73I2/7x=)) —2—- (E) =7
ORZJV] —N- [3—r7pno—4— (ERUZP—4—A)NVFF) 7)) R
Ty EAINEEEIF) 2iEEE (0. 81g) 2X¥ /)L (20m1l) ITHEML.
BRT, A—How o - T —2al - TR TO =% —-X A 2F—F
aFI. FE24%. %147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]
WREBOFEIIENERY D -2 —F P XDERENZ6 - hF—2, 3, 4,
5—5F kb ROEUZ> (0. 33g) ROMUIFINTIZ (0. 74m1l) 20
Z. 35CT3. H KM LAER. BRT1 1REKEL. 25124 5CT2 4K
Lz, RIGRICAN KB AFYBH® (5m ) Z2MA %, BETIRE
L. BEZSBWMHPLC (YMC-Pack ODS-A; YMC., BHBHE : 23% 7=k Y
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/K THELE. Bon-EEREAEZIY /—)L (5m1) IZHEMRL. 4N HE
LARESAFHUBKR (1m1) Z2MALE. BETEBHEZE I EZ. INEZKITHER
U1, BEERICATIEICLkD, Eilbem0. 21 g (INER2 3%) 2EAERE
FEEEE L TR,

IH NMR (400MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.65-1.80 (6H, m),
2.00-2.09 (2H, m), 2.66-2.72 (2H, m), 3.30-3.36 (2H, m), 3.49-3.75 (4H, m), 4.19
(2H, q, J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=5.5), 4.81-4.87 (1H, m), 6.44 (1H, dt,
J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5),
7.53-7.59 (2H, m), 7.69-7.74 (2H, m), 7.90 (1H, s) ;

IR (KBr, cm’)) : 1738, 1674, 1637, 1354, 1155.

EhEf 5 6
N— [3— (3—732)7x=))) —2— (E) —7aRZJ)] —=N-— [3—rDO

0—4—[1—(2, 3, 4, 5—FhSRAEYD—-6—1)) EXYT>—4
—ANAFI] TxZ)V] ZNT 7 EA)VEEE 2ERE  (BIREEMESS530)
£ 5 5 THESNEN- [3— (3—F72XY /7)) —2— (E) —7oARz
V] —N—- [3—-rpnpn—4— [1- (2, 3, 4, 5—-FhIEROBUD>—6—
A) ERYD o —4—A)0FFT] 7x2)V] )T 72 I)VEEEELFIL 2 HEKRE
(0. 28¢g) #3N #H (12ml) KHEML. 6 0CTHRKMBRLE, KIEHK
ZEEFEFTHRALEE. BETRGEL, REZ/7BMHP L C (YMC-Pack ODS-A; YMC.
BHEE : 1 8% 72 MU/ K) THELE, BONLEEREREZ 1IN EHR
(3m 1) WEMLH, BETRELES B, INEKITHEMRLIR. BERRIC
&k, Eilkémo. 19g (RET71%) =EAEEREEELTEL.
'H NMR (400MHz, DMSO-d,) 0 ppm : 1.64-1.81 (6H, m), 1.99-2.08 (2H, m),

2.67-2.72 (2H, m), 3.30-3.37 (2H, m), 3.55-3.78 (4H, m), 4.28 (2H, s), 4.47 (2H, d,
J=6.0), 4.80-4.87 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32
(1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.53-7.59 (2H, m), 7.67-7.74 (2H, m),
7.88 (1H, s) ;
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IR (KBr, cm™) : 1734, 1675, 1637, 1352, 1156.

EEHl5 7

N—[3— 3—73y/)7=x=)y) —2— (E) —7JuxXz)l] —N— [3—-70O
H—4-—[1— (3, 4, 5, 6 —-FT bS5 RO-2H-FFE—-T7T—-1)) EXY
Vo—4-ANAFI] TxZ)] ZANTFEANEBRIFIN 2EEE  FIRE
mES27)

Ehgl4 7 (a) THSNEN- [3— (3-73XP/)7x2)) —2— (E) —7
OR=ZJV] =N- [3—-rnoo—4— (EXRUD—4—-A)bFF) JxZ)V] A
T7EAIEEETTFI 2iEEEE (0. 75g) 22X /)L (25ml) ITHMEL.
BRT, 7T—AMF—3, 4, 5, 6—FTrFFO-2H-7EE> (0. 39g)
EORJIFNTI> (0. 85ml) ZMA, FRRT7REERL R, 1 5KHK
Bl RIGOETHEWZD, 7T— AR+ -3, 4, 5, 6—Fh5kbkFO—-2H
-7¥E¥> (0. 22¢g) RKOMYIZFINTYI> (0. 51ml) ZMA. 45CT1
QEFRER U8, BET1 1KEKEL. 514 5CT1 ORRMIER L, KK
124N KRS AFHOB]W (bml) Z2MALE, METREMEL. REZ7WH
PL C (YMC-Pack ODS-A; YMC. #HAH : 2 5%7 = bUIL/7K) THEL
2o BONEEREGEETIY )V (bml) ITBEMEL. 4N HBKRDAFH >
W (2m 1) 2MAZE BETBEZE IS, INEKIBHLERE, BREEZER
T EickD, ERba®mo. 30g (NE35%) ZEAEEHEMAKEL THEE,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.21 (3H, t, J=7.0), 1.52-1.63 (4H, m),

1.68-1.81 (4H, m), 2.04-2.10 (2H, m), 2.84-2.88 (2H, m), 3.36-3.42 (2H, m),

3.62-3.91 (4H, m), 4.18 (2H, q, J=7.0), 4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.81-

4.87 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (LH, d, J=16.0), 7.32 (1H, d, J=9.0),

7.40 (1H, dd, J=9.0, 2.5), 7.52- 7.59 (2H, m), 7.66-7.74 (2H, m), 7.88 (1H, s) ;
IR (KBr, cm’!) : 1738, 1674, 1628, 1353, 1156.

EEfl 5 8
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N—[3—-((3-73Y/)7xz=)y) —2— (E) —7JuoxXz)l] —N— [3—7nO
0—4—[1—(3, 4, 5, 6—5FbhSFO0-—2H-F7FE-7—1)1) EXRY
D=4 ANAFI] 7)) ZANTrEAIVEEE 21EFE  BIREEWMES
531)

ERF 5 7T THESNEN- [3— (3—-732P/7xz2)) —2— (E) —JuRz
V] =N—- [3—»oo—-4—[1— (3, 4, 5, 6—FhStkno-2H-7¥E
=T =AW ERYD =4 —ANAFI] Tz 2T 7 A IVEBELFI 2
HEEE (0. 24g) 23N HfE (10m 1) ITAMEL. 6 0CT6RREBRL .,
RISHKZZBRETHALZ%. BETREL. REZ5EHP L C (YMC-Pack ODS-A;
YMC. AHBH : 1 8% 7 bUINK) THELUE, HoNEEREAZ 1IN
HEE (3m 1) TAMLE. METEBMEEZES B, IhEKICBRLER, W
BT ZEIRKD., EiRbEa®m0. 18g (INER7 6%) #EAREHEMKEL TH
1ze '

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.52-1.62 (4H, m), 1.67-1.82 (4H, m),

2.00-2.09 (2H, m), 2.84-2.88 (2H, m), 3.43-3.49 (2H, m), 3.63-3.91 (4H, m), 4.27
(2H, s), 4.46 (2H, d, J=5.5), 4.80-4.86 (1H, m), 6.44 (1H, dt, J=16.0, 5.5), 6.57
(1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.51-7.61 (2H, m),
7.68-7.75 (2H, m), 7.89 (1H, s) ;

IR (KBr, cm’) : 1734, 1675, 1628, 1351, 1156.

EhEf 5 9 _
N—[3—-(3=73Y77x=)y) —2— (E) —70R=)l] —N— [4—[1
— (4, 5-=YERO-3H-EO—-)l—2—A)) EXRYD > —4—-A)NFF] T
o] ANVT 7 EANEBITF) 2iEEE BUREEWMES S8 1)

(a) N—[3—-(3-7322Y)7x=)V) —2—(E) —7JoxRz)l] —N—- [4
— (ERYD—4—A)NVFFY) 7)) AINT7EAINERBRITF)I 2HEBIE
H5Z6 108 THELNEN- [4— (1—t—TbrFIANRZINERYD S —4 —
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ANFFY) 7z=Z)] —N—- [3— (3—-37/7=x=)) —2— (E) —7arR=
W] ZNT 7 EAINEBEIFI (1. 46g) 27r00A%> (50ml) RUOLS
/=) (25ml) ORABBHEICEMRL. KAT, HbKkEz 1 REEULR. Bz
U TR TREIHER Lz, RICKZHETIRMEL 2%, k2L /—)L (40m1)
WML, L7 BT LKARK (0. 30g%/K1 5ml AR KUK28%7 >
EZ7K (0. 58ml) ZMAKLE, BHTL 2KRERELZ. KISKIC4N Hik
KEFEDAFY D EREMA TR, METREL. REZ2HWHPL C (YMC-Pack
ODS-A; YMC. BHEE : 1 5% 72 b= MUV K) THETZZEIZKD, KRk
E&M0. 98¢g (INE68%) ZHYHAKEREKREL THE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.83 (2H, m), 2.10 (2H,
m), 3.05 (2H, m), 3.19 (2H, m), 4.20 (2H, q, J=7.0), 4.34 (2H, s), 4.45 (2H, d,
J=6.0), 4.66 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.04 (2H, d,
J=8.5), 7.39 (2H, d, J=8.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d,
J=8.0), 7.89 (1H, s) ;

IR (KBr, cm™) : 1737, 1675.

(b) N—[3—-(3—-TF73IP)7xzZ)V) —2— (E) —FoRz)}] —N- [4
—[1- (4, 5-YERO-3H-FO—)l—2—1J)) BERUP>—4—)bFF
2] Ixo)V] ANVT 7 EANEEE T T 2 R

£ 5 9 (a) THSNEN- [3— (3-7XY/)7=z2)) —2—- (E) =7
OR_RZ)] —=N— [4— (ERYDP -4 —-A)FF) Tx)V] AT 7EAIEE
BIF) 2##E (0. 52g) 2L%/—)V (bml) KBEMHL. BRT, A—H
=y - TUNRL—=Yar - TrR-TOy—Ir X A —FTat). E24

%, %14 7H (199 24%) [Org. Prep. Proced. Int., 24, 147 (1992)iCFiC# D 5k
W2 -EnUY ) o EDEMRENEE - AMFI -3, 4—2kROo-2H-EO
=)V (0. 26g) RORNUIFIFTI> (0. 6 0m1l) ZMA. FIET2 9KERH
BLz, RISRERETIRMEL R, BREEZ2BMHP L C (YMC-Pack ODS-A; YMC.
BHEE: 25% 7ML K) THELUE. foNLEERESKZLSY /-
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(40ml) WCEMRL., 4N HLKkFEOAFH B (0. 75m 1) ZMALE.
BETBREE ISR, INEKICBHRLER, BEEZRIIHTIEICED, Eies
MO0o. 43g (NER77%) ZECETEEAEELL THEL,

H NMR (400MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.68-1.80 (2H, m),
2.00-2.14 (4H, m), 2.96 (2H, t, J=8.0), 3.46-3.87 (6H, m), 4.20 (2H, q, J=7.0),
4.34 (2H, s), 4.45 (2H, d, J=6.0), 4.67-4.73 (1H, m), 6.44 (1H, dt, J=16.0, 6.0),
6.55 (1H, d, J=16.0), 7.04 (2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.55 (1H, t, J=8.0),
7.68-7.73 (2H, m), 7.88 (1H, s) ;

IR (KBr, cm’)) : 1738, 1671, 1349, 1157.

Kl 6 0

N—[3— (3-73IY)7xz=)y) —2— (E) —7oxXRzJ}] —N— [4-[1
— (4, 5= Ro—-3H-FEo—)Vl—2—-1)) ERYD>—4—-A)VFF] T
o)) AT 7 EA)VEREE 2ERIE  (BFIRMEEe®HEFSS5 8 5)

E£iEH 59 (b) THESNEN- [3— (3—-73IY/7xZ)) —2— (E) =7
oRZJV] =N- [4— [1— (4, 5—YRO-3H-EO—)l-2—1)) EX
JOr—4—ANFFT] 722)V] ANT 7 EANVEEBRIFIL 23E8HE (0. 38
g) 3N HE (10m1) KEMRL., 6 0CTARMBIARLKL, RIEREREET
HHLUH%, BETEBHEL., REZ2HWHPLC (YMC-Pack ODS-A; YMC. B HIE
. 15%7 MUK THRRELE. BoNEB8EREKZ 1N ER (3m
1) WCHEMmLUZE, BETBECEIEE. CNEKICHBRBLUZER. BERRICHATZ
Lickn, EREEm0. 21g (NES9I%) ZEAETHERELTEL,
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'H NMR (400MHz, DMSO-d,) 6 ppm : 1.68-1.80 (2H, m), 2.00-2.13 (4H, m),
2.96 (2H, t, J=8.0), 3.46-3.72 (5H, m), 3.83-3.92 (1H, m), 4.20 (2H, s), 4.45 (2H,
d, J=5.5),4.67-4.73 (1H, m), 6.45 (1H, dt, J=16.0, 5.5), 6.54 (1H, d, J=16.0), 7.04
(2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.71(2H, d, J=8.0), 7.90
(1H, s);

IR (KBr, cm) : 1733, 1672, 1347, 1155.

Ehif 6 1

N—[3—(3—73Y)7x=)y) —2— (E) —7axz)l] —N—- [4- [1
— (2, 3,4, 5—=—F5Fb5ROBYUD>—6—1)) EXYD > —4—-A)VFF]
Jx)V] ZANVT 7 EAINVEBEIF) 21E8E (BIREEW8 2)

EiiFl5 9 (a) THONEN- [3—- (3-T3P/7xzZ)) —2— (E) -7
ORZ] —N— [4— (ERUDP—4—-A)IFF) TJx)] AT 7EAIVEE
BIF) 24 (0. 50g) 2% /) (5ml) WKEMEL. BHEHT, -7
Zwy e TN —Yar TR TOY—Vy-X A —Fat). F24
%, $147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)[iCFE# D&
WKHREWERY -2 -FXDEKEN6 - b+ -2, 3, 4, 5—FThJk
RoBUP> (0. 31g) KOMJZFITIY (0. 60ml) ZMA. RIETA4
HRE#RLZ, RIGRERETREL 2%, BREZ72HWHPL C (YMC-Pack ODS-A;
YMC. BHBE: 25% 72 b= MUV K) THRELE. BoNCEEREEEZ LS
J=)V (25m1l) IZHEEL. AN BLKRBIDAFHB®K (2m1) Z2iNAE.
WETBHEEE I, TEKICHERLEE. BERERICMAT LIk, ERs
0. 27g (INE4A7%) 2EAEEWEKREL THE.

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.65-1.78 (6H, m),

1.99-2.07 (2H, m), 2.68-2.72 (2H, m), 3.29-3.36 (2H, m), 3.44-3.55 (2H, m),
3.70-3.90 (2H, m), 4.20 (2H, q, J=7.0), 4.34 (2H, s), 4.44 (2H, d, J=5.5), 4.68-
4.74 (1H, m), 6.44 (1H, dt, J=16.0, 5.5), 6.55 (1H, d, J=16.0), 7.03 (2H, d, J=9.0),
7.39 (2H, d, J=9.0), 7.55 (1H, t, J=7.7Hz), 7.68-7.73 (2H, m), 7.88 (1H, s) ;
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IR (KBr, cm’) : 1738, 1674, 1637, 1351, 1157.

il 6 2

N—[3— 83—73P/7x=)V) —2— (E) —7uaRz)l] —N— [4—[1
— (2, 3, 4, 5-FbhSEROEYDY—6—1)V) ERYD > —4—A)\FF]
JxZ)] ATy EA)NVEE 2EEE  BIREAEHES586)

Efifl 6 1 TR/RONEN- [3— (3—-T73I2 /7)) —2— (E) —7aRz
V] =N=-[4—-[1- (2, 3, 4, 5—FhSEROBUDC—-6-1)) EXY
D=4 —ANAFT] TxIN] ZNT 7 EAINVERIFIV 28FE (0. 76 g)
23N HEE (15ml) IZHEREL. 6 0CTORME®RLE., RISKEZRETHA
L%, BETEBMHEL., REZ2BHPLC (YMC-Pack ODS-A; YMC. & HEHE
20%7ERZbMUILK) THRELE. B5NEEEHEAKZ IN EEE (5m1)
SR LU%. BETERGEEZE IS, ThEKITBERLULE. BEERICHT &
X0, Eitlkémo. 60g (NES3I%) 2EEARTEHEMKLL THE,

'H NMR (400MHz, DMSO-d) § ppm : 1.65-1.78 (6H, m), 2.00-2.07 (2H, m),

2.68-2.71 (2H, m), 3.30-3.55 (4H, m), 3.70-3.87 (2H, m), 4.21 (2H, s), 4.45 (2H, d,
J=5.5), 4.67-4.73 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.03
(2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.67-7.73 (2H, m), 7.87
(1H, s);

IR (KBr, cm’) : 1734, 1674, 1637, 1348, 1156.

EhEH 6 3
N—[3—-(3—732)7xz=))) —2— (E) —7oXxR=Z)l] =N— [4—[1

— (3,4, 5, 6-FhrIERO-2H-FHEE-T7—-4))) ERYD>—4—A
WAFY] TJxZ)V] ANT 7 EANVEBRI TV 21HEE  BURLEHES 8 3)
EWEFIS 9 (a) THRLENEN- [3—- (3-F73IP/7xZ)h) —2— (E) =7
ORZN] —N—- [4— (ERUD =4 —-A)AF) TxZ)V] 2T 7E1IVEE
BrF)l 2ME (0. 51g) Z2xF/—)k (5ml) ITHEML. ERT, 7-X
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k+2—-3, 4, 5, 6-FhSbROo-2H-7FE> (0. 34¢g) RXPUILF
V73> (0. 60ml) ZMA. RETI SKEMEHE®EL L, KISKRERETBMEL =
%, REEZSEHPL C (YMC-Pack ODS-A; YMC. BHIEH : 25%7 2 MY
WK THELE, B5NEEREKRELSY /—)V (bml) ITHEHEL. 4N &
EKBIOAFHBE]R (1m 1) ZMAER. BETREZESEZ, Ih2KITHER
Uiz, BREERICATZEICKD, EREaE®m0. 14g (INKR24%) 2RAKEE
FEEE L THEE,

'H NMR (400MHz, DMSO-dy) 6 ppm : 1.23 (3H, t, J=7.0), 1.46-1.76 (8H, m),
2.01-2.10 (2H, m), 2.86-2.89 (2H, m), 3.45-3.50 (2H, m), 3.57-3.70 (2H, m),
3.85-3.97 (2H, m), 4.20 (2H, q, J=7.0), 4.34 (2H, s), 4.45 (2H, d, J=6.0), 4.70-
4.76 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.39 (2H, d, J=9.0),
7.54 (2H, d, J=9.0), 7.54 (1H, t, J=8.0Hz), 7.69-7.73 (2H, m), 7.90 (1H, s) ;

IR (KBr, cm) : 1737, 1674, 1629, 1351, 1158.

Elthi 6 4

N—[3=(3=73Y/7x=)y) —2— (E) —7oORZ)l] —N=- [4— [1
— (3, 4, 5, 6-FbSERO-2H-F7VFE-7—-4q))) ERYP> -4+
WAFY] Jx2)V] ANT 7 EA)VERE 23EFE (BIREEmES 58 7)
£l 6 3 THSNEZN- [3— (3—-F7IY /7)) —2— (E) —7axz
W] —N—[4—-[1-(3, 4, 5, 6—-FhJFO-2H-7EE-7—-1)1)
ERUD =4 —ANAF] 7x2)V] ZNT 7 BAIIVEBRIFIL 2HRE (0.
96g) #3N H#Hf (25m 1) KEML. 6 0CTO6RMBEMRLE, RIGKZEIR
ETHHALEE. BWETBML., REZSHWHP L C (YMC-Pack ODS-A; YMC. &
HEE: 20% 7 2= bUIV/K) THELE, BoNEEREKZ 1N HiE (5
ml) CHEBLULE. BEFREZES®E. INEKICERLULE, BEEZRICHT
ZEICKD., EiRbEmOo. 54 g (NES9%) 2EAEEHEKEL THL.

'H NMR (400MHz, DMSO-d4) 6 ppm : 1.53-1.64 (4H, m), 1.68-1.77 (4H, m),

2.02-2.10 (2H, m), 2.86-2.88 (2H, m), 3.45-3.50 (2H, m), 3.56-3.70 (2H, m),
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3.78-3.97 (2H, m), 4.21 (2H, s), 4.45 (2H, d, J=6.0), 4.69-4.75 (1H, m), 6.45 (1H,
dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.04 (2H, d, J=9.0), 7.40 (2H, d, J=9.0),
7.54 (1H, t, J=7.5), 7.69-7.72 (2H, m), 7.90 (1H, s) ;

IR (KBr, cm?) : 1733, 1677, 1629, 1344, 1154,

EHafl 6 5

N—[3-—(3=73P)7x=Z)V) —2— (E) —7uaxXz)l] —N— [4— [1
— (4, 5—=2YERO-3H-EO—)I—-2—-1)) EXRUI>—4—ANFF] —
3—AFNT )] ZANVT 7 EANEBIF) 2E#E WREAHESS 3)

Oy O~
o X
) O
H2N\N/©\/\/N /O
NH o

-2HCI

(a) N—-[3-B3—-73IP/7zxzZ)y) —2— (E) —7FuR=)l] —N—- [3
—AFN—4— ERYDP>—4—ANFFY) TJxZ)] ZINT 7 EANEBRIFIV
23RER

BEF112TESNEN- [(4— (1 -t =T rFZHNARZINERY D> —4—
ANFFY) —3=AFNT7zZ)] —N- [3—-(3-=7/7=x2)) —2— (E)
—7aRI)N] AT 7 EANVEEBRIFI (1. 90g) 2700 AXF > (40ml)
RUOLY /=)y (40m1) ORBEEICHERL, KeT. BILKEZELZR, Bt
ZLTHERTORFEBEERL 2, RISKZHMETRMEL 28, RE2T5/—) (45m
1) ML, HIEY BT AKER (0. 34g%/K15ml i KU28%
7OEZTK (0. 64ml) #MALE BHEHT1 SREKELZ. RIGKIZAN &
{bARFBIAF T BEBREMA 2%, BETRMEL. REZWMHPLC (YMC-Pack
ODS-A; YMC. BHEH : 20% 72 b= MU K) THRELZ. HoNZEERE
wEAY =)V (20m1) ITBEML. 4N HEKBHBELFIIVER (1m1) i
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AT, BMETBHEEZEIESLICED, Eidbém1l. 36g (NET7 3%) ZH#
BEEREARE L TEZ,

'H NMR (400MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.87 (2H, m), 2.10 (2H,
m), 2.17 (3H, s), 3.07 (2H, m), 3.17 (2H, m), 4.20 (2H, g, J=7.0), 4.33 (2H, s), 4.44
(2H, d, J=6.0), 4.65 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.05
(1H, d, J=9.0), 7.24 (1H, dd, J=9.0, 2.5), 7.29 (1H, d, J=2.5), 7.54 (1H, t, J=8.0),
7.71 (2H, m), 7.90 (1H, s) ;

IR (KBr, cm’) : 1738, 1675.

(b) N—-[3—(@B—73Y/)7=xz2)V) —2—(E) —JuxXZ)l] —N— [4
—[1— (4, 5-PERO-3H-¥FO—)l—2—-1))) ERUD> -4 —A)VFF
3] =3 —AFNTxZ)] NIy EANEBIFI 2ERE

£ 6 5 (a) THSNEN- [3—- (3—-7322/)7z2)) —2—- (E) =7
ORZ)N] —=N— [3—AXAF)—4— (ERYZ>—4—-1)vFF) 72)] A
Ty EAINVEEETFIN (700me) LY /) (15ml) KBEML. BRT. &
—Hows « 7NV —2ar PR 7A=Yy - A2 —Fatr, &
24%, 14 7H (199 2%) [Org. Prep. Proced. Int., 24, 147 (1992){FE# D
FEIZRENW2 —EOUY ) 2 X0ERENEZS —AFT -3, 4-YERO0-2H-
Fo—Jl (405mg) ROMUIFITI> (0. 57m1l) #A. FIRT—HH
BLz. RISGREBETRMELZE. REZSBMHPL C (YMC-Pack ODS-A; YMC.
BHIBE : 22% 72U K) THRETSHZEICKD, BERERXRS 6 5me
25k, ZOEK1IS5 1mgaIy /—) (4ml) ITHEREL., 4N BILKRESHF
YEW (2m 1) ZMAZE. BETREZE S B, INEKITBRLUZR, B
RIS EICED, EREEAW1 5 7Tme (NHE6 6 %) 2EAEEHEARELT
B/,

'H NMR (400MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.72-1.85 (2H, m),

1.98-2.14 (4H, m), 2.16 (3H, s), 2.96 (2H, t, J=8.0), 3.46-3.81 (6H, m), 4.20 (2H,
q, J=7.0), 4.33 (2H, s), 4.44 (2H, d, J=6.0), 4.73 (1H, m), 6.44 (1H, dt, J=16.0,
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6.0), 6.57 (1H, d, J=16.0), 7.07 (1H, d, J=9.0), 7.24 (1H, dd, J=9.0, 2.5), 7.29 (1H,
d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H,

s);

IR (KBr, cm™) : 1738, 1671, 1350, 1157.

LK 6 6
N— [3— (3—732)7x=))) —2— (E) —=7aR=Z)] —=N— [4—-[1

— (4, 5= PFo-3H-FEO—)l-2—-1)l) EXYP—4—-A)FF] —
3—AFNT )] 2N T 7 EAIVERR 28EHE (FIREEWESS557)

Oy _OH
o J

S by
(o}
HZW)@WN O
H (0]

)
N
2HCI

Eifl 6 5 (b) THSLSNEN- [3—- (3—-7XY/7=xzZ)y) —2—- (E) =7
OoR=ZJI] =N— [4— [1—- (4, 5—2RO-3H-EO—)l—2—1Jl) ERX
U —A4—AhFAFI] —3-AFNTz2)] AT 7EAIVEBRIFIL (409
mg) 24N HE (12ml) KEMEL. 70 CT2HREEARLLE. RIDEZERE
THHLEE. BETBMHEL, REZSWMHPL C (YMC-Pack ODS-A; YMC. /A
W 17%7EMZRNUILK) THRELE, BohkE8eHEEEZ LN EHEE (1
Oml) ICHEML% BETBGEEES SR, CTEKITEMLU %, Bt
TIEITED, HRRkaw26 6meg (NE6 0%) ZEAEEHEMAKLEL THEL,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.72-1.86 (2H, m), 1.97-2.14 (4H, m),
2.16 (3H, s), 2.96 (2H, m), 3.47-3.80 (5H, m), 3.72-3.82 (1H, m), 4.19 (2H, s),
4.44 (2H, d, J=6.0), 4.72 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0),
7.06 (1H, d, J=8.5), 7.25 (1H, dd, J=8.5, 2.5), 7.29 (1H, d, J=2.5),‘ 7.55 (1H, t,
J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ;
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IR (KBr, cm™) : 1733, 1672, 1347, 1155.

£l 6 7

N—[3— (83-=73IY/)7x=)V) —2— (E) —7ORZ)k] —N— [3—RAF
J—4—-[1—(2, 3, 4, 5—=FhSEROEBYD>-6—-1)l) EXYI>—14
—ANAFI] T2 Z)] ANT 7 EAINEEETF) 28EHIE  (BIRLEWESS
4) ‘

EiEHl 6 5 (a) THSNEN- [3— (3—-F73IP /7)) —2— (E) =7
OXR=ZJ)V] = N=— [3—AF)—4— (ERUP>—4—-A)IFF) 7xz2)V] RV
Ty EAINVEBEIFII (730meg) 2% /—) (15ml) ZBEHL, BRT, &
— A= - FTVNXb—a> - 7RO —x X A5 —Fat)h. &
24%. %5147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]iZEC# D
FEIZENWERY D -2 —F XD EREINZ6 —TbF -2, 3, 4, 5—Fb
SEROEYPY (482mg) ROMUIFILFIY (0. 59ml) #mA. Fil
T2 AR L. RISGEZRETEEL /2%, REZ2BMHPLC (YMC-Pack
ODS-A; YMC. BHIEH : 28 %7 = RNUI/7K) THELKE., BNz EEHE
EILy /=)y (6m1) IZBEMAL. 4N HBEARSAFYB®K (0. 39m 1)
EMAE. BETEBEZEIEZ. INEKICHRLEE, BEEERICATI &K
D, ERA®MW3 3 1mg (NR3 6%) 2EAETHEKE L THE,

'H NMR (400MHz, DMSO-d¢) 6 ppm : 1.23 (3H, t, J=7.0), 1.64-1.70 (6H, m),

1.96-2.08 (2H, m), 2.16 (3H, s), 2.70 (2H, t, J=6.0), 3.25-3.37 (2H, m), 3.46-3.83
(4H, m), 4.20 (2H, q, J=7.0), 4.33 (2H, s), 4.44 (2H, d, J=6.0), 4.73 (1H, m), 6.44
(1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.06 (1H, d, J=9.0), 7.24 (1H, dd,
J=9.0, 2.5), 7.29 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.70 (1H, d, J=8.0), 7.72 (1H,
d, J=8.0), 7.90 (1H, s) ;

IR (KBr, cm’)) : 1738, 1674, 1637, 1351, 1157.

Eitl 6 8
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N—-[3—(83=73Y)7x=)y) —2— (E) —7aRZ)] —=N=- [3—-RAF
JV—4—[1—(2, 3, 4, 5—=FhSeROEYI>-6—-q))) EXRYT>—4
—ANVAFI] JxZ)] ANT 7 EAIVEEEE 23BEIE  (FIRMLea®mES 55 8)

£l 6 7 THSNEZN- [3—- (3-F73IP /7)) —2— (E) =7z
V] =N— [3—AF)N—4—-[1- (2, 3, 4, 5-Fh5bROoEYI>-6-
AN) ERYDY—4—A)NFF2] 722)V] 2T 7B INVEBEIFI 2EEE

(265mg) #3N HEE (10ml) KEML. 6 0CTSHREIBRLEZ, RIGH
ERRETHALHE, METEBMHEL, REZSBMHP L C (YMC-Pack ODS-A; YMC.
B : 20% 7R RUNLK) THRELE, BoNEEREGKEZ 1 N HEE
(8m 1) ITHEMRLZ%. BETRBEZEI ., INEKITBH LR, BRI
fg&ickn, Eilbem236g (INFK9 3%) 2EAEFEFHERE L THE.

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.64-1.82 (6H, m), 1.96-2.08 (2H, m),

2.16 (3H, s), 2.70 (2H, m), 3.33 (2H, m), 3.46-3.83 (4H, m), 4.21 (2H, s), 4.44 (2H,
d, J=6.0), 4.73 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.05 (1H,
d, J=8.5), 7.25 (1H, dd, J=8.5, 2.5), 7.29 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69
(1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ;

IR (KBr, cm™) : 1733, 1676, 1637, 1347, 1156.

£l 6 9

N—[3—- (3—73P/)7x=)y) —2— (E) —7aRZ)l] —N— [3—RAF
J—4—[1— (3, 4, 5, 6 -Fb5LRO-2H-FF¥E>-7—1))) EXY
Dr—A4—ANAFI] Txo)V] ANTrEA)VERETTFI 2ERE  BUREE
MEF55)

£ 6 5 (a) THOENEZN- [3—- (3-72Y/7=xz)y) —2— (E) =7
ORZIN] —N—= [3=AF)—4—- (ERYZ -4 —ANVFF) 7)) A
Ty EANEHBEIFI (640mg) 214 /—)L (12ml) KHEMHL. B||ET, 7
—ArF¥—3, 4, 5, 6-FhSERO-2H-7¥¥E> (348mg) KUY
IFNT7I> (0. 26ml) ZMA, FRT2. 5 HMEARLL. RIEKERETIR
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MEL/=1%, REZSWMHPLC (YMC-Pack ODS-A; YMC. BHIBHE: 20% 7 b
ZhUINK) THELE. GonlEBEREGKEZLSY /) —)V (5ml) ITHBEHEL. 4
N kBRI AFHBE®R (0. 42ml) 2MAE. BETBHELZEIEEZ. Z
NEKEB LR BEZRICATIEICXD. EibEdm3 3 6me (INE4 0 %)
EERAREREARE L THEL.

'H NMR (400MHz, DMSO-dy) 6 ppm : 1.23 (3H, t, J=7.0), 1.52-1.64 (4H, m),
1.68-1.82 (4H, m), 1.98-2.09 (2H, m), 2.17 (3H, s), 2.87 (2H, m), 3.48 (2H, m),
3.65-3.75 (2H, m), 3.77-3.88 (2H, m), 4.19 (2H, q, J=7.0), 4.33 (2H, s), 4.44 (2H,
d, J=6.0), 4.74 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.06 (1H,

d, J=8.5), 7.25 (1H, dd, J=8.5, 2.5), 7.28 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 -

(1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ;
IR (KBr, cm?) : 1738, 1675, 1628, 1351, 1157.

EWEBI 7 0

N—[3—- (3=732/7xzZ)V) —2— (E) —7aRz)k] —N— [3—RAF
J—4—[1— (3, 4, 5, 6-Fb5RO-—2H-F¥EL—7—1))) EXRY
Dry—4—-ANFFI] TJxZ)] ANT 7 EA)NERE 2EE  BIRMEEMES
559) |

EWHI 6 9 THSNEN- [3— (3—-F72P/7x2)) —2— (E) —7uoRz
V] =N— [83—AF)—4— [1—- (3, 4, 5, 6—-F+r5tRo—-2H-7HE
ST ERUV Y — 4= FF Y] T2 AT 7 EAVERITF)L 2
s (335meg) 3N HE (10m 1) ICEML. 6 0°CTSKRMBHRL 2.
RIGKREBRFETHHLZE BETEMHEL. REZS2TWHP L C (YMC-Pack ODS-A;
YMC. BHIEBE: 20% 7 = RUIL/K) THERELE, BONEEEREHKZ IN
HWEE (10m 1) WEMLAR. BETREEZEI L., CNeKICBRLUILE, #i
BRI Rk D, ERRbEm2 58meg (X8 0%) 2EMAKEREMKELT
&7z,

IH NMR (400MHz, DMSO-d,) 6 ppm : 1.53-1.65 (4H, m), 1.68-1.84 (4H, m),
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1.98-2.10 (2H, m), 2.16 (3H, s), 2.88 (2H, m), 3.44-3.53 (2H, m), 3.62-3.93 (4H,
m), 4.19 (2H, s), 4.40 (2H, d, J=6.0), 4.74 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.56
(1H, d, J=16.0), 7.05 (1H, d, J=9.0), 7.26 (1H, dd, J=9.0, 2.5), 7.29 (1H, d, J=2.5),
7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ;

IR (KBr, cm™) : 1732, 1676, 1628, 1348, 1156.

a7 1
N— [3— (3—732)7x2))) —2— (E) —=7O/RZJV] =N— [3-HJ)

NEAN—4— [1— (4, 5—-VbRO—3H-FO—)L—2—1Jl) ERYI>—
A—ANFFY] 7o)V NIy EANEBIFIN 2E#E  GIRLEnBRE

137)

(a) N—-[3-(B=73¥Y/7x2))y) =2~ (E) =7aRZ)k] _N—[3
—HINEAN—4— (BERUDPL—A4—ANFAF) Tx2)V] 2T 7 EA)VEEE
IF)  2iEEiE

B2EF119TESNEN- [4- (1 -t =T rFIANRIDVERYD -4 —
ANFFY) =3 —HINEANTzZ)] —N— [3— (3= 7/7=x2)b) —2
— (E) —7aRz)] 27 7EAIVEBRIFIV (2. 40g) 22r0pnirF 2 (2
Oml) ROIH /=)L (20m 1) ORGEHEICHEBL. KATF. HbKkE£2. 5
BERTE U, % LTRET 6 BMBR L, RISHERE TG %, BREs
I /=) (20ml) ICHEML., BT BT LKEMK (0. 50g&K5ml1i
BR) RU'28% 7 EZTF/AK (1. 10ml) #MAKLK. BRT1 IREREL .
RNRZBE TG L 2%, REEZ5SWMHP L C (YMC-Pack ODS-A; YMC. & iHE
B 15%7E = bUINK) THERELE. B5NERERE#KREZLY ) —)L (20
ml) THEML., 4N HKFERRIFIVEKR (0. 90ml) ZMAZE. BET
BREGESESEICLD. Bt 0. 6 0g (INXR25%) 2EAEEVEMAL
L THHrz,.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.85-2.00 (2H, m),
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2.05-2.20 (2H, m), 3.00-3.10 (2H, m), 3.15-3.25 (2H, m), 4.20 (2H, q, J=7.0),
4.38 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.57
(1H, d, J=16.0), 7.24 (1H, m), 7.50 (1H, m), 7.54 (1H, m), 7.65-7.75 (3H, m), 7.90
(1H, m) ;

IR (KBr, cm’) : 1736, 1671, 1658.

(b) N—-[3—-@B-73Y/7x=)V) —2— (E) =70XR=Jl] —=N-[3
—HIVNEAN—4—[1— (4, 56— RO—3H-FEOo—)l—2—-1)l) EXY
V=4 ANAFI] TJxZ)V] ZNT 7 EANEBIFI 2EFEE

EEFI7 1 (a) THESNEN- [3— (3—-T73IY /7)) —2— (E) =7
ORZ)] —=N—= [3=HINEAN—4— (EXRUD—4—A)VFF) Tz)V]
ANT 7 EANVEBEIFIN (500mg) 2L /=) (15ml) ML, BET.
A=Az - FVNV—2a> - 7R TR —I%-X A5 —Fat,
W24%, F£147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]iZiC#
DOFEEN2 - EOU D) EDERINZE - ARFT—3, 4-YERO-2H
—¥o0—=)l (340mg) RKEMJIZFINTI> (0. 77ml) A, FET—HK
B L. RIGRERE TR L 2%, REZ2IWHP L C (YMC-Pack ODS-A; YMC.
IHEE : 15%7 MU/ K) THRELE. GoNEERE®KEZLSY /) —)
(6m1l) ITHEMRL. 4N BILKBESAFH B (0. 50ml) Z2MALE. B
ETREEEIESEICLD, Eitém420me (RE6 7%) 2EBEFHE
&L THE=,.

'H NMR (500MHz, DMSO-d4) 6 ppm : 1.23 (3H, t, J=7.0), 1.80-1.95 (2H, m),

2.00-2.15 (4H, m), 2.96 (2H, m), 3.45-3.55 (1H, m), 3.55-3.65 (1H, m), 3.61 (2H,
m), 3.65-3.75 (1H, m), 3.75-3.85 (1H, m), 4.20 (2H, q, J=7.0), 4.37 (2H, s), 4.47
(2H, d, J=6.0), 4.86 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.28
(1H, d, J=9.0), 7.51 (1H, dd, J=9.0, 2.5), 7.55 (LH, t, J=8.0), 7.68 (1H, d, J=8.0),
7.72 (1H, d, J=8.0), 7.77 (1H, d, J=2.5), 7.87 (1H, s) ;

IR (KBr, cm’!) : 1737, 1670.
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Lkl 7 2
N—[3— (3—73IY)7x=)V) —2— (E) —=70XZ)V] =N— [3—-AHJ)

NEA)N—4—[1— (4, 5—RO0—-3H-FO—)l—2—-41)) EXRYT> —
4—A)NAFI] 7)) ZINVT 7 EA)NEEE 2ERE WIrREEHES641)

CONH, -2HCl

EHH 71 (b) TESNEN- [3— (3-73IY/7z2)) —2— (E) -7
aoR=)V] =N—= [3—AWNEAI)N—4— [1- (4, 5—-YRO—-3H-EO—
W=2—aI)ERYI > —4—ANFF] T72ZINV] ANT 7 EAIINVEEEZFIV 2
i (380mg) #3N HE (12m1l) IZBEHEL. 6 0CT3IRREERLE,
RISHEERE TARIL 2%, BE KL, BEZHWHP L C (YMC-Pack ODS-A;
YMC. WM : 1 3% 72 RS RUJL/K) THEELE, B5h-BekEAz 1N
HEE (1. 2m1) ROV (5m1) AL, WETBEEEI T3 &0k,
BEEEW2 4 0me (K6 5%) »EEETHESLLE L TEE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.80-1.95 (2H, m), 2.00-2.15 (4H, m),
2.96 (2H, m), 3.45-3.55 (1H, m), 3.55-3.65 (1H, m), 3.61 (2H, m), 3.65-3.75 (1H,
m), 3.75-3.85 (1H, m), 4.24 (2H, s), 4.47 (2H, d, J=6.0), 4.85 (1H, m), 6.44 (1H, dt,
J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.52 (1H, dd, J=9.0, 2.5),
7.55 (1H, t, J=8.0), 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.77 (1H, d, J=2.5),
7.86 (1H, s) ;

IR (KBr, cm™) : 1731, 1670.

EiEsl7 3
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N—[3- 3-=73Y/)7xz=)V) —2— (E) =7axXZ)l] —=N— [3-H)

NEAN—4—[1— (2, 3, 4, 5-FrSEROBYI—6—T))) EXRYY
=4 —ANFFL] Tz ATy EANEBRITF) 21E#E  BIREED
#5138)

EWEF 71 (a) THLHNEN- [3— (3—-T7¥ /7)) —2— (E) =7
ORZI] = N— [3=HIINEAIN—4— (ERUD =4 —-A)FF) 7Jx)V]
ZNT 7 EAINEEELFIL (500mg) 2L /—)V (15ml) TEMEL., =BT,
F—HZwy - FLNXb—2a -ToR- O =Py -X A5 —Fat),
H24% $147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]IZFC#
DHEIHENERY D=2 —F > X0ERENIZ6 - bF -2, 3, 4, 5-—F
FoEROEUDY (360mg) RXMIIZFINTYI2 (0. 77ml) ZMA. [
BT—BHEERLE. RIGOETINEN D, 6 —ZhF2—2, 3, 4, 5—5FhJk
Rovy>>r (630mg) RCMIIFINTI> (0. 77ml) #mMA. RAETI
HREEERLUE%, 6 —Zh+3>—2, 3, 4, 5—F+5ERO¥YT> (320meg)
EORMUIFINTI> (0. 35ml) ZiA. SS5RERTL HEHERLZ, RISK
ERETBMEL®, RELSBHPL C (YMC-Pack ODS-A; YMC. AHIAER : 1
5%7th=bUI/K) THELEZ, BRoNEEREGKEZLSY /—)L (6m1) I
BREL. 4N HLKESAFTEK (0. 25m1) Z2MAEE. BETEBELZE
TEBIEICKD, ERka®m200me (NER3 1%) ZEGEEREHEL TEE.

'H NMR (500MHz, DMSO-dy) 6 ppm : 1.24 (3H, t, J=7.0), 1.65-1.90 (6H, m),

11

2.00-2.10 (2H, m), 2.70 (2H, m), 3.34 (2H, m), 3.40-3.60 (2H, m), 3.70-3.85 (2H,
my), 4.21 (2H, q, J=7.0), 4.37 (2H, s), 4.48 (2H, d, J=6.0), 4.87 (1H, m), 6.44 (1H,
dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.52 (1H, dd, J=9.0,
3.0), 7.56 (1H, t, J=8.0), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.78 (1H, d,
J=3.0), 7.86 (1H, s) ;

IR (KBr, cm™) : 1737, 1673.

Ehafl 7 4
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N— [3—-(3—73I2/)7x=)y) —2— (E) =7nR=Z)V] —N— [3-A)
INEAN—4— [1— (2, 3, 4, 5=FhFERBEUI S —6—-a))) EXRYD
=4 —A)NFF] JxZ)] AT 7 EAINVEEE 2EEBE BIRLEMES 6
42)

ERF 7 3 TESNEZN- [3— (3—-73IY/7xz2)) —2— (E) —7urRz
V] =N— [3—=HINEAIN—4—-[1— (2, 3, 4, 5—FhobFOEBUI>Y
—6—1J) ERUD—4—A)AFT] 7z2] ZNT 7 EAINEBRIFI 2
HEeE (200mg) 23N #H#E (20m 1) IEMEL, 6 0°CT 3RRIBRL .
RISHKEZBRETHALLE. BETREL. REZSBHP L C (YMC-Pack ODS-A;
YMC., BHBEE: 1 3% 7= bUILK) TRELUEZ, BoncEEREAEZ 1N
H# (0. 9m 1) WAMLE. HETBREZEESE5 28Ik, Eikewl 3
7g(W$71%)é%@%ﬁ%ﬁ¢&bf%kv

'H NMR (500MHz, DMSO-d) 6 ppm : 1.65-1.90 (6H, m), 2.00-2.10 (2H, m),

2.69 (2H, m), 3.34 (2H, m), 3.40-3.60 (2H, m), 3.70-3.85 (2H, m), 4.24 (2H, s),
4.47 (2H, d, J=6.0), 4.86 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0),
7.27 (1H, d, J=9.0), 7.52 (1H, dd, J=9.0, 3.0), 7.55 (1H, t, J=8.0), 7.67 (1H, d,
J=8.0), 7.72 (1H, d, J=8.0), 7.77 (1H, d, J=3.0), 7.86 (1H, s) ;

IR (KBr, cm’) : 1731, 1674

) 7 5

N-—[3-(3-732/7x=)y) —2— (E) —7ORZJ)] =N— [3-H))
NEA)—4— [1— (3, 4. 5, 6-FhILRO-2H-F¥EY—7—A))
ERUDY—4—ANAFL] JxZ)V] ZANT 7 EAINERRIF) 2BEHE (5
FEEMES139)

EfF 7 1 (a) TESNEN- [3—- (3-73Y/7x2)) —2— (E) =7
ORZIV] —N—= [3=HINEAN—4— (ERYDP2—4—A)FF) Tz2)V]
ZNT7EANVEBEIFIIN (400mg) 2T /—)L (10m1l) KEML, BRT.
7—-ARF¥—-3, 4, 5, 6-FhrSERO-2H-7FE> (280mg) KUh
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JIFINT7I> (0. 31ml) ZMA, FIRT—HERLZ. RISOETNENZD,
7T—ArF3—-3, 4, 5, 6-—FrFRO-2H-7¥E> (280mg) KUk
DIF)INFI> (0. 31ml) #MA. S5HIC40CT1 2KHEARLEER, BRT
—BRE L7z, RISKZRE TIRMEL 2%, REZS2HWHPL C (YMC-Pack ODS-A;
YMC. BHEBH: 20 %7 b= MU K) THRELE. BoNLEEREGKETY
=) (bm1l) WKHEML., 4N EARIAFHBE®R (0. 20ml) ZMAk
%, BETBHEZEI TS ZEICLD, Fibkt®140me (NE2 6 %) ZEMAE
EWEEE L TR,

'H NMR (500MHz, DMSO-d,) 0 ppm : 1.24 (3H, t, J=7.0), 1.50-1.65 (4H, m),
1.70-1.75 (2H, m), 1.80-1.90 (2H, m), 2.05-2.15 (2H, m), 2.85-2.90 (2H, m),
3.45-3.50 (2H, m), 3.55-3.65 (1H, m), 3.65-3.75 (1H, m), 3.75-3.85 (1H, m),
3.85-3.95 (1H, m), 4.20 (2H, q, J=7.0), 4.37 (2H, s), 4.47 (2H, d, J=6.0), 4.86 (1H,
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.51 (1H,
dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.78
(1H, d, J=2.5), 7.86 (1H, s) ;

IR (KBr, cm™) : 1737, 1672.

Ll 7 6
N—[3—(3—F3IY/)7x=)y) —2— (E) —7aRz)k] —N— [3-A)
NEAN—4—[1— (3, 4, 5, 6=FbFRO-2H-TFFE—-7—-1)V)
ERYDY—4—ANFFI] TJxZ)V] ANTrEA)NEEE 28K BIRbs
WES6 4 3)

£ 7 5 THSNEN- [3— (3—-73IY/7xZ)) —2— (E) —7OARZ
W] =N- [3-WUNEAN—4-[1- (3, 4, 5, 6-FhFEFO-2H-
TEE =T =) ERUID—4—A)FF] 722)V] ZI)IV7 7T )VEEET
F) 2#E#IE (130meg) £3N HEE (10m1) ITAEML. 6 0CT2RMEE
BUz, RISRZEZBRETHAL %, BETEHEL, ZREEZ2HWHP L C (YMC-Pack
ODS-A; YMC, BHEE : 1 2% 7= MUK THELEZ. foNEERE
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R%Z 1N #HEE (0. 25m1) RUK (bml) IKEBLEE. BETBEZESE
5L, kA5 0meg (INE40%) 2EAEERERE L THZ,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.55-1.65 (4H, m), 1.70-1.75 (2H, m),
1.80-1.90 (2H, m), 2.05-2.15 (2H, m), 2.85-2.90 (2H, m), 3.45-3.50 (2H, m),
3.55-3.65 (1H, m), 3.65-3.75 (1H, m), 3.80-3.90 (1H, m), 3.90-4.00 (1H, m), 4.24
(2H, s), 4.47 (2H, d, J=6.0), 4.86 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.57 (1H, d,
J=16.0), 7.27 (1H, d, J=9.0), 7.51 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.68
(1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.77 (1H, d, J=2.5), 7.88 (1H, s) ;

IR (KBr, cm) : 1732, 1674.

Ll 7 7

N—[3—- (3—73IY)7x=)V) —2— (E) —7axR=)l] —N— [4— [1
— (4, 5=2kROo-3H-EOo—JL—-2—1J)) EXRYUD>—4—A)yFF] —
S—hUITNFORAFINT )] A7 7 EANEBERLIF) 23EME @GIREs
m&ES5109)

s N
H,N //ONT;I\ )£>

CF; -2HCI

(a) N—-[3—-(3—-73Y)7x=)V) —2— (E) —7uxz)l] —N— [4
— (BRYDP =4 —A)NFFY) —3-bUITNADAFNTZ)] AT 7EA
JVBEEE T 7))L 2 IEEER
BEF122TESNEN- [4— (1 -t =T rFIHANRZIERY D —4—
ANFFY) —3—-FUINABAFNTzZ)] —N— [3— (3= 7/ 7))
—2— (E) —70RZ)] AT 7EANVEBIFI (2. 06g) 2 r00RXF
> (50ml) RUETH /=) (25ml) OREBBHEICHEMEL. KAET. EbkEz
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WU, BRELUTERTOREERLE, RDKERETREL 2R, REELS
J—=)V (45m1l) [CBEMEL, L7 BT LKEBK (0. 34g%/K15mliTE
) ‘RU28%7 EZF/K (0. 63ml) ZMAE. BRT1 2HKEKREL 2.
RISHRIZAN HILKRDSAFHB®E (2. 5ml) ZMAE BETEBHEL. &
BESWMHPL C (YMC-Pack ODS-A; YMC. BB : 25%7 = MUV 7K)
THRELE, BONEEBEREGKEZASY /—)L (20m 1) THEHL. 4N HbKE
PAFYBK (0. 5ml) ZMALE BETERHEZESESZ&ICkD. #i2k
a1, 21g (NEK60%) ZEAEEHEREL THE.
'lHNMRGmOMHLDMSOdaépmn:LQQBHJHE7OL187QHJnL208@H,
m), 3.11 (2H, m), 3.33 (2H, m), 4.18 (2H, q, J=7.0), 4.44 (2H, s), 4.50 (2H, d,
J=6.5), 4.89 (1H, m), 6.44 (1H, dt, J=16.0, 6.5), 6.57 (1H, d, J=16.0), 7.39 (1H, d,
J=9.0), 7.55 (1H, t, J=8.0), 7.66-7.73 (4H, m), 7.85 (1H, s) ;

IR (KBr, cm’) : 1738, 1676.

(b) N—-[3-(3—-732/7x=Z)V) —2—(E) —7axzZ)l] —N—[4
— [1— (4, 5—YERO-3H-FO—)J—2—1)V) EXRYZ>—4—-1)VFF
2] —3—bMUINAOAFNTzZ)V] ANT 7 EAINEERELTF), 2HEFEE
EWFI 77 (a) THSNEN- [3- (3—-F73IP /7)) —2— (E) =7
ORZ)V] —N= [4— (ERYD =4 -4 NFFY) =3 —-bUTINFOAFILT
T 2T 7 BAINEBIF) 2#EE (800meg) 2L /—)L (20m1l)
WL, BRT, A—H=v o - T NXb—2a2 - 7FoR-7ai—Iy-X A
YH—FTaFi, E24%, FE147H (199 24) [Org. Prep. Proced. Int., 24,
147 (1992)ICEEMD A EIIEN 2 — YD ) LK DERENL5 — AR+ -3,
4-YEeRO-2H-Eo—)L (370mg) RXMJIZFINT7I> (0. 87m1)
ZA, FERT—BERLZ, RISOETHENZD, 5 -AFF—3, 4—-2EFR
o—2H-¥o—)b (120mg) RCRUIFIFI> (0. 26ml) ZMA, &
S5ICEIBTARMBR L. RIGKRIZAN BKRBIOAFYI O BREMA 2%, BE
TiEgMEL., HREZEZSBMHP L C (YMC-Pack ODS-A; YMC, AHBH : 26 %7 b
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SRUILK) THEELE, BONEEEBEAE 1N ERICERLULE. BE TS
GEHEI L, CHEKICERL, BERERCHTCEICED, EREAW6 2 2me
T 0%) REAEEHEAE L TERE,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.82 (2H, m), 2.00-
2.15 (4H, m), 2.97 (2H, t, J=8.0), 3.53-3.64 (4H, m), 3.72 (2H, m), 4.19 (2H, q,
J=7.0), 4.45 (2H, s), 4.50 (2H, d, J=6.0), 4.96 (1H, m), 6.46 (1H, dt, J=16.0, 6.0),
6.58 (1H, d, J=16.0), 7.44 (1H, d, J=10.0), 7.55 (1H, t, J=8.0), 7.67-7.75 (4H, m),
7.90 (1H, s) ;

IR (KBr, cm“) : 1739, 1672, 1353, 1144.

Ehaf 7 8

N— [3— (3=73IY/)7x=)y) —2— (E) —7oXR=)l] = N—[4-[1
— (4, 5=2Ro-3H-EOo—)—-2—-4)l) ERYID>—4—-A)vAF] —
3—hUINATRAFN T )] ANT 7 EA)EE: 2EMIE @GIrtamEs
613)

Oy OH
o) X
o} O
HZN\H/Q\/\/N O
NH o
CF,3

-2HCI

£ 77 (b) THSNEN- [3—- (3-73IY/7=x2)) —2— (E) =7
nR=)V] =N— [4— [1— (4, 5—-YkRO—-3H-FO—)l—2—-1))) EX
YO —4—ANFFL] =3 - MU TNFBAFIINTzZI] AT 7 EAINEET
F) 2 (47 1mg) 23N HEE (20m 1) IZHEML, 60CT5. 5k
MR U, RISASRE TRHALLE. BETEBEL. REZSBMHPLC

(YMC-Pack ODS-A; YMC. BAHAER : 20% 72 b= bUIL/K) THRELE, &
SNEEREKRE IN ERICARLZR. BETREZES 2, IhE2KIZBE®
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L. B#EERICHTZEICED., Eittem4 04me (NE B 9%) ZEAEFTHE
&L TEE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.82 (2H, m), 2.00-2.15 (4H, m), 2.96 (2H,
t, J=8.0), 3.49-3.64 (4H, m), 3.70 (2H, m), 4.19 (2H, s), 4.50 (2H, d, J=6.0), 4.95
(1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.43 (1H, d, J=9.5), 7.54
(1H, t, J=8.0), 7.66-7.77 (4H, m), 7.89 (1H, s) ;

IR (KBr, cm)) : 1739, 1672, 1353, 1144,

£l 7 9
N—[3—(3=73Y/7x=)y) —2— (E) —7aRz)l] —N— [4— [1
— (2,8, 4, 5—-FhSEROPYIY—6—-1)) ERYI>—4—A)VFF]
—3—bhUINAORAFNT )] ANT 7 EAIVEETF) 23E#E BRIk
EMES110)

EHil 77 (a) THESNEN— [3— (3—-F73I¥/)7z=)) —2— (E) -7
ORZN] —N— [4— (ERUDP -4 —A)IFF) =3 —-bUTINFOAFIVT
V] RNV T 7 BAIVEBLIF) 2HEE (900meg) 215 /)L (20m1)
E%%b‘iﬁﬁ‘i*ﬁ:vﬁ-7VNV—>3>-7>F-7D>~V¥—X'4‘
H—Far). FE24% %147H (199 24) [Org. Prep. Proced. Int., 24,
147 (1992)ICBBOAEICHNERY DL =2 -2 X DBRENZ6 — A RFT -
2, 3, 4, 5—-FrSEROPUTY (480mg) RXMJIFILTI> (0. 9
Sml) ZMA. AET—#HEAEL =, RKIGOETHEWZD, 6 — T b+ -2, 3,
4, 5—FhSEROEYY>Y (48 0mg) ROMJIFITIZ (0. 98m1l)
ZiNZA, BRTI1 AMBERLZE.. I51I240CT1 HEHE®RLE. RIGKIZ4AN
fLKRFBOAFY B (2. 5ml) ZIMALE BETFTREL, BREZ7BHPLC
(YMC-Pack ODS-A; YMC. BHIEE : 25% 7= hUJIL/K) THELRE. £
SNIEEFEGRE 1IN BRICHABLZR, BETREZES 2. INZ2/KITER
L. BREERICATZEIICED, Bk 4 2 9meg (NE4 2 %) ZEAEELE
k&L TH~.

11
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'H NMR (400MHz, DMSO-d,) 6 ppm : 1.22 (3H, t, J=7.0), 1.64-1.85 (6H, m),
1.99-2.10 (2H, m), 2.70 (2H, m), 3.27-3.39 (2H, m), 3.53-3.73 (4H, m), 4.19 (2H,
q, J=7.0), 4.45 (2H, s), 4.50 (2H, d, J=6.0), 4.95 (1H, m), 6.45 (1H, dt, J=16.0,
6.0), 6.58 (1H, d,J=16.0), 7.43 (1H, d, J=10.0), 7.55 (1H, t, J=8.0), 7.65-7.75 (4H,
m), 7.88 (1H, s);

IR (KBr, cm™) : 1739, 1675, 1355, 1141.

EEf1 8 0

N—[3—(3=732/7x=)y) —2— (E) —7aRZJ)l] —N—[4—[1
— (2, 8,4, 5=Fbr5EROBUYDY—6—q)) ERUD>—4—A)NAF]
—3—hUINFAORAFIN T )] AN T 7y EA)NEEE 2ERE @BIREEHE
5614)

E# 7 9 THSNIEN—- [3— (3—73IY/7x=)) —2— (E) —7ORz
J] —=N—[4—-[1—- (2, 3, 4, 5—FhJROEUI>—6—1)) EXY
D=4 —ANFFT] =3 -bMUTNAORAFINT=Z)V] 2T 7B IIVEEEELTF
b 28E®E (29 1mg) 23N #E (20m1) ZAEML. 6 0CTS5. 5K
BELE, RIEHREZEREITHAILZR, WETRHEL, REZ2HHPL C (YMC-
Pack ODS-A; YMC. A : 2 2% 7= RUJIL/K) THELZ, B5NZE
EREEZ LN ERICARLZE, BETRBREEZES L. IhEKICHEMBL. HE
R ZEICkD., EidlbEm240mg (INEB 6 %) ZEAEEHERLL T
‘/iz.

'H NMR (500MHz, DMSO-d,) d ppm : 1.63-1.85 (6H, m), 2.03 (2H, m), 2.70 (2H,

m), 3.20-3.48 (2H, m), 3.52-3.76 (4H, m), 4.12 (2H, s), 4.50 (2H, d, J=6.0), 4.94
(1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.42 (1H, d, J=9.0), 7.54
(1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.71 (1H, d, J=8.0), 7.73-7.78 (2H, m), 7.89
(1H, s) ;

IR (KBr, cm™) : 1732, 1675, 1352, 1143.
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Ehafl 8 1
N— [3— (3—=732)7x=)V) —2— (E) —7aXRZ)] —=N— [4—[1

— (3, 4, 5, 6=-Fh5ERO—2H-T7V¥E —T7-A))) EXRYI>—4—A
WAFY] —3-—bUTNAORFNTz2Z)] ANT 7y EANERETTF) 28E/E
HBlrtemBS111)

EHH 7 7 (a) THSNEZN— [3—- (3-73IP/7x=2)) —2— (E) =7
ORZJ)] —N— [4— (ERUYDZ—4—AINFF) —3—-—hUTINFOAFILT
TTIV] ANT 7 EAIIEERITIL 2HEEE (900meg) 215 /—)L (20m1)
ML, BET. 7T—AF$3—-3,4, 5, 6-—5Fh5ko-2H-7¥E> (5
40mg) ROMNUIZFINTI> (0. 98m1l) ZA. FRT—#EERLZ. KIS

DEFIEND, T—ARFEL—3, 4, 5, 6-F b Rkao—-2H-7HE (5
40mg) EFOMVIFINTI> (0. 98ml) ZMA. SHICERTSEHBERL
72#. 40CT1 HEERLE. RIGKIZ4AN HLKRBIFFY BREMATZE,
BETEMGEL., REZ7BMHP L C (YMC-Pack ODS-A; YMC. BFHIEH : 30%Y
TR MUN/K) THELR. S5NEERERFREZ LN ERICHARLE. BE
TRELZES®. CEKITBMLU. BREZRICHT LKy, FEitlke®3 40
mg (NHE33%) ZEEEFHEGEE L THEE.

'H NMR (500MHz, DMSO-dg) 6 ppm : 1.22 (3H, t, J=7.0), 1.52-1.67 (4H, m),

11

1.67-1.85 (4H, m), 2.06 (2H, m), 2.87 (2H, m), 3.48 (2H, m), 3.67-3.83 (4H, m),
4.19 (2H, q, J=7.0), 4.46 (2H, s), 4.50 (2H, d, J=6.0), 4.97 (1H, m), 6.46 (1H, dt,
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.44 (1H, d, J=9.5), 7.55 (1H, t, J=8.0), 7.67-
7.75 (4H, m), 7.90 (1H, s) ;

IR (KBr, cm™) : 1739, 1675, 1354, 1142.

E it 8 2
N—-[3=-@B=-732)7x=)y) —2— (E) —7uxRZ)l] —=N— [4— [1

— (3, 4, 5, 6=t PFO0-2H-YFE—-7T—-14)V) EXRYP>—-4—-A

WAFI] —3=-bUINAOAFN Tz Z)V] ZAINVT 7 EAINEERIT) 2 EEEE
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Bl LEMES 6 15)

EiEGI8 1 THSNAEN- [3— (3—T72XY /7)) —2— (E) —JoRz

V] —N—[4—[1—-(3, 4, 5, 6—-FhSRO-2H-7HEEZ-7—1)))
ERYD =4 —A)NFF] —3—-bUTNFAOAFINT V] ANT 7 EAIVEE
BeTF) 2iEEtE (307mg) #3N ¥ (20m 1) IZAEMRL. 6 0CT6.
Sﬁ@ﬁﬁbto&mﬁ%iﬁiﬁﬁﬂbtﬁ\WET%%L\%EEﬁWHPLC
(YMC-Pack ODS-A; YMC. EHAH : 23 %7 = MU K) THELEZ, &
ShiEEFEEEZ 1N ERICERLZR. RETBRHEEZE S 82, IheKITERF
L. BEERICAHTIEICED, Eitka®w2 1 8meg (NER7 4%) 2EAEEHE
&L THE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.46-1.67 (4H, m), 1.67-1.87 (4H, m),
2.07 (ZH, m), 2.87 (2H, m), 3.42-3.52 (2H, m), 3.64-3.85 (4H, m), 4.27 (2H, s),
4.50 (2H, d, J=6.0), 4.96 (1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0),
7.43 (1H, d, J=10.0), 7.55 (1H, t, J=8.0), 7.66-7.76 (4H, m), 7.89 (1H, s) ;

IR (KBr, cm’) : 1733, 1676, 1351, 1144.

Ehig] 8 3

N—[8—-(3—-F3IY)7xz=)V) —2— (E) —7aRz)l] —N— [3—~n
O—4-—[1-— (5, 6—-YERO—2H- [1, 4] F72>—3—-14)) EXYP
=4 —ANFFY] 722V ANTFEANEBIF) 2iE8E BIREED
£528)

EF47 (a) THSNEN- [3—- (3—-73IY/7z2)) —2— (E) =7
oR=J)] —N— [3—=20o0—-4— (ERYD>—4—A)VFF) 7] A
T EANEBIF) 2#EE (0. 25¢g) 2T /—)L (1 0ml) IZEHEL,
BRT, A2TAT > Px—F)-F7 - 5IAMY—, £10%, £323H (1
9 7 24) [Indian J. Chem., 10, 323 (1972)\CE#MD A EITREW 3 —F A EIVKY >
AR ENEZ5—TLbhF>—-3, 6-vRo—-2H- [1, 4] F72> (0. 2
4g) RCMUITFILTI2 (0. 23m1l) ZMA. FIRT4RR#HRLEE, 45T
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TIMEHERL, BERT1 IKEKEBLE, 5IC45CT1 2EHMERLEE. ER
T1 1FMKEB Lz, RISKIZ A NEKRDAFYB®R (2m 1) 2MX7E. B
FETHEMEL., REZSEMHPLC (YMC-Pack ODS-A; YMC, BHBH : 20%7 &
FZRUINK) THELE. BONCEEREHGKREZISY /—)L (4m1) [THREL.
ANBEKRRESHFYBER (1m 1) 2MALE BETEBHELZEIESZL1C&D,
ERbAamo. 07g (INE24%) 2EQEETHEKE L TEE. |

'H NMR (400MHz, DMSO-d,) 0 ppm : 1.23 (3H, t, J=7.0), 1.73-1.82 (2H, m),
2.02-2.10 (2H, m), 2.91-2.96 (2H, m), 3.59-3.91 (8H, m), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.81-4.88 (1H, m), 6.44 (1H, dt, J=15.5, 6.0),
6.58 (1H, d, J=15.5), 7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.51- 7.60 (2H,
m), 7.64-7.75 (2H, m), 7.87 (1H, s) ;

IR (KBr, cm™) : 1737, 1674, 1633, 1350, 1155.

FEhfl 8 4
N—[3- B3=73P)7x=)y) —2— (E) —FaxRZ)l] —N— [3—rnO

O0—4-—[1—(2, 3, 5, 6=Fh:37)A0EBYD>—4—-1q))) ERYT>—
4 —AINFFT] 7x2)] AT 7 EANEBRIF)IIN 21EEE GIRLAMES

1045)

Eiifl4 7 (a) THSNEZN- [3—- (3-FIY/)7x2)) —2— (E) -7
oR=JV] —N— [3—r7pop—4— (BERUP>—4—ANFFY) 7)) X))
Ty EANVEBRTFIL 24 (930mg) 2T¥ /)L (20m1) THEREL.
FRT, 2, 3, 5, 6-FbI7)0FOEYY> (0. 16ml) REMYIFILT
22 (0. 64ml) #MMA, FETSHREHRRLE, RISKICAN BILKEF+
YBWEMA%. BETBHKEL, BREEZ7WHPLC (YMC-Pack ODS-A; YMC,
WHIEE : 55%7 MU/ K) THELKZ, BoNZEEREREZ 1N HE
IR, METEBEEZE I YL, JNEKERL., ERERICHTILickD.
 ER{kem8 93me (NES 1%) 2EGEEHEAE L TEL,

'H NMR (500MHz, DMSO-d) é ppm : 1.23 (3H, t, J=7.0), 1.73-1.84 (2H, m),
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2.01-2.12 (2H, m), 3.38-3.48 (2H, m), 3.59-3.69 (2H, m), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.59
(1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0),
7.59 (1H, d, J=2.5), 7.66 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.86 (1H, s) ;

IR (KBr, cm) ; 1739, 1677, 1351, 1147.

Eftif 8 5

N=[3—-(3=73Y/7xz=)V) —2— (E) —7axRz)k] —N— [3—-/0O
o—4—[1—- (2, 3, 5, 6=FbI7)A0EYD>—4—1))) EXYI > —
4—-A)AFL] 7)) ZANVT 7 EAI)VERE 2E#E BIREEHES106
3)

EiEHl 8 4 THSNEN- [3— (3—72Y/7x2)y) —2— (E) —7oRz
V] =N—- [3—rpoo—4— [1- (2, 3, 5, 6—Fb57)FnY -4
—1)V) ERYUD =4 —A)NFF] 7220V] ANT 7 EAINVEBRIFIL 2 EE
#i (356mg) #3N #HEE (20m1) RUF4N HEKEIFFYBER (20m
1) ORESERICHEMAL, 6 0CT8. SEMIHRLE. KISKREZZERETHAL 2.
BETBMEL, REEZ2HWHPLC (YMC-Pack ODS-A; YMC., #HBH : 40%7
TRZRUN/K~TEIZNUINDH) THELEZ. BoNEEEREKZ 1IN &
BRI %. BETEBEZESIEZ, JhEKARL, BRERIcATI&Iick
D, Eitkdw322meg (INFI4%) ZEAEEHEGKEL THL,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.72-1.84 (2H, m), 2.00-2.12 (2H, m),

3.38-3.48 (2H, m), 3.59-3.69 (2H, m), 4.21 (2H, s), 4.47 (2H, d, J=6.0), 4.79 (1H,
m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.42 (1H,
dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 7.66 (1H, d, J=8.0), 7.73
(1H, d, J=8.0), 7.86 (1H, s) ;

IR (KBr, cm)) : 1678, 1346, 1147.

E il 8 6
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N—[3—-— (3=-73IP/)7xz=)V) —2— (E) —7aRZ)l] —N-— [3—7DO
0—4— [1— (N=IFNBNVLAIBA)N) EXRUD > —4—-A)AFI] Tz
W] 2N T 7 EAI)NEBITFI 2HERE @REAMES1081)

EiEH4 7 (a) THSNEN- [3— (3-73IP /7)) —2— (E) =7
ORZI] —N- [3—2oo—4— (ERUD>—4—A)0FF) 7)) A
Ty EANEBIFI 2iFFE (0. 38g) #X¥/—)L (20m1l) ITHBMREL.
FRT. TOFNST T34, ET75%, H790H (196 34) [Angew. Chem,,
75, 790 (1963)ICRBD FIEIENN —ZF IR AT I REDERINZAFIV N
—IFNHFNVLLIIF—F (0. 09g) RXMIZFINTI (0. 30m1l) ZMm
Alt. FIRT4 6 BB Lz, RIGWICAN kB FFHBK (2m 1)
X%, BETRERMEL., REZ2HWHPL C (YMC-Pack ODS-A; YMC. A
2 0%TE RSN K) THELE, BLNEREREKETIS ) —) (5m
1) AL, 4N BLKRDAFHBER (1m 1) Z2iNA7Z%, BETRELZE
IEBIEITED., EREAEMO. 14g (INE35%) 2EAEEREAKE L THEL.

'H NMR (400MHz, DMSO-dy) 6 ppm : 1.16-1.27 (6H, m), 1.72-1.88 (2H, m),

1.99-2.10 (2H, m), 3.40-3.48 (2H, m), 3.51-3.73 (4H, m), 4.19 (2H, q, J=7.5),
4.42 (2H, s), 4.47 (2H, d, J=5.5), 4.79-4.85 (1H, m), 6.45 (1H, dt, J=16.0, 5.5),
6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.52- 7.59 (2H,
m), 7.65-7.75 (2H, m), 7.87 (1H, s), 8.11 (1H, d, J=13.5) ;

IR (KBr, cm’!) : 1738, 1697, 1675, 1350, 1156.

K1k 8 7

N—[3—- B3=732)7xzZ)y) —2— (E) —7aXz)l] —N— [3—-70O
D—4— [1= (N—ITFNANLLIRAI) BERYD -4 —ANFF] 722
W] 27 7 EA)VEEE 23E#E  FiRbemES 109 9)
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O._.OH
O\\Sj/ N/\
oy L
HZNYQ\/\/N /O H
NH (0]
Cl *2HCI

£ 8 6 THSNEN— [3— (3—-73I¥ /7)) —2— (E) —7OR=
V] —N- [3-2700-4— [1— (N—IZFLFRIATI KAL) ERYD>—4
—VFFD] 7o) ANTFEANVEBIFL 2EE (0. 38g) 3N
HBE: (14m1) ICBEMEL. 6 0CTO6RREBBRLAE., RISHZBRITHAIL 1R,
BETEMEL., BEZ2HWHPLC (YMC-Pack ODS-A; YMC. BHIBH : 1 8% 7
ThZbMUINK) THELEZ, BohEBEREAEZ I NEE (2ml) IKBHELE
%, BETBHEEZE ISR, CNEKCBERLER. BRERIATIEICKD, FEi
{kEM0. 25g (NEK67%) *EAEELEKRE L TH.

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.19 (3H, t, J=7.0), 1.72-1.88 (2H, m),
1.98-2.00 (2H, m), 3.51-3.79 (6H, m), 4.28 (2H, s), 4.47 (2H, d, J=6.0), 4.80-4.87
(1H, m), 6.44(1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.41
(1H, dd, J=9.0, 2.0), 7.52-7.60 (2H, m), 7.68-7.75 (2H, m), 7.89 (1H, s), 8.13 (1H,
d, J=13.5);

IR (KBr, cm™) : 1731, 1698, 1677, 1347, 1155.

Ehiti] 8 8

N—[3— (3—73I2/)7xz2)V) —2— (E) —7oRz)l] —N— [3—-70O
0—4—[1— (4, 5= RoxFyy—I)—2-—-1)) ERUYT -4 —1)VF
3] Tz ANTy EANEBRIF) 2EME  GIRMLAHEE10009)
SHEHAT (a) TALNEN- [3— (3-F39/7x=)) —2— (E) -7
OR=L] —N— [3—200—4— (BRUTY—4—ANAEL) 7x2)V] 2L
T EAIEEELTTF) 23EEE (0. 75g) 21Xy /=)L (25ml) ITHBHEL.
EET, I—OET> - Uv—F) T - F—HZwr - 5IARI—, B1 0%,
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#2645H (199 94%) [Eur.J.Org. Chem., 10, 2645 (1999)iZi#k D HEITHE
W2 —FFHVY ROEDERINE2 -+ FI—4, 5 RotFH/—)b
(0. 28¢g) RORUIFINFI> (0. 68ml) 2z, FHET2 2 BRBHEL
7zo RSHIZ 4 NEALKFEDAFH B (5ml) Z2MAKLE. BETREL. KRE
Z73BHPLC (YMC-Pack ODS-A; YMC. BHBEH : 23 %72 b= FUIL/K)
THHMLE. BoN-EEREAKEZTY /=) (10m 1) ZERL. 4 NEkED
FFYUBEW (2m 1) ZMALE. BETREZESE2 LIk, ERtamo.
56g (NE67% =EAEREREESEL TEE,

'H NMR (400MHz, DMSO-d¢) 6 ppm : 1.22 (3H, t, J=7.0), 1.75-1.86 (2H, m),
1.98-2.10 (2H, m), 3.51-3.78 (4H, m), 3.85 (2H, t, J=8.5), 4.19 (2H, q, J=7.0),
4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.76-4.85 (3H, m), 6.44 (1H, dt, J=16.0, 6.0),
6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.52-7.60 (2H,
m), 7.69 (1H, d, J=7.5), 7.73 (1H, d, J=7.5), 7.87 (1H, s) ;

MS (FAB, M*-2HC]) : 604.

£l 8 9

N—[3— (3-73P/7xz)V) —2— (E) —7aRzZ)k] —=N— [3—-r O
O—4—[1— (4, 5= ROFFHYV—IN—-2—1))) ERUI>—4—-A)VF
F] Jxo] ANTrEAIVER 2FEBE BIRMEEWES1027)

mejij\/<fit;l\ii}jg}
o

Cl "2HCI

EH 8 8 THELN/AN— [3— (3—-T73IY7x=)V) —2— (E) —7oR=
] —N— [3—Z7on—-4— [1—- (4, 5= RoFF+y/—)I—-2—-1J)L) ¥
RYDPo—4—ANAFY] 7)) AT 7 EAINVEEBRIFI 2EEEE (0. 2
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9g) #3N tH# (12m1l) ICAEML. 6 0CT1 ORRIBML . RIGHEEIR
ETHALEE. BMETEREL. BELZSBHPL C (YMC-Pack ODS-A; YMC. &
WA 1 7% 722 bUIL/K) THRELE, BN CEEREAEZ 1IN B (2
ml) KBEMBLER. ChE2RETREZEIESZ&ICKD, ERtkamo. 23¢
(K8 2 %) #EABEHMEEE L THL.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.76-1.87 (2H, m), 1.98-2.10 (2H, m),
3.51-3.78 (4H, m), 3.85 (2H, t, J=8.5), 4.28 (2H, s), 4.47 (2H, d, J=5.5), 4.77-4.84
(3H, m), 6.44 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.41
(1H, dd, J=9.0, 2.5), 7.52-7.61 (2H, m), 7.68 (1H, d, J=7.5), 7.73 (1H, d, J=7.5),
7.88 (1H, s} ;

IR (KBr, cm™) : 1733, 1685, 1349, 1155.

Ehif 9 0

N—[3-(38-=732/7x=)y) —2— (E) —7JoxXZ)l] —N— [3=70O
0—4— (bOaX>—=3—ANFAF) JxZ)V] ANT 7 EAINERIFI 2E#K
£ WIrtewBES1117)

SEH 126 TESNEN- [3—oo—4— (baOnN—-3—-A)IFFY) Tz
Z)] —N-[3—= (3—=>7/7=x=)) —2— (E) —7axX)] A7 7EA
IVEEBTF)I (1. 30g) 2¥r00A¥> (25ml) RO /=)L (35m1l)
DESHERICEMEL. KAT. HbKkFEEU L%, FRELUTHRTS3. 5HHEER
L. RISKREREFEHEL-®, B2y ./ —)L (25ml) KEMEL. HkL7 >
EZULKAK (0. 40g%K5mlICHER ”KUO28%7EZFK (0. 90m
1) ZAE, BRTBBRLL, RISKRERETREL K. REZ20WHP L
C (YMC-Pack ODS-A; YMC. WK : 2 2% 7= bYUIL/7K) THRELUI,
BoNEEREAKZTSY /=) (15ml) KEMRL. 4N HKRIAFH B

& (1. 40m1) EMALE. WEFBEEESESIEICED, Mtaml. o
7g (RET70%) EEAEEHEAELTEE,

'H NMR (500MHz, DMSO-dg) 6 ppm : 1.23 (3H, t, J=7.0), 2.05-2.30 (8H, m),
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2.66 (3H, s), 3.94 (2H, m), 4.19 (2H, q, J=7.0), 4.40 (2H, s), 4.47 (2H, d, J=6.0),
4.84 (14, m), 6.43 (1H, dt, J=6.0, 16.0), 6.57 (1H, d, J=16.0), 7.35-7.45 (2H, m),
7.50-7.60 (2H, m), 7.69 (1H, m), 7.73 (1H, m), 7.88 (1H, m) ;

IR (KBr, cm) : 1737, 1675.

EiEH] 9 1

N—[3—-— (3=73IY/)7xz=2)V) —2— (E) —7uXRz)l] —N- [3—-r0O
O—4— (raN>—3—AAF) 7)) AN T 7 EA)VEEE 2 EREIE (B
wMeEMmBE S 1135)
%wW9OT%BMtN—[3—(3—739/71:w)—2—(E)—7m&:
V] =N— [3—po—-4— (banNX>—=3—AIFF) 7xz)V] ANT 7 EA
JVEBE T T 28R (700mg) 23N HEE (20ml) KEML, 60CT
ARSI Lz, RISHESRETHALLE. METRMEL, REZSEHPLC
(YMC-Pack ODS-A; YMC. BHE#H : 1 5% 7= bUIL/K) THELE., &
SN-EERERZ IN B (3. 3ml) KUK (1 0ml) CBHFELER. BE
TBGEZEIESZEICXD, ERta®m58 0meg (NEK8 6 %) 2EAREHEK
& LTk,

'H NMR (500MHz, DMSO-d) 0 ppm : 2.05-2.30 (8H, m), 2.66 (3H, s), 3.93 (2H,

m), 4.27 (2H, s), 4.47 (2H, d, J=6.0), 4.83 (1H, m), 6.44 (1H, dt, J=6.0, 16.0), 6.57
(1H, d, J=16.0), 7.35-7.45 (2H, m), 7.50-7.60 (2H, m), 7.68 (1H, m), 7.73 (1H, m),
7.87 (1H, m) ;

IR (KBr, cm’) : 1732, 1675.

EHEH 9 2
N—[3—-(3-73Y)7x=)V) —2— (E) —7axR=Z)l] —N-—- [3—-rnO
oD—4—[1-—(3, 4, 5, 6, 7, 8—~FHERO-—2H-7V=>—-9—1)))
ERYD—A4—ANAFL] 7)) ANT 7 EA)VERE 23ERE (BIR(ES
mES1171)
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£ 47 (a) THONEN- [3— (3—-F73IP/)7xzZ)) —2— (E) =7
OR=ZJV] —N— [3—2r7on—4— (EXYD>—4—A)vFF) 7zZ)V] AV
Ty EeAIVEBEIFI 2##E (0. 78¢g) 2IF/—) (20ml) IZAEMEL.
BRT, A—HZwr - TN L—=Yar - TR - TSy - A5 —F
aFI. . E24%. 5814 7H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)]
KEBOFEHNTVF -2 -F L 0ERENEZI - ARFT -3, 4, 5, 6,
7, 8—~FHERO-2H-7V=> (0. 80g) RONUIFINTI> (0. 7
Im1) ZiA/Z%. FIRT1 Sk L =, KIGDETHEBNZD, 9 —A b+
-3, 4, 5,6, 7, 8—AFHERO-2H-7J/=> (0. 29g) RUOrUT
FITI> (0. 53ml) #MMA. IHIT7 2KHEERLEZ. RIGKIZ4AN kK
RIOAFHOBEWK (5ml) 2MAKLE. BETEBMHEL, REZ2BHPLC (YMC-
Pack ODS-A; YMC., BHBHE : 30% 7= bUJILK) THELE, /o E
ERERZTLY /=) (5m1) ITHEML., 4N HLKFESAFYBE®K (2m1)
EMALE. BETEBHEZES SR, JhEKERLUZE BEERIAT sk
D, N— [3— (3—=73Y/)7zZ)) —2- (E) —7/axRz)V] —N—- [3—7
oo—4— [1— (3, 4, 5, 6, 7, 8—~AFHbRO-2H-7V/=>—9—1
W) ERYD Y —4—ANFFT] 72Z)] ANT7EAIVEBRIFIV 2EEER
UFRHPOESHO0. 28 g2 J\AREWBERKLL THL.

KRANT, ZOREWZ3N HEE (10m1) ITHEMEL. 5 0CT6REBEERL %,
BHETO6 LFMKEL. 5 0 CTEHIC7REMBER Lz, RINRZZRETHHAILIZE,
BETEMEL, REEZSEMHPLC (YMC-Pack ODS-A; YMC., BHAH : 23%7
ThZbUINK) THELE BoNAEBEREKEZ LN HEE (2m1) ITHEHEL
i, METBMLZEIE2 &Ik, ERkd®0. 09g (NRS58%) ZER
?ﬂ%i%ﬁi& LT/,

'H NMR (400MHz, DMSO-dg) 6 ppm : 1.38-1.81 (12H, m), 2.00-2.09 (2H, m),
2.78-2.85 (2H, m), 3.48-3.57 (2H, m), 3.59-3.72 (2H, m), 3.73-3.86 (2H, m), 4.27
(2H, s), 4.46 (2H, d, J=5.5), 4.80-4.88 (1H, m), 6.44 (1H, dt, J=16.0, 5.5), 6.57
(1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.51-7.60 (2H, m),
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7.64-7.75 (2H, m), 7.87 (1H, s) ;
IR (KBr, cm’)) : 1733, 1675, 1627, 1352, 1156.

£ 9 3

N— [3- (3-73¥/ 7zl —2—- (E) —7OX=))] —N— [4— [1
— (4, 5=ebRrnogFHy— ) —2—-1)) ERYIP—4—-A)NVFF] Tz =
W] ZINT7 7 EANEBIF) 2HHE @GIrteEmES1011)

EWEF5 9 (a) THSNEN- [3— (3—732 /7)) —2—- (E) =7
ORZ] —N= [4— (ERYDZ—4—A)VFAF) 7x2)V] 27T 7 €1 IVEE
BTF) 2i#E (533meg) 21 /)L (10ml) ICBEHL, BRT. I—
OE7> - Py—FN AT - A—HZwl - FIZXbU—, F10%, HFE2645H
(199 9%) [Eur.J.Org, Chem., 10, 2645 (1999)|iCF#E D HIEITHREWN 2 —FFH
JUREDERENZ2-ThFT—4, 5-YRoFFH/—)L (23 5meg)
EORNUIFIINTIY (0. 43ml) ZmiA. RBT—HESRLEZ. KIDKEZBET
B L%, REZSBMHPLC (YMC-Pack ODS-A; YMC, BHBE: 22%7 ¢
RZbPUN/K) THELE. BoNEBEREAZLIY /—)L (5ml) ITHEMEL.
4N BIbAESAFYBK (0. 36ml) ZMALE BETFRBHELZEIESZ
ik, Eifbewm2 78meg (NFE47%) 2EAEEEEREL THZ.

'H NMR (400MHz, DMSO-dy) 6 ppm : 1.23 (3H, t, J=7.0), 1.66-1.80 (2H, m),

1.94-2.10 (2H, m), 3.62-3.82 (4H, m), 3.85 (2H, t, J=8.5), 4.20 (2H, q, J=7.0),
4.34 (2H, s), 4.44 (2H, d, J=6.0), 4.68 (1H, m), 4.79 (2H, t, J=8.5), 6.44 (1H, dt,
J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.04 (2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.54
(1H, t, J=8.0), 7.70 (2H, m), 7.88 (1H, s) ;

MS (FAB, M+-2HCI) : 570.

Ehaf 9 4
N—[3—- (3—7322)7x=))) —2— (E) —7oR=)] —N— [4— [1
— (4, 5= RoFFsy—il—2—-a)) EXYI> -4 —A)lAF] Jz=
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W] 2N 7 7 BA)NVERE 2FE WBIRbEemES1029)

EHF 9 3 THSNEZN- [3— (3-73IY/7xZ)) —2— (E) —7/oRz
V] —=N—[4—-[1—- (4, 5—YeROFFHI—)Ib—2—-1))) ERUT>—4
—ANAFY] 7xZIV]) RNT 7 EAINVEEEIFI 2HEE (27 2mg) 23N
H# (10m1) KEML. 6 0CTHRME®RLL. RISKREBRETHAL R,
BIETEBMEL., REZ2BHPLC (YMC-Pack ODS-A; YMC. BHIAH : 1 5%
T hZ MUK THEHELUE, BONEEEREFE 1IN EE (4ml) ITHBERL
%, CThZ2RBETEHGLZEIESZLICKD. EitdW209meg (NE8 0 %)
EEAREREKE L TR, _

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.65-1.81 (2H, m), 1.97-2.10 (2H, m),

3.43-3.62 (4H, m), 3.85 (2H, t, J=8.5), 4.21 (2H, s), 4.44 (2H, d, J=6.0), 4.68 (1H,

m), 4.79 (2H, t, J=8.5), 6.44 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.03 (2H,

d, J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.70 (2H, m), 7.88 (1H, s) ;
IR (KBr, cm’!) : 1687, 1346, 1156.

L 9 7
N—[3—(3—73IY)7x=)V) —2=—7)Fa—2— (Z2) —7aR=)L] —

N—[4—-[1— (4, 5= PRFO0-—3H-KEO—=)I—-2—-1)}) EXYT>—4—
ANAFY] TxZ)V] AT 7 EANEBRITIN 2HBE GINMEEMESL 4
62)

(a) N—[3=— (83=F3IP/)7xzZ)y) —2—-I)FuO-2—- (Z) —70oR
] = N—[4— (EXRYDPY—4-A)NFF) 7JxZ)V] ANT 7 EAIVEEET
F)b

B2EH131TESNEN=- [4— (1=t =T FIHAINRINERYD > —4 -
ANWNAFI) 722NV -N=[3—-(3-7/7xz2)V) —2-I)FA0—-2— (Z)
—7aRI)V] ANV T 7 EANEEBRIFII (1. 41g) 22r00AF> (256ml)
EOILy /=) (25ml) OEGEEICHERL. KAT. BILKkEEZECE. &1
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ZLTEERTI ORERAELL, RIDEERE FBEL 2%, BEZ2LY /—)L (30
ml) ICHEMBL, L7 BT LKEK (0. 25g%K1 0m 1 ITAMR KU28%
TOEZTK (0. 47ml) EZMAKE, BRTSHEIMELZ. RIGKIZ4AN #H
LARESAFHBEH (1m1) Z2MALE BETRGEL. BEZSWHPLC
(YMC-Pack ODS-A; YMC., AHEE : 20 %72 = bUJIL/K) THEETZZ &
c&kD, ERkAw1l. 00g (NRT75%) EEAKEREEL L TEE.

H NMR (500MHz, DMSO-d,) 6 ppm : 1.24 (3H, t, J=7.0), 1.81 (2H, m), 2.08 (2H,
m), 3.06 (2H, m), 3.22 (2H, m), 4.20 (2H, q, J=7.0), 4.36 (2H, s), 4.56 (2H, d,
J=16.5), 4.65 (1H, m), 5.94 (1H, d, J=39.0), 7.05 (2H, d, J=9.5), 7.40 (2H, d,
J=9.5), 7.56 (1H, d, J=8.0), 7.74 (2H, m), 7.81 (1H, s).

(b) N—[3— (B3—=73IY)7xZ)V) —2-7)yFo—-2— (Z) —7oR
W] -N—[4—[1— (4, 5—=YERO-3H-¥O—)—2—-1))) EXYY
v—4—ANAFY] TJxZN] ANT 7 EAINVERIFIV 23EEE

EFI9 7 (a) THENEN- [3— (3—-73IY/7xz2)) —2-7)hFO—
2—(2) —7ORZ)V] —N— [4— (ERYD>—4—A)NFFY) 7] R
WI7EBANEBIFI (1. 27¢g) 2T /)L (50ml) IKAMRL. BRTH
—How o « TN L—=var - 7oR-Tai—Iy—-X-A2F—F>ar. &
24%. $147H (199 24) [Org. Prep. Proced. Int., 24, 147 (1992)iCEE# D
FHEIRN2 —EOUY ) D EDEREINZS - ARSI -3, 4—JERO-2H-
¥o—)b (0. 73g) ROCMNJIZFINTI> (2. 10m1l) ZMA. FET4FM
BBLE®, 5-AMFT—3, 4—-YRo-2H-Eo—)l (0. 73g) KUk
JIFIT7I> (2. 10ml) 2R, TSHIC—BKRELZ, RIGKZBLETEMEL.
B ESBRHP L C (YMC-Pack ODS-A; YMC, BHBH : 20% 722 MU/
K) THHEL., BoNEEEREKELY /—) (5m 1) IZBEML., 4N HEILKE
DAFYBEK (0. 80ml) EZMALR, BETRBHEZESESILICXD. FiE
Le®mo. 60g (NE37%) =EEEELEELL THE,

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.24 (3H, t, J=7.0), 1.68-1.82 (2H, m),
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2.02-2.13 (4H, m), 2.97 (2H, t, J=8.0), 3.47-3.53 (1H, m), 3.58-3.73 (4H, m),
3.85-3.92 (1H, m), 4.21 (2H, q, J=7.0), 4.37 (2H, s), 4.60 (2H, d, J=16.0), 4.71
(1H, m), 5.95 (1H, d, J=39.0), 7.07 (2H, d, J=9.0), 7.41 (2H, d, J=9.0), 7.59 (1H, t,
J=8.0), 7.70 (1H, d, J=8.0), 7.76 (1H, d, J=8.0), 7.82 (1H, s);

IR (KBr, cm™) : 1672, 1354, 1161.

Efif] 9 8

N— [83— (3—7F73IP/7xz=)y) —2-=7)VyFA0—-2— (Z) —7axXZ)l] —
N—[4—[1— (4, 5—YERO—3H-FO—)L—-2—Aq))) EXRYI>—4—
ANAFL] T2Z)] ANT 7 EA)NVERE 23ERE @GIREeamES1484)
W9 7 (b) THBNEN- [3— (3—T73I¥/)7xZ)) —2—-7)F0-—
2—(Z) —7oRz)y] —N—-[4—[1—- (4, 5—-2YkFOo-3H-EDo—J)l—
2—1)) ERUD =4 —ANFF] 7xZ)V] ANT77EAIINVEBERITFI 218
i (0. 47¢g) 23N ## (20m 1) IZAEMRL. 70CT2. SRMBE®RLE.
RIS ZRE TEBMGEL, REEZSBHPLC (YMC-Pack ODS-A; YMC., &AL
15%7Er=RUIL/K) THELE, Gon/BERESKZIN HER (2. 5m
1) AL, BETEBREZEI S Z&12XD. Eikd®mo. 39g (NES 6 %)
ERAREHERE L TEE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.68-1.81 (2H, m), 2.02-2.14 (4H, m),

2.96 (2H, t, J=8.0), 3.44-3.74 (6H, m), 4.23 (2H, s), 4.59 (2H, d, J=16.0), 4.71 (1H,
m), 5.95 (1H, d, J=39.0), 7.06 (2H, d, J=9.0), 7.42 (2H, d, J=9.0), 7.59 (1H, t,
J=8.0), 7.68 (1H, d, J=8.0), 7.76 (1H, d, J=8.0), 7.81 (1H, s);

IR (KBr, cm?) : 1672, 1352, 1158.

EiEs1 9 9

N—[3-— (3=F73IY/)7x=)y) —2-I)F0-2— (Z) —7aXRZ)l] —
N—[3—HINEAN—4—[1— (4, 5-rRO-3H-¥O—)L—-2—-1))
ERYDP 4 —ANAF] JxZ)V] AINVT 7 EANEBERIFI 2IEEE (F)
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NMEaMES1472)

(a) N—=[3— (3=-7F73IV/)7x=)y) —2—-7)F0O—-2—- (Z) —7ox
)] —=N= [3=HIINEAN—4— (BRI —4-A)AF) TJxz)V] X
VT 7 EA)NEER T T )V |

£EH132THESNEN- [4— (1 -t —TrFIANRINERYD > —4—
ANFFY) =3 —HINEANTzZ)] —N- [3— (3—-¥F7 /7)) —2
—IhFa—2— (Z) —7axz)V] 27 7L IVEBLIFI (4. 30g) &2
poOAy> (35ml) ROTH /=) (35m 1) ORBBHEITHEML. KET.
Wb kFEZBU%, BREUTERTIRERERL 2. RICHKZHETIREL 2.
BEEILY/—)V (30ml) WEML. H7 ' U LKEK (0. 80g%KS5
mlICHER) RO28%7>EZ7AK (1. 80ml) 2MALE. BRTBKEL
7o RIGIRZRETIEBMEL. RELZ2BHHP L C (YMC-Pack ODS-A; YMC. BHIE
#:15%7 R bUIL/K) THETHZEICLDERLEM2. 20g (NES
8 %) EGMEEHEKEL THE,

'H NMR (500MHz, DMSO-d¢) 6 ppm : 1.24 (3H, t, J=7.0), 1.88-1.96 (2H, m),

2.09-2.17 (2H, m), 3.02-3.09 (2H, m), 3.17-3.24 (2H, m), 4.21 (2H, q, J=7.0),
4.40 (2H, s), 4.62 (2H, d, J=16.0), 4.81 (1H, m), 5.98 (1H, d, J=38.0), 7.26 (1H, d,
J=9.0), 7.51 (1H, dd, J=9.0, 3.0), 7.57-7.71 (2H, m), 7.73-7.78 (2H, m), 7.81 (1H,

s).

(b) N—[3— (3=73IY/7x2)y) —2-=7)vF0-2— (Z) =7OR
=] - N— [3—AIINEAN—4—[1- (4, 5-YRO-—3H-¥O—)l—
2—A)) ERYDY—4—ANVAFI] JxZ)] AT 7 EAIVEEETFIV 23K
EiR

EHF 99 (a) THSLNEN- [3— (3—73IY/7x2)) —2-7)Fo-
2— (Z2) —78RZ)] =N=— [3=HNWNEAIN—4— (ERUZ>—4—A)bF
F) 7] ANVT yEAINEEIFI (1. 20g) 2245 /—)V (40m1l)
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BBl BRTAH-H=w s - FLXL—2al - TR 7Oy —-X A
F—FaF).E24%. 514 7H (199 24) [Org. Prep. Proced. Int., 24, 147
(1992)[ICERBOFEICAEN2 —EOUD ) D EDBRENZE —ARFS =3, 4
Eko—2H-PO—) (0. 64g) RORJIFILTI> (1. 80m1) EMX.
FHRT 1 BFEBR L 2%, —BHRELZ. RINEEZRETEEL. BEZISBHPLC
(YMC-Pack ODS-A; YMC. BAHEE : 1 5% 722 MUIL/K) THEL., F5
NmEREEETS /)b (5m 1) KHEMRL. 4N HILKEDFFY o mm (1.
60ml) ZMA-HE. BETBHZEIESZ&ICED, Eikad®m0. 40g (X
#26% EEAEREHEEELTEE,

'H NMR (500MHz, DMSO-dy) 6ppm: 1.24 (3H, t, J=7.0), 1.81-1.92 (2H, m),
2.02-2.14 (4H, m), 2.96 (2H, t, J=8.0), 3.48-3.88 (6H, m), 4.21 (2H, q, J=7.0),
4.40 (2H, s), 4.62 (2H, d, J=16.0), 4.87 (1H, m), 5.98 (1H, d, J=39.0), 7.30 (1H, d,
J=9.0), 7.49-7.63 (2H, m), 7.68 (1H, d, J=8.0), 7.74-7.82 (3H, m);

IR (KBr, cm’)) : 1669, 1354, 1156.

EHigl1 00

N— [3=— (3—=73IP)7x)) —2-=-7)bF0—2— (Z) —FuaxXz)l] —
N—[3—HAINEAN—4—[1— (4, 5—RO-3H-FOo—)l—-2—-14)1)
ERYDY—4—A)AFL] 7)) ANT 7 EA)VER: 23E8IE WIRILEE
WEE1494)

EiEFI9 9 (b) THESNAEN- [3—- (3-72XP/7xz2)V) —2-7)vFA0—
2— (Z2) —7aRZN] —N—- [3=HINEAN—-4-[1— (4, 5—-Yk kO
—3H-FEOo——2—-1))) ERYD =4 —A)FF] Tz AT 7EA
IVEEEEIFI (0. 27g) #3N Hig (20m 1) KHEML., 70CT2. 5K
B Ui, RISHERE FEGL. BE%2RHPLC (YMC-Pack ODS-A; YMC.
BHER: 10% 72 RbUIV/K) THELEZ. BRONCEERERZ 1IN HER
(1. 2m 1) ICHEFEL. BETBHEEZEIE2 &1L D, ERkam0. 20g (X
BT 7% EERAEREBEKELTER.
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'H NMR (500MHz, DMSO-d,) 6 ppm : 1.82-1.93 (2H, m), 2.02-2.15 (4H, m),
2.96 (2H, t, J=8.0), 3.48-3.73 (5H, m), 3.78-3.88 (1H, m), 4.27 (2H, s), 4.62 (2H,
d, J=16.0), 4.87 (1H, m), 5.98 (1H, d, J=39.0), 7.30 (1H, d, J=9.0), 7.49-7.71 (3H,
m), 7.73-7.83 (3H, m);

IR (KBr, cm’) : 1670, 1352, 1156.

Ehgl101
N—[3—-(3=73IY/7x=)y) —2— (E) —FJoXRz)l] —N— [3=H)
NEAI)N—4—[1— (4, 5—2ROo—-3H-¥Fo—)\l—2—-A1)) ERYI > —
4—ANAFI] TxZ)] AFZNKCTIR 2#E WBIRELEMESL 3
8 4)

(a) N—[3— (3—-73¥/7x=J)) —2— (E) —70/_=)k] —N— [3
—HINEAN =4 — (ERYUDS—4—A)VFFY) Tx] AP INRS T3
R 2R

BEF13A4TESNEN- [4— (1—t—ThFIHNRIJPERY I —4 -
ANAFY) =3 —HAWNEANT2ZIN] —N— [3—- (3—27/T7x2)h) —2
— (E) —7/OXZNV] AFSZERSTIR (1. 01g) &#¥romxs (7.
5ml) ROXTH /—)V (7. 5ml) OEBEBEIEHFEL. XK T. HILKkFEEZEL
Ft%, Bt U THETARBBRLE, SKERETRKELER REETY ) —
B (15m1) ML, b7 > AKER (0. 24gK3m AR &
B28%7EZTAK (0. 43m1) ALK HET—BRELE. KASHKER
ETFHEGEL. BEICTY /—)b (10m1) RO4AN HKkEIHFHE]K (2m
1) ZMA%. BOBETRMEL, REZ2WHP L C (YMC-Pack ODS-A; YMC.,
BHEE: 10% 7ML K) THELEZ, BoNEBEREAKZLISY /—)L
(10m1) ML, 4N HKBEIFFIwmH (2m 1) EMALE WET
EBEEEIEE, ChEKICBERLUEE. EEGRIZAIIEICLD, Ebed?0.
95g (NEI98%) ZARHAEEREKREL TR,
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'H NMR (500MHz, DMSO-d,) 6 ppm : 1.87-1.97 (2H, m), 2.08-2.18 (2H, m),
3.06 (3H, s), 3.14-3.25 (2H, m), 3.65-3.74 (2H, m), 4.45 (2H, d, J=6.0), 4.80 (1H,
m), 6.46 (1H, dt, J=16.0, 6.0}, 6.59 (1H, d, J=16.0), 7.23 (1H, d, J=9.0), 7.48-7.59
(2H, m), 7.68-7.75 (3H, m), 7.90 (1H, s);

(b) N—-[3-@B-732/7xz2)V) —2—=(E) —7XRZ)V] —N—=[3

—HINEAN—4— [1— (4, 5—PRA-3H-¥O—)l—2—-1)l) EXRY
V=4 —ANAFI] TxZI)V] AFZNKRITIR  2ERE

ERF 101 (a) THSNEN- [3— (3—F722)7x=)) —2—- (E) —
7aRZ)N] —=N— [3=HIINEAIN—4— (ERUDPD—4—-A)FF) Tz
V] AF AR TIR 2EEE (0. 95¢g) 214 /) (15ml) EMR
L. BRT. A—H=Zwr - UL —2a> 7R - TOs—TJry =X A 25—
FTaF), F24%,. B147H (199 24) [Org. Prep. Proced. Int., 24, 147
(1992)|ICERMOFEICHN2 —EOU D/ D EDBRENES — A bF2 -3, 4-
ERo—-2H-Eo—)L (0. 52g) RCMJIFIITI> (1. 20m1) ZMA,
FRT—MREL~Z%, 5—AMFI—-3, 4—2Ro-2H-¥Oo—)L (0. 17
g) RN UZFINTI> (0. 24ml) Z2MA. S5IT6RHEERLE. RISKZ
BETEBGL, BEICTY /=)L (10m1) RU4N HLKESAFHER (4
m 1) ZMAE BURETERMEL 2. ZEZ2BHP L C (YMC-Pack ODS-A; YMC.
BHEH: 10%7 2= RUIL/K) THEL, BS5NELEERERKEZ 1N HEE (5
ml) 2% BETEBGEEZEEI S, INE2KITBRLLE. BERERICHT
itk ERkEmo. 67g (INFE6 3%) EAEEREMALLTHEL.

IHNMRVWOMHLDMSOdQGpmn:L79192@HJM,202214MH,mL

2.99 (2H, t, J=8.0), 3.37 (3H, s), 3.41-3.58 (4H, m), 3.82-3.90 (2H, m), 4.46 (2H,
d, J=6.0), 4.86 (1H, m), 6.47 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.26 (1H,
d, J=9.0), 7.49-7.58 (2H, m), 7.67-7.77 (3H, m), 7.91 (1H, s) ;

IR (KBr, cm’) : 1669, 1334, 1151.
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FhEfl 1 0 2
N—[3—(3—=73IY/7xz=)y) —2— (E) —7uaxX=Z)l] —N— [3-H)
NEAN—4—[1— (4, 5—YERO—3H-¥O—)l—2—1)) EXRYY>—
4—ANFAFL] TxZ)] IHZNETIR 2HRIE  FIRbamEs 1 4
06)

(a) N—-[3—-— B-F73IY)7x=)V) —2— (E) —7aRz)k] —N—-[3
—IWNEAN—4— ERYP—4—ANFAFY) TxZ)] IFRIEIT I
R 2iE@E

2EH 1 35THSLNEN- [4— (1 —t—TrFTHNRZNERYD > —4 —
ANFFY) =3 -ANWNEANTzZI)V] —N— [3—(3—=>F7/7=x=2)h) —2
— (E) —7aRI)] THANFET7IE (1. 08g) 2¥7nOA¥ > (8m
1) RULH /=)l (8m 1) OESHEEICHEMBL. KHT. HkEE2BCLE. B
BRELUTEETAREERLE, KINKREBTETREL 2%, REZLY /- (16
ml) ICBERL. B EZULKARK (0. 26 gZ2/K3mlITER KU28%
TUEZTAK (0. 46ml) ZMAkE BRTBRELZ. KRNKE T T RE
L. BEICTY /=)L (10m1) RUC4N BIARIAFHB®R (2m 1) 2
A7zt BOWRETEML, REZ2BMHP L C (YMC-Pack ODS-A; YMC. JAHA
fB:10%7ErZRUIL/K) THRELEZ. BS5NEERE®KEZLZY /- (10
m1) IEML, 4N BOKRIAFHBE (2m 1) ZMATR. BETREL
BXE5ZEICED. EikAW0. 68 g (NE64%) 2UEGEEHEKRELLT

&,

'H NMR (400MHz, DMSO-d,) 6 ppm : 1.26 (3H, t, J=7.5), 1.86-1.94 (2H, m),
2.07-2.14 (2H, m), 3.01-3.09 (2H, m), 3.13-3.23 (4H, m), 4.45 (2H, d, J=6.0),
4.77 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.20 (1H, d, J=9.0),
7.46-7.75 (5H, m), 7.87 (1H, s).

(b) N-[3-@B-73Y77x=)) —2— (E) =7OR=)l] —N-—[3
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—HIINEAN—4—[1— (4, 5—-YRO-3H-FEOo—)l—2—-1))) EXY
Vry—A4—ANAFY] )] TFZZNECTIE 2RI

EfH 102 (a) THSNAEN- [3—- (3-72Y/)7x2)) —2—- (E) —
TaRZ)] =N— [3—=ANWNEAIN—4—- (EXRYTP2—4—-A)FF) Tz
W] THZNKRT7IR 28@E (0. 68g) 2%/ —)L (15ml) ITEMHF
L. BT, A—H=zv o - T X\b—ar - 7>R - 7ai—Cy—-X (25—
FiaFl, E24%, $147H (199 24) [Org. Prep. Proced. Int.,, 24, 147
(1992)ICFEMDAFEIIREN 2 —EOU D ) P XKDERENZE - AMF—3,4-2
tRko—-2H-¥o—)l (0. 36g) KXMUIFITI> (0. 85ml) ZMXA,
FIRT—BKEL=%, 5—AFFI—3, 4—YRO-2H-Eo—)L (0. 19
g) ROMUIFNFI> (0. 34ml) ZMMA, I5IC5RKEBRLE, RIEKE
BETEMHEL., BEICIY /=) (10m1) RU4N EKEDTFY BR (4
m 1) ZMAZE BORETIREL 2, REZ72EHP L C (YMC-Pack ODS-A; YMC.
BB : 1 0% 7= MUIL/K) THREIL, foh=EEREAZ 1 N Hik (8
ml) ZMA#E. BRETBHEZEI SR, ThEKITERL R, BBEZRICHT s
Ly, Eifbem0. 56g (NERT3%) ePFRAEEREAREL TRZ.

'H NMR (400MHz, DMSO-d4) 6 ppm : 1.27 (3H, t, J=7.5), 1.79-1.91 (2H, m),

2.02-2.14 (4H, m), 2.97 (2H, t, J=7.0), 3.21 (2H, q, J=7.5), 3.47-3.73 (5H, m),
3.90 (1H, m), 4.47 (2H, d, J=6.0), 4.86 (1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.57
(1H, d, J=16.0), 7.26 (1H, d, J=9.0), 7.49-7.58 (2H, m), 7.69-7.76 (3H, m), 7.92
(1H, s);

IR (KBr, cm’) : 1671, 1331, 1146.

FEhitl1 0 3

N—[3— (3—=73Y)7x2)y) —2— (E) =7axXZ)] —=N—- [3-A)
NEAN—4—[1— (4, 5= bPOFFHV—N—2—-4)) EXYP>—4—
ANAFL] TN AYZNKRTI R 2HEE WIRbEeEmES1211)

EigFl1 01 (a) THSLSNEN- [3— (3—=-73I2/7xz2)) —2—- (E) —
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TaxRz)V] —=N—= [3—HINEAN—4—- (ERUTD =4 —ANFFY) Tz
W] AZZNEKTIR (0. 32g) A% /=) (15ml) ITHEHEL. ZRT.
A—Obe7y  Py—Fh. T - FA—HZwr - FIAMI—, B10%, £264
5E (199 9%) [Eur.J.Org. Chem., 10, 2645 (1999)iECHDGEITHEN 2 —F
FHVY RO EBREINZ2-ThF—4, 5T RafFIy—)L (0. 21
g) RKOCMUIFINTI (0. 56ml) ZiMA. ENRT2EFEEBERL R —BK
Bl RINEEZRETREL., REZ7WMHPLC (YMC-Pack ODS-A; YMC. &
B : 1 2% 722 bUIL/K) THRELE. BoNEERERKEZ 1N HEE (2.
Om 1) KHEMLUE%. BETBEZESIESZ&ICLD, ERé®m0o. 11g (X
R26%) EEAEEREAKELTEL,

H NMR (500MHz, DMSO-d,) 6 ppm : 1.78-1.92 (2H, m), 1.98-2.11 (2H, m),
3.06 (3H, s), 3.47-3.88 (6H, m), 4.45 (2H, d, J=5.5), 4.76-4.85 (3H, m), 6.47 (LH,
dt, J=16.0, 5.5), 6.59 (1H, d, J=16.0), 7.25 (1H, d, J=9.0), 7.49-7.58 (2H, m),
7.67-7.76 (3H, m), 7.91 (1H, s);

IR (KBr, cm’) : 1686, 1334, 1151.

EiiBil 1 0 4
N—[3-(3-73Y)7xz=)V) —2— (E) —7oXRZJ)l] —N— [3-A)
NEAN—4—[1— (4, 5-ROF7V—)I—2—-1))) EXRYP>—4—A1
WAFI] JxZ)V] AZZ)NVECTFIR 2iE@E  BIRELEHNES 126 9)
EiEF 101 (a) THESNEZN- [3— (3—722/)7=x2)) —2— (E) —
7a/RZI] —N— [3—HINEAN—4— (ERUYD—4—A)FF) Tz
W] AF AR TIR (0. 32g) 2750752 (3ml). 1, 4—
DAFHY (3m1) KUK (3ml) ORBAEHICHEMHEL. KT, 2—-roo4qY
FAITHR—hK (0. 056ml1) RXRUTFII'7I> (0. 07ml) ZMA. BiR
TliSﬁ@ﬁ#bk%\—%mﬁbtoﬁmﬁémET%%L\%ﬁEﬁWHPLC
(YMC-Pack ODS-A; YMC. EHBH : 1 2%7 b UIL/K) THELE, &
EN-EEHEAZ IN HEE (1. 2ml) KERLAEE BETRHELZEIESC
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Eickn., EiMbEem0. 15g (NR59%) ZEAEEREMAKEL THE.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.82-1.93 (2H, m), 2.02-2.12 (2H, m),
3.06 (3H, s), 3.52-3.63 (3H, m), 3.68-3.82 (2H, m), 3.91-4.02 (3H, m), 4.45 (2H, d,
J=6.0), 4.85 (1H, m), 6.47 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.25 (1H, d,
J=9.0), 7.49-7.58 (2H, m), 7.68-7.76 (3H, m), 7.91 (1H, s);

IR (KBr, cm’) : 1673, 1632, 1333, 1151.

Efl 1 0 5

N— [3—2op—4— (1 " AFIERYD -4 —-A)AF) JxzZ)V] —N
- [3=[3— (ZbFIHNKRZNTI)) (AX)) AFNVNTxZ)] —2— (E)
— 7Rz ANT 7 EAINERELITF)  2EEHE

4——bta7z/—=)V (1. 00g) 2¥r00AF> (20ml) ITHEML. K&
T, 7ooFgELF)L (0. 70ml) ROEUP> (0. 70m1l) & F LK.
FR TR L2, RISEZBRETREMELZR, RECEFRIFIVEMA, 8 x%g
KFF MU T LKER. Ak, SBREAKEN U D LKER KR O &K TIE
KRk Lz, BREEEKRE X LATEELE, BETBREEZEERTS L
TEON-ABEKEZAFY > TERTSZEICED, 44— 07z ZI)VRBEIFIL
1. 44g (NEI5%) Z2RABENAKELTH.

Efifl 1 THESNEN- [3—- (3—73IY/)7x2)V) —2— (E) —7aRo)V]
~N—[3-700-4— [1-AFNERYD>—4—A)LFF] 7z2)V] A
Ty EAINEBIFII 2#EEE (0. 42¢g) #/K (5bml) IKAEMAEL., 4—=hnO
TITVREBIFINOIIOOAY VER (0. 14 g2 005> 5m | ITER)
ROREKZF NI TA (0. 11g) ZAE. BRT3IREERLZ. RISKIZ
BN REEKFZ T DU O LKBWE A =1, BT )L THI L. #IHR 2 fafn ik
EF NI LKBHRTEE Lz, AEELZEKRBT XL TEEL, BETEE
L. BRBEUNTFINASLIOINT ST 44— (BHEE : Prnaxy s /T
y)=)=1/1) THEHEL], BonlEETKEKEZIY /—) (5m]) ITHEML.
IN H# (1. 4m1) BMAKE BEFBEEESEE, ChEKICERLLE.
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HREERICATZEICED, EREAW0. 36g (NET78%) 2EAKELEIKE
LTH=,

'H NMR (500MHz, DMSO-d,) d ppm : 1.23 (3H, t, J=7.0), 1.33 (3H, t, J=7.0),
1.90-2.07 (2H, m), 2.15-2.25 (2H, m), 2.74 (3H, m), 3.00-3.10 (2H, m), 3.33 (1H,
m), 3.40-3.50 (1H, m), 4.19 (2H, q, J=7.0), 4.35 (2H, q, J=7.0), 4.42 (2H, s), 4.47
(2H, d, J=6.0), 4.62 %X 4.87 (5t 1H, %& m), 6.42 (1H, dt, J=16.0, 6.0), 6.59 (1H,
d, J=16.0), 7.31 (1H, m), 7.40 (1H, m), 7.54 (1H, t, J=8.0), 7.59 (1H, m), 7.66 (1H,
d, J=8.0), 7.75 (1H, d, J=8.0), 7.86 (1H, s);

IR (KBr, cm’)) : 1742, 1674, 1354, 1157.

E#l10 6

N—[3—700—4— (1 —AFIERYD —4—A)FF) JxZ)V] —N
— [3—[3— U3 ) (A= RAbFI T I)FIANKINTI)) AFNTZ
V] —2— (B) —70RZ)V] A7 7 ELINEBIF) 2E#HEE

4—AbFT T2 /=) (1. 00g) 2¥r700A¥> (20m1l) IZBEMRL. K
BT zooFE4—ARFT 7))V (1. 26ml) RKCEUZ > (0. 72ml)
R TFLAE. BRTBRERLE. SEZRETRMEL 2%, BRI FILTHERL.
RN AEK TR Uiz, AREZEKHES 72U A TEHREL %, BETBEGZE
IRBZEICED, ZREEERX (4—AMFT7xz2)b) 2. 37g (NXREEH) %
HEEEE L THEE.

EiEpl 1 THSNEN- [3— (3—-F732 /7)) —2— (E) —7aRz)l]
—N—- [3—=7an—4— [1-AFIERYIP U —4—A)FF] 7)) R
Ty EAINVEEEIFI 2iEEE (0. 50g) &K (10ml) IKHBEHEL. ZKEE
2 (4—ARFLTIIIN) OUZOOAY R (0. 22g&THOORFS10
m | ICAfR) ROREKZEFNUDA (0. 14g) 2MARE. BRTBHELE,
RIS KR O REAFE T MY O LARMALE, BTV TR U, MR % safnx
BEkFF MU U LKBB TR L, ARELZEKRES 72D LTEEL, BET
BREL-E. REZUASNVASLZOINT S 70— (BHBK . D7onAy >
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SIE)=)=5/2) THRELE, o ExFEAZIY /—) (bml) ITFE
L. 1IN HfE (1. 6ml) 2HALE BRETBEEZESEZ, IhEKIEHR
U788, BRERIIHTIEICED, ERba®m0. 42g (NE67%) 2EAEE
FBE&k &L THER.

'H NMR (500MHz, DMSO-d,) 6 ppm : 1.23 (3H, t, J=7.0), 1.83-1.93 (1H, m),
2.00-2.18 (2H, m), 2.20-2.27 (1H, m), 2.76 (3H, m), 3.00-3.10 (2H, m), 3.30-3.50
(2H, m), 3.77 (3H, s), 4.19 (2H, q, J=7.0), 4.42 (2H, s), 4.48 (2H, d, J=6.0), 4.60
&0r4.85 (B 1H, % m), 6.39 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 6.99 (2H,
d, J=9.0), 7.17 (2H, d, J=9.0), 7.31 (1H, m), 7.41 (1H, m), 7.51 (1H, t, J=7.5), 7.60
(1H, m), 7.69 (1H, d, J=7.5), 7.80 (1H, d, J=7.5), 7.97 (1H, s);

IR (KBr, cm’!) : 1740, 1671, 1354, 1161.

L1 07

N—[3—[3— (4 =FbFIANRZNTI/) AZ)) AFNVTZ)V] —
2— (BE) —7oxz)l] =N- [3—pon—4— (1 —AF))ERYP>—-4—41
WAFY) 7)) ANT 7 EAINEFRLIT )V

EZhigl 1 THESNEN- [3—- (3—73IP/7x=))) —2— (E) —7aR)V]
—N- [3—2780-4- [1-AFIERYD—4—A)LFF] 7)) R
T EAIEBEIFII 28HEE (0. 43g) 2K (10ml) ITHEMRL. kB
(t=TF)) OTrnnAy > @K (0. 15g&22700X% 1 0m | IZER)
BOUREEKFZEFRUTA (0. 12g) 2MALE. BRETSRKEAE®RLZ. KIBKIZ
BRI REEKFZ T M) D AKISIREMA 7248, B TF)L TR L, i % fafn kK
FF MU T LKBETHRE L. BEBEEIKME XU LTEEL., BETIEME
Litg. BEEIUBFINVASLAIOR N 5740 — (BHAE : P20n0Ay > /T
& )—=)=5/1) THHEITHZLIZLD. EREMW0. 36g (KRS 1%) ZHE
@ E R & L TE . |

'H NMR (500MHz, CDCl,) 6 ppm : 1.35 (3H, t, J=7.0), 1.54 (9H, s), 1.87-1.96

(2H, m), 1.97-2.06 (2H, m), 2.32 (3H, s), 2.39 (2H, m), 2.68 (2H, m), 3.99 (2H, s),
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4.30 (2H, g, J=7.0), 4.41 (1H, m), 4.44 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5),
6.42 (1H, d, J=16.0), 6.91 (1H, d, J=9.0), 7.29 (1H, m), 7.34 (1H, t, J=8.0), 7.45
(1H, d, J=8.0), 7.52 (1H, d, J=2.5), 7.66 (1H, d, J=8.0), 7.78 (1H, s);

IR (KBr, cm’)) : 1740, 1655, 1365, 1163.

Ehitl1 08

N— [3—=700—-4— (1 —AFIERYP -4 —A)VAF) 7x=)] —N
— [3=[3— (4-INFAO T ) FTHANTINTI)) A3)) AFNTx
V1 —2— (E) —7aRz)] A)N7 7 EANEEIT))

4-7)Ao7xz /=)y (2. 00g) 220 AF> (40ml) KHEHEL. K
BT, 7ooFgE4—-7)A0T7z2)o2 700Xy EK (2. 35mlZ¥70
OXFZ>5mliCER ROCEYY Y (1. 59ml) 2FFLAK. BRT1. 5K
IR L7z, RIGKRZEE TR L 2%, REICENBRKEZMA 2R BRIFIT
ML, HHEEENEEAKTHRE L. FREEEKBER XU LATREL R,
BMETAEEZEETSILTHONZHBEKREANTY > THERT S I EITXD. K
BERA (4-7)04A07x2)b) 4. 25g (NEI9 5%) ZHAEKEL THE.
Eipl 1 THSNEN- [3— (3—=T73IY /7)) —2— (E) —JoRz)V]
—N- [3—ryoo—4— [1—=AFIERYDP =4 —A)FF] 7)) AV
T EAINEBEITI 2#HEE (0. 50g) 2K (10ml) ITAML, ZxEE
A (4=)FO7z)l) OTruaAFEKR (0. 20gz2>70nAy210
m | IR ROKEAKEFRITL (0. 20g) Z2MARE BETBHERLE.
RO BRI REE KR MU U LKBEEMA Tk, BRI F)IVTHEL., Mitikz
paFIREKFR T B U U LKBETHRE Lz, BEEBE BB /R LTEREL.
METBHELER. BREEUAFNVASLIOINT ST 40— (BHEBE: P00
AF /T )=I=1,/1) TRETZZLIZXD., EELLEW0. 47 g (XS
5%) =EAEFHEKREL TR,

'H NMR (500MHz, CDCL)  ppm : 1.36 (3H, t, J=7.0), 1.86-1.95 (2H, m),

1.95-2.04 (2H, m), 2.31 (3H, s), 2.35 (2H, m), 2.66 (2H, m), 3.99 (2H, s), 4.31 (2H,
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q, J=7.0), 4.40 (1H, m), 4.46 (2H, d, J=6.5), 6.26 (1H, dt, J=16.0, 6.5), 6.47 (1H,
d, J=16.0), 6.91 (1H, d, J=9.0), 7.08 (2H, m), 7.17 (2H, m), 7.31 (1H, dd, J=9.0,
2.5), 7.42 (1H, t, J=8.0), 7.53 (1H, d, J=2.5), 7.54 (1H, d, J=8.0), 7.75 (1H, d,
J=8.0), 7.86 (1H, s);

IR (KBr, cm’) : 1739, 1668, 1355, 1162.

EhEF 109

N— [3—ANEAN—4— [1— (4, 5-VERO—3H-—¥O—)b—2—1
V) ERYD—4—-A)NFF] JxZ)V] —N— [3—- [3— (ZbFTHNFRD
WFI)) (A3)) AFATo] —2— (B) —FORZL] AF S INEKLT
Sk i |

Sfgl 101 (b) TEABNEN- [3— (3-73Y/7x2))) —2— (E) —
Taxz)l] =N— [3—=AINEAN—-—4—[1— (4, 5—-YFO—-3H-EDO
=2 =) BRUDY—4—ANFAFL] T2II] AFDINEST IR 2
R (0. 23¢g) 22700 AF > (4. 5ml) RN, N=JAFIHIVALT
SR (1. 5ml) ORABIICERL. EHA105T/GNE4—Z ko7 oo))
KETF) (0. 10g) ROMIIFIVTI> (0. 16ml) ZiNAEH%. BRET
W UTe, RSHEME T L, BlESUASIAS MO NI 5T 4
— (BB : o 700Xy /XAy )—=)I=50,/0~47,/3) THRELL., &5
NERRMEETS )=l (2m 1) KERL. 4N HIKRED TS S ER (0.
5m 1) EMAZHE. WETBEEESE, BoN-REHEEES I O0AS %
MA7#. 1N HEETHHL., KBZ2RETREZE IS, INEKICBREL. B
LB T STk D, BRSO, 20 (UK 4%) EEAKEWEEE L
TRz,

IH NMR (400MHz, DMSO-d,) d ppm : 1.33 (3H, t, J=7.0), 1.80-1.92 (2H, m),
2.02-2.14 (4H, m), 2.96 (2H, t, J=7.5), 3.06 (3H, s), 3.47-3.73 (4H, m), 3.83-3.91
(2H, m), 4.35 (2H, q, J=7.0), 4.46 (2H, d, J=6.0), 4.87 (1H, m), 6.45 (1H, dt,
J=16.o, 6.0), 6.60 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.49-7.69 (3H, m), 7.73-
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7.78 (2H, m), 7.88 (1H, s);
IR (KBr, cm’)) : 1754, 1667, 1334, 1151,

EhE#1 10

N— [3—HINEAN—4— [1— (4, 5—YRO-—3H-FEO—)l-2—-+1
V) ERYD—4—ANAF] 7xZ)] —N—[3—[3— (12 /) (ENO
ANTI)) AFNT7xZ)] —2— (E) —7aRZ)] AFZRANVESTI R
EHEFI 101 (b)) THRSNEZN- [3—- (3—-7I2 /7)) —2— (E) —
7FaRz)] —N— [3-ANWINEAN—4— [1— (4, 5—YkROo-3H-¥O

—=2=4)) ERUDPY—4—A)IFFI] TxzZ)] AFANVKCTIR 2
HEeE (0. 20g) ’E*‘/“_ﬁDb%&‘/ (2. 5ml) R*7Eh=bYJL (2. 5m
1) ORBEHICAERL, KB T, ENUCE4-—_toTxz2)L (0. 09¢g) RO
FUIZFIIVZI (0. 23ml) ZMAHE. BRTARMERL L. RIERICD Y
OOXAY > EMARE. 1IN KELT MU D LKERK ORI REEK TIEXYES L.
EHBEEKRES NI ULAZANWTERLE, BETHAEEZEELLE. KEZDY
ATNASLIO T S5T7 40— BHEBE 2700 xXy5 2 /A5 /)—=)y=50,/0
~47/3) THETZZEIZKD, ERLEMWO. 17g (NFEB 6% ZEMAEFE
EEE L TE-,

'H NMR (400MHz, CDCl,) 6 ppm : 1.28 (9H, s), 1.78-1.88 (2H, m), 1.96-2.05
(2H, m), 2.07-2.14 (2H, m), 2.51 (2H, t, J=8.0), 2.96 (3H, s), 3.22-3.31 (2H, m),
3.67-3.76 (4H, m), 4.44 (2H, d, J=6.5), 4.67 (1H, m), 6.23 (1H, dt, J=16.0, 6.5),
6.52 (1H, d, J=16.0), 7.01 (1H, d, J=9.0), 7.38 (1H, t, J=8.0), 7.45 (1H, d, J=8.0),
7.52 (1H, dd, J=9.0, 2.5), 7.82-7.88 (2H, m), 8.19 (1H, d, J=2.5);

IR (KBr, cm’) : 1670, 1339, 1153,

EiEf 111
N—[3—[3— (RVIANTI)) A3 )) AFINT7z=)] —2— (E) —
so~RZ)V] —=N— [3—=H)INEA)N—4— [1— (4, 5—ERO—3H-FO
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=) =2=1))) BRI =4 —ANAFL] TxzZ)V] AFANEKTIR
EHEF 101 (b) THSOHNAEN- [3— (3—722/)7xZ)h) —2— (E) —
JaRz)] =N— [3—AIWNEAIN—4—[1— (4, 5—-RFO0—-3H—-ED
—N=2—-a1)) ERYD—4—ANFFL] JxZ)V] AFZANKFTIR 2
HEEE (0. 30g) 2¥700A%> (4ml) RUOTERZRU)L (4ml) OE
BEMICERL, KBF. ®EER4 - —boryxz=)k (0. 15g) KOMJIZF)
732 (0. 28m1l) ZMAE. BRTBERLE, RBKICD7O00XAY 2%
MAFRLUZHE. 0. 5N KE(LF MU LAKBARKROEMEEKTHREL. BEE
EEKHEST N TLARANWTER L. BETHHEZEERL R, REZUBT IV
HSL2OINTS 70— (BHBE . 2P/0nAy > /A5 )—)=50,/0~47
/3) THELE, IhEKITHERL, BREERICATIEIED., Eitlba®mo. 2
4g (NE75%) 2HRHBEEHEAE L THE.

'H NMR (400MHz, CDCl,) 6 ppm : 1.77-1.87 (2H, m), 1.94-2.12 (4H, m), 2.50

(2H, t, J=8.0), 2.97 (3H, s), 3.20-3.28 (2H, m), 3.65-3.74 (4H, m), 4.45 (2H, d,
J=6.5), 4.66 (1H, m), 6.27 (1H, dt, J=15.5, 6.5), 6.56 (1H, d, J=15.5), 7.01 (1H, d,
J=9.0), 7.42-7.56 (6H, m), 7.94-8.02 (2H, m), 8.20 (1H, d, J=2.5), 8.36 (2H, d,
J=7.5);

IR (KBr, cm™) : 1670, 1339, 1153.

Ehigl1 1 2

N—[3-[83— FEFNTI)) A3)) AFNVIx=)] —2— (E) =7
OoXRZJ] =N— [3—HINEA)—4—[1— (4, 5—cRO—-—3H-O—
V=2 —A)) ERUDP =4 —ANAFI] TxZ)] AFZRIKRCT IR
EZHif101 (b) TESNAEN- [3- (3—-F73IY/7xZ)) —2- (E) —
JaRZ)V] =N— [3—HINEAN—4— [1— (4, 5—YROo—-3H—-EDO
—N=2—=a4)) ERYD>—4—A)FAF] Jx)] AFZANKTIF 2
st (0. 29g) 2Yro0A¥y >y (3ml) RE7ER=ZFUJI (3m1) DR
BIEBITIARL. KET, Bit4 ——bo7xz=)L (0. 09g) ROMNUIFINT 2
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> (0. 26m1l) ZMA/E BRTL4FMERLZ, RINKIZ 700X 2200
AFRUEE. 0. 5N KELFT M) ULAKBERRUCBMIREKTHESRL., BHEZ
KRBT NI LAERWTERELE, BMETBAHEEERL LR REZUITIIVA
SAPORNTST74— (BHBE 20 Ay > /A )—=V=50,/0~47/
3) THHELRE, INZKICHEBLULZE. FRERICATIEICKD. EiRa®o.
16g (INE58%) ZRHEBEFEREKREL THE.

'H NMR (400MHz, CDCL,) 6 ppm : 1.78-1.88 (2H, m), 1.97-2.15 (4H, m), 2.30
(3H, s), 2.52 (2H, t, J=8.0), 2.96 (3H, s), 3.22-3.31 (2H, m), 3.66-3.77 (4H, m),
4.44 (2H, d, J=6.5), 4.68 (1H, m), 6.26 (1H, dt, J=15.5, 6.5), 6.50 (1H, d, J=15.5),
7.01 (1H, d, J=9.0), 7.37-7.53 (3H, m), 7.72-7.78 (2H, m), 8.18 (1H, d, J=3.0);

IR (KBr, cm™) : 1668, 1338, 1152. '

el 113

N— [3—ANWNEAN—4—[1— (4, 5-YRO—-3H-¥O—Jl—2—+
V) EXRYD -4 —ANFAFI] Jxz)V] - N—[3—[3— (A3 /) (4—RA
RES T2 JFIHNEINTI)) AFNTzo)] —2— (E) —7aR=JL] A
5 2R YT 3R

4—=tn7z/—)b (1. 00g) 2¥r7O0AF> (30ml) KEML. K&
T, yooF@4—ARFES 7ok (1. 10m1) REEUY> (0. 64ml)
ZHRTFLEER BRTBHERLE, RICKRZBETBEL 2%, RECEHERIZFIZ
Iz, fERAEKTHRE L. AEBZEKMES N UL TEREREL 2%, METHEE
ZHEETHETHSNZABGEEKEAFY > TERT A2 EICKD., &K (4—Ak
F7xo)) (4—=hmvzo)l) 1. 72g (MR8 3%) FEGEEKELTE
7z

£l 01 (b) THESNEN- (83— (3—-73IV/7x=)) —2— (E) —
Fax=)l] —N— [3—AWNEA)—4— [1- (4, 5-YERO-3H-¥DO
=24 BRUDY—4—A)AFY] TxZV] AFZANKITIR 2
HEEE (0. 29¢g) #¥rmOA& > (3. 5ml) ROFER=hUJL (3. 5m
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1) OREAHERICHERBL. BB (4- A+ 7)) (4—=—borvz)l) (0.
15g) ROMUTFIVTI> (0. 27ml) ZMA%E, ZBRTI1. 5EMHE#E®RL
o RBNRIZYZODORAY EMAFRLUZE. 0. 5N KEILF MUY LAKBEK
UMUK TS L. AEEZEKREF NV LAZHANWTER L, METEEZ
BELEER BEZ2VUNSINVAESLAIOR N 70— (BHIBHE : Prooxy >
SAE)=)=20,/0~19/1) THELE, INEKITHEBLE, HELRIC
frezeicky, EiEfba®mo. 23 g (NE69%) ZEAEFREKEL THEL,

'H NMR (400MHz, CDCl,) 6 ppm : 1.77-1.88 (2H, m), 1.94-2.13 (4H, m), 2.51
(2H, t, J=8.0), 2.97 (3H, s), 3.21-3.31 (2H, m), 3.64-3.84 (7H, m), 4.43 (2H, d,
J=6.5), 4.68 (1H, m), 6.27 (1H, dt, J=15.5, 6.5), 6.51 (1H, d, J=15.5), 6.91 (2H, d,
J=8.5),7.01 (1H, d, J=9.0), 7.13 (2H, d, J=8.5), 7.40 (1H, t, J=7.5), 7.47-7.54 (2H,
m), 7.80-7.90 (2H, m), 8.18 (1H, d, J=2.5);

IR (KBr, cm) : 1668, 1338, 1152.

ZEH| 1

3T /HEETINTEER

=T IRYXTITER (4. 5g) ZMIT> (200m1) KBEHEL. MY
TLZNVHRARSZUFT TR TIVTER (13, 6g) ZMAE 70CT4k
B L, RIGKEZEETREL. BREZUATFINASLIOR NS T4 — (B
HEE : D700 Ay ) THEELER SR MIIEUAFY OASHRERLS
5 EICED, EERE®W3. 09g RS 7%) 2HACHKERL L THEL,

H NMR (500MHz, CDCL,) é ppm : 6.76 (1H, dd, J=16.0, 7.5), 7.46 (1H, d,
J=16.0), 7.58 (1H, t, J=8.0), 7.73 (1H, d, J=8.0), 7.80 (1H, d, J=8.0), 7.84 (1H, s),

9.75 (1H, d, J=7.5).

2EH 2
3— B-37)7=xz=Z)y) —2— (E) —FaR>—1—-F—=)
&P 1 THONZ3I -7 //EERTIVTER (3. 00g) 2¥runxsy (3
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0m1) ROTH /=) (7T0m1) OESBHEICERL. kAT, kELHIEF b
U A (1. 328) RUHHLEU A (2. 49g) EMAKE. FETI. 56
Wik U7e. RISHICRREILY > T AKBREMA . 2 O0A% ST 3 Eil
L. iR R AR TYE L. A8 2 SOKRRm T 1 ™ 52 TR L7z,
RETBILEEE LS. BEESUNSAATAIOT M5 T4 — (EHEE : A
B BBIFI=3,2) THMTBI LD, ERLAWS. 27 (NER
BH) EHEERRNE S L TR,

'H NMR (500MHz, CDCL,) § ppm : 4.37 (2H, m), 6.43 (1H, dt, J=16.0, 5.0), 6.62
(1H, d, J=16.0), 7.43 (1H, t, J=8.0), 7.52 (1H, d, J=8.0), 7.60 (1H, d, J=8.0), 7.65
(1H, ).

SZH| 3
4— (1—t—TFbFIHNARNERYD -4 —A)VFF) —3-—~rpog=}

| R

1—t=TrFHNARZN—4—-EROFIEXRYI (3. 32¢g). 2—70O
O—4—-=—bto7xz/—J)V (2. 36g) REMITzZNVHRAT42> (5. 11g)
EIr0OAF> (60ml) ITHEMRL. KET. TYPHANKRIBEPIFIL (3. 1
Oml) ZHTFLAE BETI1 SEMHEHRLZ. RICKZRETREL 2R, Rz
SURTFNAS LA NI 5T 4 — (BHEBE AFY 2 /BRIFIN=5/2) T
BRIk, FEikémw3. 90g (NET6%) ZHREBEKEL THE.

'H NMR (500MHz, CDCl,) 6 ppm : 1.48 (9H, s), 1.84-1.98 (4H, m) 3.54 (2H, m),
3.62 (2H, m), 4.73 (1H, m), 7.00 (1H, d, J=9.0), 8.14 (1H, dd, J=9.0, 3.0), 8.31
(1H, d, J=3.0).

2EH) 4

3—ron—4— (1 —AFNERYD -4 —A)FF) ZbaxE>
BEF3ITHONIL4 — (1t —TPFEIHNARINERYD -4 —A)LFF
¥) —3—-pphoR>Er (1. 50g) 290%FE, (4. 00g) ITEEL.
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37%FN<U (2. 50g) ZMA. 100 CT2HREHBLE. KIGKERRE
THHAL. KEAV Y LKERTHL 2%, RISV THEL, MlRzahal
KTEHE L. AHBEBKREBT /XU LTERLULEE. BETBREEZEETS
Ik, Eibkdwml. 12g (NFEI8%) ZHARANAKEL THL.

'H NMR (400MHz, CDCl,) 6 ppm : 1.90-2.10 (4H, m), 2.33 (3H, s), 2.35-2.45
(2H, m), 2.60-2.70 (2H, m), 4.58 (1H, m), 6.98 (1H, d, J=9.0), 8.13 (1H, dd, J=9.0,
3.0), 8.30 (1H, d, J=3.0).

ZEH| 5

3—rnod—4— (1 —AFNERYIP -4 —-ANFF) YU
Z2EHATHESNZI—r00-4— (1 —AFINERYD -4 —-1)VFF) =
haR>¥> (8. 48¢g) ZEi#E (200m 1) ITEMEL. BRTTITHER (18.
59g) ZMA, FRT—#HEHRLE. RISRZABLZE. 2REBETRMEL. X
BEREAY D LKERTHMLU %, BRI TV TS ERIE L2, A8 Z EKRER
RTRIYNTEREL 2%, BETBREZERLZ. BREZUASINVAI LD O R
T9574— (BHEE: 220uirAy >/ A8/ —)b=3/1) THETZZ LickD,
Eifbdme. 95g (NEK9 2%) 2RBAEKEL THRE,

'H NMR (400MHz, CDCl,) 0 ppm : 1.82-2.02 (4H, m), 2.20-2.30 (2H, m), 2.30

(3H, s), 2.68-2.78 (2H, m), 4.12 (1H, m), 6.51 (1H, dd, J=8.5, 3.0), 6.72 (1H, d,
J=3.0), 6.81 (1H, d, J=8.5).

BEH 6
N—[3—7o0—4— (1 —AFIERYD>—4—A)VFF) JxZ)V] AV
7 7 B )VEER T F )V
BEFSTHLENZ3 /004~ (1 -AFNERYTP Y —4—INFF) T
—U2 (6. 95g) 2¥r7nnAF> (150ml) ITHBEMHL. XKA&TF, oo
RTIVEEELF)L (3. 88ml) RUOEUTDY (4. 6 7ml) 2 FLEE. BH
THREIHER L2, RISRIOKZMA, BEEIFIVT 3 EME L%, itk e EKh
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B2 LATER L. BETAREZEELER. BREEZ YAV ASLOT
NS T74— (BHBE : 2700 xXy >/ Ay )—=)=4/1~1/1) THHETS
Tk, ERbemo. 12g (NHES1%) ZHAEEREGKREL TR,

'H NMR (S00MHz, CDCL) 6 ppm : 1.34 (3H, t, J=7.0), 1.90-2.00 (2H, m),
2.00-2.10 (2H, m), 2.37 (3H, s), 2.40-2.50 (2H, m), 2.70-2.80 (2H, m), 3.92 (2H,
s), 4.30 (2H, q, J=7.0), 4.41 (1H, m), 6.93 (1H, d, J=9.0), 7.21 (1H, dd, J=9.0, 2.5),

7.40 (1H, d, J=2.5).

ZEH T
N—[3—=27omn—4— (1 —RAFNERY—4—-4)FF) 7x=)l] —N
— [3— (3—=27)7x=)V) —2— (E) —7oR2)V] ANT7 7 EAIEBIF

)V

BEF2THEONSEZ3 - (3—-YF7/7xZ)) —2— (E) —JuR>—1—-F—
JV (3. 30g), BEFI6 TRHRSNEN- [3—700-4— (1 —AFIEXRYY
=4 —ANFFY) 7] AT 7 EANEBEIFI (7. 37g) RUEbU T
ToIVRZAT4> (5. 93g) #2¥ronxAy (200ml) IZHERL. KAT.
TIPHNWKRBPIFI (3. 49m 1) ZFE FLAEE BERTBERLE, RIE
KERETBWEL%, REEZUNTINVASLZORNT 57 4 — (BHBE : X5
)=V /BBIFIN=1,/3~2/1) THETZILICLD., #EREMT. 29¢

(N7 3%) ZRAEEMEMKEL THL.

'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.85-1.95 (2H, m),
1.95-2.05 (2H, m), 2.31 (3H, s), 2.30-2.40 (2H, m), 2.60-2.70 (2H, m), 3.99 (2H,
s), 4.31 (2H, q, J=7.0), 4.40 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0,
6.5),6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H,

t, J=8.0), 7.46-7.58 (4H, m).

2EH 8
3—yoo—4— (BXRYPr—-4—-A)NWVFF) ZbuaxX S
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BEFITHONEZL— (1—t =T rFTHINRZINERY D2 -4 1)V FF
V) —3-—zZpopnzbtoNR2 ¥y (7. 91g) 20FFHY> (80m1) ITHEMHEL.
TR TAN HKFZESAFHOBER (70m ) 2NAKLE RRTB#ERL L,
FOSHWEBETIRE L 7218, REZKIBHRL, KBAKFZEFT MU TLAZMATHMALE
%, FHUAEBREZAMTSIEICLD, FEilbEms8. 06 g (NRERK) ZHKHE
BB E L THEE.

'H NMR (500MHz, DMSO-dg) § ppm : 1.50-1.60 (2H, m), 1.90-2.00 (2H, m),
2.57-2.68 (2H, m), 2.90-3.00 (2H, m), 3.96 (1H, m), 7.45 (1H, d, J=9.0), 8.18 (1H,
dd, J=9.0, 3.0), 8.31 (1H, d, J=3.0).

2E6| 9

4— (1 =-FHEFNERYD —4—A)AF) —3—roo=tas ¥
BEHITHE NI —700—-—4— (ERYD—4—A1)AFD) ZhaxRt¥
> (1. 00g) 2¥UT> (20m1) &ML, KEHTF. EAEE (0. 55m1)
EHTLA%. BRTIMREERLE, KISKIZKEMA 8, FERIFILTHEL.
MR & REEKFE T D) T AKBR RO REK TSR Uz, FREZ EKRER< S
FIVTULTERLER BETHREZPEETHZLICKD, ERkE®m1. 05g (X
I 0% ZRABEHKELTHEL.

'H NMR (500MHz, CDCL,) 6 ppm : 1.88-2.03 (4H, m), 2.14 (3H, s), 3.50-3.63

(2H, m), 3.71 (1H, m), 3.94 (1H, m), 4.81 (1H, m), 7.01 (1H, d, J=9.0), 8.15 (1H,

dd, J=9.0, 2.5), 8.32 (1H, d, J=2.5).

2ZH1 0

4— (1 =FEFIERYDY—4—A)FFY) -3 —-roary=y>
SEZHITHSNZ4— (1 -TEFIERYDY—4—-1)IVFF) —3—-r00O
—hoRFEY (1. 05g) 2B (30m1) IZEML., BEHRTIIHR (2. 0
9g) ZMA. FIRT1 ORI L=, RISKZEABLIZE. 2HZHETIRMEL.
BEEREAY U LKBRTHML., BEERTFILTSEHE L. G#EZ BKFRR<
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TR LTERELUER, BETBEEEELE. REZUASNVASLZOR NS
T4 — (BHBK BEBIFI AY/)—)=15/1) THEHEHITHILIZKD., &
FMbE®m0. 82¢g (INHE86%) Z2RAMRKMELL TR,

H NMR (500MHz, CDCl,) 6 ppm : 1.78-1.94 (4H, m), 2.11 (3H, s), 3.33-3.43
(1H, m), 3.60-3.70 (1H, m), 3.70-3.82 (2H, m), 4.35 (1H, m), 6.53 (1H, dd, J=8.5,
3.0), 6.74 (1H, d, J=3.0), 6.81 (1H, d, J=8.5).

2EH|1 1

3—r7oa—4— (1 -IFINEXRYDP > —4-A)FF) FZU»
BREFKT. KFCVFILTINIZUL(230meg) 27ROy 52 (5
ml) IZREBEL. KT, 2EH1LO0THESNLL - (1 -TEFIERUD -4 -
ANAFY) —3—r7nar7=y>OFhRo752 (10ml) BEREZETFLE
#%. 3. SRFMIMBBERL . KRV FULTINZZUA (115mg) ZMA.
IS 2 RFEIMBETR L7z, RIBHRERA L%, REF MU DL 1 0K ZEMA.
ILRBRT—HBRLE, REMEAELE. AREHETREL, BEZUN
FWVHI LA KT TGT 40— (PrAQRAY > /Ay ) —)y=3/1~1,/2) TH
BMys ik, Eidlké®4 48meg (RZES 8%) ZRAHNRKMELL THZ.
'H NMR (500MHz, CDCL,) 6 ppm : 1.11 (3H, t, J=7.0), 1.82-1.93 (2H, m),

1.93-2.04 (2H, m), 2.29 (2H, m), 2.45 (2H, q, J=7.0), 2.78 (2H, m), 4.15 (1H, m),
6.51 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.81 (1H, d, J=8.5).

BER1 2

N—[3—-70B—4— (1-—IFNERUYPY—4—-A)FFY) JxZ)V] RV
7 7 EA)VEEE T TF )V
2EH11THESNEZI - /700-4— (1 -IZFIERYDZ -4 —-A)VFF)
7= (853mg) 2¥ronAy>y (20ml) TEML. KATF. 7oox)
RVEEETFIL (0. 45ml) ROEUP> (0. 54ml) 2HFLEE. =R
TARERELZ, RISKIZKEMA, B TFILT2 BT U2, A8 % BKH
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B /% A TER L, METBREEELEE, BEZLUASLAS LI OT
NY5T 40— GEHEE : DU 00AT Y /RS ) —)=3/1~1/1) THETS
TEickD. EREEW1113me (NKS 2%) FHBEERTHEAE L TEE,
'H NMR (400MHz, CDCL,) 6 ppm : 1.15 (3H, t, J=7.0), 1.34 (3H, t, J=7.0),
1.87-2.00 (2H, m), 2.00-2.13 (2H, m), 2.40-2.60 (4H, m), 2.70-2.83 (2H, m), 3.92
(2H, s), 4.30 (2H, q, J=7.0), 4.43 (1H, m), 6.93 (1H, d, J=9.0), 7.21 (1H, dd, J=9.0,

2.5), 7.40 (1H, d, J=2.5).

2EH|1 3

N—[3—7poO0—4— (1 -ITFIERYIP—4—-A4)FF) 7z=)k] —N
—[83—(3=37/7x=)y) —2— (E) —FuaxXz)V] 277 EANERITF
)Y

2EF 2 THSNE3 - (3-7 /7)) —2— (E) —70oR>—1—-F—
V(0. 48g). 2&H1 2 THESNEN- [3—roua—-4— (1-ITFILERY
Dr—4—ANFFY) JzNV] ANT 7 EANVEBRIFIV (1. 11g) KU'HY
TxZIHRAT 4> (0. 87g) 2700 X¥ > (20ml) ITHEML. KAET.
TIPANKBEZPIZFII (0. 51ml) ZHFLAEE. ERTBREELE. UG
KERETEBHE LR, BREZSUNSNVAILZONT T 70— (BHEE: XY
J=V/BIFIN=1,/3~1/1) THETLZLITLD., ELlE&W1l. 24¢
(%8 3%) eRAEEHMEMAEL THE.

'H NMR (400MHz, CDCL,) 6 ppm : 1.12 (3H, t, J=7.0), 1.36 (3H, t, J=7.0),

1.86-1.98 (2H, m), 1.98-2.10 (2H, m), 2.35-2.50 (2H, m), 2.48 (2H, q, J=7.0),
2.73 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.43 (1H, m), 4.46 (2H, d, J=6.5),
6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.31 (1H, dd,
J=9.0, 2.5), 7.40 (1H, t, J=7.5), 7.48-7.58 (4H, m).

SEH1 4
3—yoOo—4— (1—4V7aIERYDy—4—A)LFF) a2
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BEF S THOLNAE3 a0 —4— (ERYD =4 —A)AF) ZbaxRI¥
>(1. 50g) #27kEkh> (20m1) IZWBL. KBTF. Bl (0. 33ml) Xk
Vo7 JKFIFDRF MY TL (0. 18g) ZMAKLE, BRT4. 5EMHBEHEL
. V7 JKFEIEDIEFNUTL (0. 18g) Nz, 3HMEEIRL A%, BEE
(0. 33m1l) ROT7 /KEEDEFTFITL (0. 18g) ZMALRER &5
WERTBERL . RIGKEZRETRGEL, REZREHD YU LAKBRTHMLUZ
%, BT FII T L, AEEEZEKRER V22U LTEB LR, BETEHE
EEETHIEICEKD., Eibéml. 36g (NFE78%) 2HAENKEL THL,
'H NMR (400MHz, CDCL,) 6 ppm : 1.09 (6H, d, J=6.5), 1.90-2.00 (2H, m),
2.00-2.15 (2H, m), 2.45-2.60 (2H, m), 2.75-2.90 (3H, m), 4.59 (1H, m), 6.98 (1H,
d, J=9.0), 8.13 (1H, dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0).

2EH|1 5

3—s0o0-—4— (1—AV7aEERYD -4 —ANFFL) TZU >
SEH1 4ATESNEZ3 —700—4— (1—-4VTOEIERYD -4 —-A)VF
F)ZbaxRtEr (1. 36¢g) #EEE (30m 1) ITAMEL. BRTTITHER (2.
70g) BMA, ERT—BHRLE, JNKEABLEE. AREBETIREL. &
BEREAY D LKBRTHPMUZLR, FFRRIFILTIEME L. AHEEZEKRR
TXRITLTER L, BETBARZEELER, BREZUATINVASLIORT
74— (BHBE : 200Xy /A5 /)—=)y=5/1~1/1) THEITBZ&
k0. EiEbEWO0. 99g (NFEB8 1%) 2EAMRYWEEL TR

'H NMR (500MHz, CDCl,) é ppm : 1.15 (6H, d, J=6.5), 1.80-2.20 (4H, m), 2.66

(2H, m), 2.97 (2H, m), 3.03 (1H, m), 4.27 (1H, m), 6.52 (1H, dd, J=8.5, 3.0), 6.73
(1H, d, J=3.0), 6.80 (1H, d, J=8.5).

&P 1 6
N—[3—7pou—4— (1—A4V7OE)NERYD -4 —A)NAFY) Jx2)1]
2N 7 7 A )V EEBE T F )l
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BEZH|1 5 TERLNE3—s00—4— (1—-A(YTOEIERY DY —4—A )L F
) 72U (985meg) £¥700A¥> (20m1l) KAEML. kBT, 7o
OZVRZVEBEIF)L (0. 49m1) ROEUI>Y (0. 59ml) ZHTFLEE,
BT AR L, RISECKEMNL, BEEIF)LT2EME UL, GHE%EK
BB VX ATER LR, BMETEREERLE, BEZIUISNAS LD
IRTTT4— EHEE : D7 00AY Y/ AY ) —=10/1~3/1) THKH
THIEIKD, EEAW1094meg (NET 1%) 2RAEEHEKE L THEL.

'H NMR (400MHz, CDCl,) 0 ppm : 1.10 (6H, d, J=6.5), 1.33 (3H, t, J=7.0),
1.84-1.98 (2H, m), 1.98-2.12 (2H, m), 2.50 (2H, m), 2.76-2.90 (3H, m), 3.92 (2H,
s), 4.29 (2H, q, J=7.0), 4.39 (1H, m), 6.93 (1H, d, J=9.0), 7.20 (1H, dd, J=9.0, 2.5),
7.39 (1H, d, J=2.5).

SEH1 7

N—[3—-roO—4— (1 —AV7OEBIERYP -4 —A)IFAF) 7xZ)l]
—N—[3—-—(3—=7/7x=))y) —2— (E) —7FuaRo)V] ZR)VT 7 EA )V Bl
IF)N

BEP 2 TRLNES - (3—3F7/ 7z —2— (E) —7OX>—1—7—
J (0. 46¢g). BEH16TESNEN- [3—roo—-4— (1-q4VSOEl
ERYDY—4—ANVFFY) JxzZ)V] ANT7ECIVEBERIFIL (1. 09g) K
ChYTZZWNEKRAT 4> (0. 82¢g) #2/0pOA¥> (30ml) [THEMEL. X
BT, TVYPHNRUEDIFIIV (0. 48ml) 2 FLEE. BRTBERLE.
RIS ZRE TBME L%, BEEZ VISV ATLIORMNT 5T 0 — (BHEER :
AY )=V /EBBIFN=1/2~1/1) THETLHZZILIZXD., ERLEW1. 1
7g (NHEB80%) ZHAMWMRMELL THZ,

'H NMR (500MHz, CDCL,) 6 ppm : 1.08 (6H, d, J=6.5), 1.36 (3H, t, J=7.0),

1.84-1.95 (2H, m), 1.95-2.09 (2H, m), 2.47 (2H, m), 2.72-2.88 (3H, m), 3.99 (2H,
s), 4.31 (2H, q, J=7.0), 4.41 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0,
6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H,
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t, J=8.0), 7.48-7.58 (4H, m).

2Ep1 8

4— (1=TFIERYZ -4 —-A)FAFY) —3-rpa_praNtEr
BEFSTHONZ3I-—ro0—4— (ERUD—4—-A)FF) ZbaxtE
> (1. 50g) RUTFNVTZINTER (1. 04ml) 2¥700XF> (30ml)
CHEL. KA. B (0. 33m1) RO JABLESEFRUTA (0. 1
8 g) ZMA#% BIRTIMEBBRLAER. 7 /KELESIFEFNITA (0. 1
8g) BMAZE. ISWIHRTBBHRLE, RIGREHETRMEL. REZEHERT
FITHRIRUEE, K. REEKFET b LKBERROBEMBEK TIERGE L. A5
BB R TLTER L, BETAREEELR, BREZUATIVA
SKAZOINTTT 40— (BHEBE : A/ -/ Ironxy=1,/20) THEH
THZLIZED, Eikdm0. 88g (INE48%) ZHAMRYMELL TR,
'H NMR (500MHz, CDCL,) 6 ppm : 0.94 (3H, t, J=7.5), 1.35 (2H, m), 1.53 (2H,

m), 1.92-2.04 (2H, m), 2.04-2.15 (2H, m), 2.44 (2H, m), 2.53 (2H, m), 2.75 (2H,
m), 4.62 (1H, m), 6.99 (1H, d, J=9.0), 8.13 (1H, dd, J=9.0, 2.5), 8.30 (1H, d,
J=2.5).

2EZH1 9

4— (1 =TFNIERYDL—4—-ANFF) —3-—roary=y>

BEF 1 8THEONE4— (1 -TFINERYD—4—)VFFY) —3—700
—haRI¥Y (1. 48¢g) 2F# (30m!l) ITHMAEL. BRTIIHR (2. 8
lg) ZMA. FIRT—8HRLEZ, RISKEABLEE. ABREZEETREL, RHE
ZRIBKFEST MU D LAKBRTHML %, BEE TV T2 EME L. AHE 2 B
B TR IULTER L, METHEEZEELZER, REZUNSNVAS LD
NS T4— (BRBE: Drnary >/ X5 /—)=5,/1~3/1) THEHTS
XKD, ERLEml. 09g (XS 2% zHAWRMELL TR,

'H NMR (500MHz, CDCL,) 6 ppm : 0.93 (3H, t, J=7.5), 1.34 (2H, m), 1.60 (2H,
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m), 1.92-2.02 (2H, m), 2.08-2.18 (2H, m), 2.62 (2H, m), 2.79 (2H, m), 2.94 (2H,
m), 4.31 (1H, m), 6.52 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.79 (1H, d,
J=8.5).

2EH|2 0

N—[4— AQ-TFNERYDP—4—-A)FF) —3—roo7xz=)i] A
7 7 EAINVEFEBEIFIV

2EH 1 9THESNZ4A4— (1 =-TFIERYD -4 - )VFF) —3—rno
7=y (1. 09g) 2¥r0nniAFy> (20ml) KEMEL. KT, 2ooX)b
RZVEEEETZFI (0. 52ml) REUT> (0. 62m1) ZHFLAERE. BR
T—HHER LUz, RINKRERENREL 2%, BRI FIVTHRL., KEAKEF MUY
LK THE L%, ARBEEKRBE VXU LTER LR, BETREEZEE
Lt BEZIUNTSNVAILZOYRNT ST 0— (BHEBE : Proaoxy > /A
Z)—=)V=20/1~9/1) THHEITZHZLIZLD, Eiftt®m1l. 41g (NES
4%) REEEMEAE L THEZ.

'H NMR (500MHz, CDCl,) 6 ppm : 0.93 (3H, t, J=7.5), 1.34 (3H, t, J=7.0),

1.28-1.38 (2H, m), 1.54 (2H, m), 1.86-1.99 (2H, m), 2.02-2.15 (2H, m), 2.40-2.60
(4H, m), 2.79 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.41 (1H, m), 6.93 (1H, d,
J=9.0), 7.21 (1H, dd, J=9.0, 2.5), 7.40 (1H, d, J=2.5).

2EH 2 1

N—[4— Q-TFIERYD -4 —q)vFF) —3-rnoo7yz=)l] —N
— [3—B8—=37)7=x=)y) —2— (E) —7uxX)V] ANV T 7 EAINEBRLTTF
)i

sEF 2 THONE3 - (3-27/7x2)V) —2— (E) —7aX>—1—F—
V(0. 57g). BEF20THESNAEN- [4— (1 -TFIEXRYD>—-4—~4
WAFY) —3-r007z2)] ANVT77EANVERIFI (1. 41g) RUOLY
TrxZIHRAT4> (1. 02g) #¥700AF> (30m1l) IZHERL. K&ET.
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TICHIWKRBEZIFIIL (0. 60ml) ZHFLAR, BRTBHERLE. G
HWERETEBELZE, BREEZUNSINVASLIOR NI 5T 40— (BHEBE : A5
J—=I/EBIFI=1,/20~1,/10) THHEITZZLIZLD, FEilke®m1l. 1
7g (NE6 3%) zEEAMRYMELL THEL,

IH NMR (500MHz, CDCL,) 6 ppm : 0.93 (3H, t, J=7.5), 1.36 (3H, t, J=7.0),
1.28-1.40 (2H, m), 1.48-1.60 (2H, m), 1.85-2.00 (2H, m), 2.00-2.15 (2H, m),
2.38-2.58 (4H, m), 2.77 (2H, m), 3.99 (2H, s), 4.31 (2H, g, J=7.0), 4.38-4.52 (1H,
m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.93 (1H,
d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.48-7.58 (4H, m).

BEH| 2 2
4— (1 =RIDNERYD—4—-A)VFF) —3—ryoon=prax >

BEFSTHELNEZ3I—r7n0—4— (ERUDP—4—A()FF) Zbux ¥
> (1. 00g) ZN, N=AFNHRIALATIR (20m1l) ITHEML. KETF. X
PUNTOTIR (0. 56ml) RREAVTL (0. 81g) ZMAE. =i
THRMBRL 2, BUSHZERTF )V THRRL R, MRk TiEl, FiREz
KRB TR UL TERE L, BWETBEREEEELZR BREZUATNAS A
pax g5 7 40— (BHEE  AFH 2 /BBRIFINV=2/5~HBRIFINDH) T
BETHZEICKD, EREml. 02g (RET75%) ZHAMRMELL TEEZ.

'H NMR (400MHz, CDCL,) 0 ppm : 1.88-1.98 (2H, m), 1.98-2.08 (2H, m), 2.42
(2H,nn,272(2H,nn,&55(2H,Q,458(1H,nﬂ,697(1H,d,J=9£n,723J137
(5H, m), 8.12 (1H, dd, J=9.0, 2.5), 8.30 (1H, d, J=2.5).

2EH2 3
4— (1 =NRIDNWERYD -4 —-ANFF) —3-raaF7=Y >

HBEZH 2 2 TELNEL— (1 —RIDNWERYDY—4—-A)VFF) —3 -0
Oo-kraORE> (1. 02g) %0 (40ml) ICHEEL., BRTIIME (1.
75g) ZINA. BET—ERL~E, KINKZABL%. AREREETBHEL. &
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BEREBKES M) ULAKBKRTHMLUZE, FEEEIFIIT2EHE Uz, MEH®EZEx
Bk T B U LKBBRROCEMEEK TIERcE LR, AlEZ BKRE< X
ULATEERELE, METBEEZEELEE REEZUISINVASLIOQR NS T4
“(@&%ﬁ:ﬁ%l?ﬂ/%&/—w=lo/l)T%ﬁ?é:&tib\%ﬁm%
0. 78g (NEB4%) ZHAMKMELL TH/.

'H NMR (400MHz, CDCL,) d ppm : 1.80-1.90 (2H, m), 1.90-2.00 (2H, m), 2.26
(2H, m), 2.76 (2H, m), 3.52 (2H, s), 4.12 (1H, m), 6.50 (1H, dd, J=8.5, 3.0), 6.72
(1H, d, J=3.0), 6.80 (1H, d, J=8.5), 7.25 (1H, m), 7.28-7.36 (4H, m).

2EH| 2 4

N—[4— (1 -RINERYD—4—A)AFY) -3 o7z )l] X
VT 7 A INVEEE LT

SEH 2 3THOENZ4A— (1 —RXDONERYDP—A4—-A)IFF) —3-20O
O7=U> (780mg) #¥700X%> (20ml) IZHEML. X&B&TF., yoox
WHRZIVEEBETZFIV (0. 35ml) RUEBUT> (0.°40ml) WM FLERK. =
BT2. SHEERLE, RIBKREZBETEMHEL. BEETF)LTHRRLU /R, REKE
F MU DT LKBRROEMBEKTESEL, AREEEKMBR /2T LTERLE,
BETBEEERLIR. REEZUATINVAS LI ORI ST 40— (BHEK : B
BLFI/AY ) —=)V=25,/2) THHEITZZLICLD. FikEé®MW1 01 8meg (X
RBI9%) eEBAEEHEGHEL THE.

'H NMR (400MHz, CDCl,) 6 ppm : 1.33 (3H, t, J=7.0), 1.84-1.93 (2H, m),

1.93-2.02 (2H, m), 2.36 (2H, m), 2.73 (2H, m), 3.54 (2H, s), 3.91 (2H, s), 4.29 (2H,
q, J=7.0), 4.37 (1H, m), 6.92 (1H, d, J=9.0), 7.19 (1H, dd, J=9.0, 2.5), 7.27 (1H,
m), 7.29-7.37 (4H, m), 7.38 (1H, d, J=2.5).

ZEH 2 5
N— [4— (1 =RIIIERYIY—4—A)VFAFL) —3—roa7r=)l] —
N— [3— (3=777x=))) —2— (E) =70XR=)V] ANV T 7 EAIEEELT
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FI
BEH 2 THSN3 - (3~ 7/7z=Z)) —2— (E) —7aR>—-1—-F—
(0. 36g). BEFI2ATHENEN- [4— (1 -RDNERYD—4—
ANAFY) —3—roa7z)V] AT 7ECINEEBEIFIL (1. 02¢g) RUb
D72 HEAT4> (0. 69g) 2¥r7unAFy> (20ml) THEHL. KET.
TIHANWKRBEZIFII (0. 40ml) ZFHTFLEE BEHT2REERLE. K
SR ERETEGELZE, BREZUNTSINVATLAIOR N 5T 4 — (BHIEE : B
BIF)) THETSILICKD, FRteéwl. 53 g (REREEN) ZEBammik
WEE L TR, |

'H NMR (500MHz, CDCl,) 6 ppm : 1.35 (3H, t, J=7.0), 1.84-1.93 (2H, m),
1.93-2.02 (2H, m), 2.36 (2H, m), 2.71 (2H, m), 3.53 (2H, s), 3.98 (2H, s), 4.30 (2H,
q, J=7.0), 4.40 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H,
d, J=16.0), 6.91 (1H, d, J=9.0), 7.23-7.37 (6H, m), 7.40 (1H, t, J=8.0), 7.44-7.58

(4H, m).

BEGI2 6
3—r7o00—4— (1 —Jx3xFIERID—4—A)VFF) ZbaxR
BEFIS THENAES — /00— 44— (PRUTL—4—AAF) = kORI
> (957mg) ZN, N=AFIIVHRIVATIR (20ml) ITHEMRL, KBTF. 7
TFFINTOIR (0. 6 1ml) ROREBAUDIA (770mg) ZMAE. EE
Bl LT, ROSMARE T T TERL IS, BAAEA TS L. ARELE
KIREE 7% 3™ A CHM LT, WETFBHARELLE, BlEESUNSINATAY
O M5 74— (BHEL : A5 EEIFN=1,/5~FRIFILOD) TH
WEHT kD, EREAMO 3 6me (BT 0%) EREEEKE L THE,
'H NMR (400MHz, CDCL,) 6 ppm : 1.93-2.03 (2H, m), 2.03-2.13 (2H, m), 2.46-

2.59 (2H, m), 2.61-2.71 (2H, m), 2.73-2.88 (4H, m), 4.61 (1H, m), 6.99 (1H, d,
J=9.0), 7.17-7.24 (3H, m), 7.24-7.34 (2H, m), 8.13 (1H, dd, J=9.0, 3.0), 8.31 (1H,

d, J=3.0).
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BEH|2 7

3—ruo0—4— (1-—JxFFIERYIS—4—A)VEFD) FZU
BEH2 6 THSNEZI—700—-4— (1 —-TJzFxFINERYD -4 1)L FF
V) ZhanR>Ey (936me) Z2E# (40ml) KHEMEL. BRTTITMER (1
540mg) EMA. FET—MERLE. RISKESBLEE, SHERE ML,
B REKFE T MUY AKER TR L%, BRI FILT2 BT LA, HlinE
REKFET I U7 AR R OIS UK TIEREEE L7, BHE 2 BRI 7 %
SUATERLUE. BETHREERLEE BEEZIUISIVAIS LA NI ST
4 — (AL BBIFIL AY J—)=10/1) THEETBZLickD. Eit
BM720meg (NHES84%) EkEEEKELTEE. '

'H NMR (400MHz, CDCl,) 6 ppm : 1.83-1.95 (2H, m), 1.95-2.06 (2H, m), 2.37

(2H, m), 2.58-2.67 (2H, m), 2.77-2.91 (4H, m), 4.16 (1H, m), 6.52 (1H, dd, J=8.5,
3.0), 6.73 (1H, d, J=3.0), 6.82 (1H, d, J=8.5), 7.17-7.24 (3H, m), 7.24-7.32 (2H,

m).

2EH|2 8

N—[3—27o0—-4— (1 -TJxXFIERYD—4—A)FF) TxZ)V]
AN 7 7 EANEEETT )V

BEFI2 7T THRSNEI-r00—-4— (1 -TzRXFNERI D=4 —1)FF
) U (720mg) 2¥r700AF> (20ml) THEMEL. KaT, oo
ZIVRZIVEEETF)V (0. 31ml) RCEUDZ (0. 35m1l) ZHFLERE.
HiR T 3RFEIRIR L. FOSRERETRBML . BT F )V THRRU R, REKFES
kU LK IR OB BEK TIERES L. BB E BRI 7R LA TEERL
Fr. WIETHBEEERELZE. BRELZUNTINAZ L0 NI 5T 4 — (EHIEBE
BEEE T F IV AF ) —)=25,/2) THETDHZLIZXD. ELE® 9 3 6mg (X
KB I9%) =HAEFHEMKLEL THL.

'H NMR (500MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.88-1.98 (2H, m),
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1.98-2.08 (2H, m), 2.48 (2H, m), 2.60-2.70 (2H, m), 2.76-2.89 (4H, m), 3.92 (2H,
s), 4.30 (2H, q, J=7.0), 4.41 (1H, m), 6.93 (1H, d, J=9.0), 7.18-7.24 (4H, m),
7.24-7.33 (2H, m), 7.39 (1H, d, J=2.5).

BEH|2 9
N—[3—7o0Ba—-4— (1 -FxRXFIERYI>—A4—-A)FAF) TxZ)V]
—N—[3— (3=F777x=)y) —2— (E) —7FaxXZ)V] A7 7 EAIVEE
IF)
BEF2THESNEZ3 - (3—7/7x2)) —2— (E) —7OR>—1—F—
JV (325mg). B&EHI28THSNEN- [3—rnO0—4— (1-TzXxFILE
RYDo—=4—ANFFY) 7)) ANVT 7 BANVEBEIFIL (93 6me) KU
RUTzZNWERAT 4> (61 0mg) 22700XAF>2 (20ml) THEHEL. Km
T, PUZPHIARBESTFIV (0. 36ml) 2FTFLEE. BRT4REBERL .
RIS ZERETEBHELZER, BEBZUATFNVASLAIOINT ST 40— (BHIEBHE
R TFIL, U005 =1,/ 2~ERIFIOZ) THETSILICkD. B2
ft&®m1013mg (NES4%) ERHEAEREHEKE L THE,

'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.87-1.98 (2H, m),

1.98-2.09 (2H, m), 2.47 (2H, m), 2.60-2.68 (2H, m), 2.76-2.87 (4H, m), 3.99 (2H,
s), 4.31 (2H, q, J=7.0), 4.43 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0,
6.5), 6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.17-7.23 (3H, m), 7.23-7.34 (3H,
m), 7.40 (1H, t, J=8.0), 7.48-7.58 (4H, m).

2EH3 0

3—ro0—4-— (1—JxZ)V/ERYD > —4—-A)VFF) ZbaxE>
BEHSTHONE3 —r700—4— (EXRUYDY—4—A)FFY) Zbax¥
> (2. 68g), JaEREY (1. 97g). 2— (=t =TFIVKRAT 1 /)

E7xzZ)V (0. 62g). NURX (ORI DUF2T7ER) PRSI (0. 9
5g). ROt —ThrFIFhUDTA (1. 20g) ZMLI> (30ml) iCEEL
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Fte. 8 0CT2MRBRLE, RISKEREE TANLLE, REMESEL, BE
Tl eBELE, BREFBIF) THRRULE, REKEF MUY AKERR O
MR CIEKESE L. SARBT N ATERLE, WEFEREEELE B
WEIUNTNAS LI OR N5 T 4 — GEHEE: NF5> BBIFL=4/1)
THETHIEICLD, ERLAW 1. 86g (NKS54%) #EEEEKELTEE.

'H NMR (400MHz, CDCl,) 6 ppm : 2.00-2.10 (2H, m), 2.11-2.21 (2H, m), 3.24
(2H, m), 3.48 (2H, m), 4.73 (1H, m), 6.88 (1H, t, J=7.5), 6.95-7.00 (2H, m), 7.03
(1H, d, J=9.0), 7.25-7.32 (2H, m), 8.15 (1H, dd, J=9.0, 3.0), 8.31 (1H, d, J=3.0).

BEHI3 1

3—yoO0—4— (1 —7xz)VERUP—4—AIFF) T=U >
BEFIOTHSNAEZ3—700-4— (1 -TzZ)IERYD -4 —A)FF
) ZbhaR>EY (1. 86g) 2B (35ml) KBEML. BRTI IR (3.
32g) A, FRT1IREERLE, KIGKREABLIEER. ARERETEEL.
RBEERETF IV THERL 2%, REKETF MU U LAKESKRROEMEEKTHREL .
BHEEEKRE RV LATER LR, BETBHREEETHIEITXD, Fi
ft&®m1. 69¢g (NREERN) ZHRBBEMEKELTEL.

'H NMR (400MHz, CDCL,) 6 ppm : 1.90-2.01 (2H, m), 2.03-2.12 (2H, m), 3.07

(2H, m), 3.55 (2H, m), 4.27 (1H, m), 6.53 (1H, dd, J=8.5, 3.0), 6.74 (1H, d, J=3.0),
6.81-6.87 (1H, m), 6.84 (1H, d, J=8.5), 6.96 (2H, d, J=8.0) 7.23-7.29 (2H, m).

2EHI3 2

N—[3-—7oo—4—- (1—-TxZ)VERYD>—A4—ANVFF) TJxZ)V] X
V7 7 EA )BT T )

BEF 31 THSNEZI—700-4— (1 -7z ERYZ -4 —-1)LFF
D) 7=UY (1. 69g) 2¥Yr70OAY > (25ml) ITEMEL. KT, oo
ZIVRZIVEFBEIF IV (1. 15¢g) @¥r7nnAy > (5ml) BERUOEY P> (0.
50ml) 2T L% ZRT2HREERLZ. RINRIZEMELT U D LKER
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EZINA-#, BEETF)ICTHEL., MHERZENREKTHRE L. A8 Z EKiRE T
MUY LATERLUE, BETREZEELER REEZUASINVAS LA NS
74— (BHENK  BBIFIV/ \FH2=23) THETHIEIZXD., Eidlkd
2. 23g (NEB88%) ZEAMKMELL THL.

'H NMR (400MHz, CDCL,) d ppm : 1.34 (3H, t, J=7.0), 1.95-2.05 (2H, m),
2.06-2.15 (2H, m), 3.17 (2H, m), 3.50 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0),
4.52 (1H, m), 6.86 (1H, t, J=7.5), 6.94-7.00 (2H, m), 6.97 (1H, d, J=9.0), 7.23 (1H,
dd, J=9.0, 2.5), 7.25-7.30 (2H, m), 7.40 (1H, d, J=2.5).

2EH 3 3

N— [3-sBO-4— (1-Fxo)VERUTY—4—AVFF) Txil] —
N—[3— (3—-37/7x=)y) —2— (B) —7aRZ)V] ANVT 7 EA)VEFET
F)
BEF2THEONE3 - (3—-37/7x2)) —2— (E) —7aR>—1-—F—
V(0. 41g). 2EHI3 2THSNEN- [3—7n00—-4— (1-T7xz2I)VER
U —4—ANAFY) 7z2WV] ANT 7 EAIEEIFIL (1. 16g) RUE
UIxZ)WHEAT 4> (0. 87g) 2¥yr7unAF> (25ml) THEMEL. KET,
TISHNVECEIIFI (0. 52m1) EHTFLEE BETIBES®RLE K
SR E T T L%, BEZIUNSNVAS LA NI 5T 40— (BHEE @ B
BIF)/oroorAy>r=1,/12) THRHETHILIZXD, ERltEé®W1l. 45¢
(NFE9 5 %) ZEAEEBEAKEL TEE.

'H NMR (400MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.95-2.05 (2H, m),

2.06-2.16 (2H, m), 3.18 (2H, m), 3.49 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0),
4.47 (2H, d, J=6.0), 4.55 (1H, m), 6.23 (1H, dt, J=16.0, 6.0), 6.42 (1H, d, J=16.0),
6.86 (1H, t, J=7.5), 6.93-6.99 (2H, m), 6.97 (1H, d, J=9.0), 7.24-7.30 (2H, m),
7.33 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=7.5), 7.49-7.58 (4H, m).

2E613 4
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3—r7o0—4— (QA—AbPFIHNRINWAFNERY P-4 —-ANFF) =

roOxX
BEFSTHONE3I— /00 —4— (EXRUDY—4—-A)FF) Zhax¥
> (1. 00g) 2N, N=ZAFINHRIATIR (20ml) ITEMEL. KaTF. 7
OEE#AFIV (0. 43ml) ROREAUTL (0. 81g) ZMAER HRT
—BER LU, RISREEFBRIFIIVTHRVNLU 2%, SNaRkTlRE L. FREZEK
W< R LATER LU, WETHEEEZERL®, REZUATSIINVAS L0
RIS 74— (BHEE: BEERIF) THRETSZLICKD, Eidlkewl. 16
g (NFEI0%) ZHEAMWRMELL THE.

'H NMR (400MHz, CDCl,) 6 ppm : 1.93-2.04 (2H, m), 2.04-2.15 (2H, m), 2.59-
2.69 (2H, m), 2.73-2.83 (2H, m), 3.29 (2H, s), 3.74 (3H, s), 4.62 (1H, m), 6.98 (1H,
d, J=9.0), 8.13 (1H, dd, J=9.0, 2.5), 8.31 (1H, d, J=2.5).

2EH|3 5
3—rnob0—4— (1 —APFIHINRZNAFINERY D=4 -ANVFF) T

—Jr
BEF3A4THESNZI—r00—4— (1 =AMFTHIRIIVAFIVERY D
—4—)FFY) —baxRFE> (1. 16g) %68 (30ml) IZBEHEL. B
TEIHE (2. 098) &k, RET—HH®RLE, RISWESBLEE. 5HE
BETEEL. BEZEBIFIITHERLEE. REBAKRET MUY LAKBRRUOSENE
ﬁmTMk%@bkaE%EE%*%@?ﬁ*&@AT%@L‘ﬁET@ﬁ%%%Lt
%‘%E%?Uﬁfﬂﬁ?bﬁm7hﬁ?7%~(@&%ﬁ:ﬁ@l?w/iﬁ/—w
=25/1) THETHZLIZLD., ERLEWMO. 79g (NET5%) Z2HAMWMIRK
WE &L THE,

H NMR (500MHz, CDCL,) d ppm : 1.87-1.95 (2H, m), 1.95-2.03 (2H, m), 2.43-

2.53 (2H, m), 2.77-2.86 (2H, m), 3.25 (2H, s), 3.73 (3H, s), 4.17 (1H, m), 6.51 (1H,
dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.80 (1H, d, J=8.5).
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2%44]3 6
N—[3—7ob0—4— (1 —APFIHANRINAFINERYD L -4 1)V FF
) 7xZ)] ANVT 7y EALINEBRIFIV
%%%35?%6ht3—7mu—4—(1—%%#9ﬁwﬁ:wx?wE&UV>
—4—A)FFY) 7Y (0. 79g) £2¥ropAF> (20ml) ITHEHEL.
KET. 7ao2)RZ)VEEETIF) (0. 37ml) RUEUP > (0. 43m1)
EM T L% BRTHERLE, RISREZRETERMGEL. BEEIFIVTHERL 2.
SR REKFZ T DU U LKBIR TS L., EHEEEZ KRS RS U L TERLZ,
BMETBEEEERLE REEZUASNVASLIOR NI 57 0 — (BHIEE : B
BIF)) THETHIEICED., ERkEml. 06g (NES 9% ZHEMRY
BELTHER.

'H NMR (500MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.90-1.99 (2H, m),

1.99-2.08 (2H, m), 2.53-2.62 (2H, m), 2.75-2.84 (2H, m), 3.27 (2H, s), 3.74 (3H,
s), 3.91 (2H, s), 4.30 (2H, g, J=7.0), 4.41 (1H, m), 6.92 (1H, d, J=9.0), 7.20 (1H,
dd, J=9.0, 2.5), 7.39 (1H, d, J=2.5).

Z2ER3 7

N— [3-700—-4— (1 —APFIHANRINWAFINERYD > —4—A)vFF
) 7x=)] -N— [3— (83-777=x=)y) —2— (E) —7axRz)] A
7 7 EA VBT FIV |

BEF 2 THESNZ3 - (3—7 /7)) —2— (E) —7aR>—1—F—
V(0. 39g). 2EFI6THSNEN- [3—200—-4— (1-AMFT AN
RZNAFINERY DY —4—A)VFFY) Tx)V] ANT 7 A NVEBRIFI (1.
06g) KRR Tz ERAT4> (0. 7T4g) 2¥700XF> (30ml) T
BIEL., KAT. 7YPHIVRCESIFII (0. 44ml) 2FHFLEZE BRT—
Beii L. RISERETRMELLE. REEZUAXINVASLIOI N TT 40—
(BHEE BT F)) THRRETHIEICKD, Eitlkem1l. 70 g (NREEH)
EEAMRYE L LU TERZ,
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'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.90-1.99 (2H, m),
1.99-2.08 (2H, m), 2.54-2.63 (2H, m), 2.75-2.84 (2H, m), 3.27 (2H, s), 3.73 (3H,
s), 3.98 (2H, s), 4.31 (2H, q, J=7.0), 4.45 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt,
J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5),
7.40 (1H, t, J=8.0), 7.44-7.58 (4H, m).

2EH|3 8

N—[4— (=T EFIERYUD -4 —A)NFFY) —3-roadxz)l] A
W7 7 EA )BT F)V

SEH 1 0THESNEL— (1 —-TEFIERYD -4 —A)VFF) —3-0O
B7=U> (650mg) #¥700X¥> (20ml) THEML. K&, Zoox
JVRZIVEEBETF)L (0. 33ml) RUEUD> (0. 39ml) W TFLER =
RT3, SHEERLE, RINREZRE FRMEL %, BERIFIIVTHRRL., fafRiE
IKFEF U D LKW R Ot SRR TIERYEE Lz, BHEZ EKRBR< 72T A
TEHRULE BETBRBEEER L RERZUATSNVASLAIOR NI ST 40— (B
B : BEE T TN OH~BBIFIV/ A5 /)—)=10/1) THETZZLIckD,
LA 7 73mg (NET7 6%) 2REMRKMELL TR

'H NMR (400MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.82-1.98 (4H, m), 2.13

(3H, s), 3.47 (1H, m), 3.63 (1H, m), 3.72 (1H, m), 3.84 (1H, m), 3.92 (2H, s), 4.30
(2H, q, J=7.0), 4.60 (1H, m), 6.94 (1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.41
(1H, d, J=2.5).

BEH 3 9

N—[4— (Q=—FEFNERYP>—4—-A)FF) —3-rnadxz)] —
N—[3— (3=37/7x=)V) —2— (E) =70XRZ)V] ANT7EALIVEFET
FI
BEF2TESNEZ3I - (3—7 /7)) —2— (E) —7aXkR>—1-F—
)V (323mg). BEFIZSTHONIEN- [4— (1 -TEFIERYD~4 -
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ANFFY) —3—rnoT7z)V] ANT 7 EAIEEETZFIV (77 3meg) Kb
UIxZ)HERAT74> (58 1mg) £2¥r0nA¥y > (20ml) [THMEL. XKAET.
TIPANKEBEPITFI (0. 34ml) ZMTFLER. BRTHERLEZ. G
WERETBELEZER BREZUANSNVASLZOQR NI 57 40— (BHEEK : B
IFNDI~BEITFIV A /) —)v=9,/1) THETZIEIZKD., EkEam7
33mg (NHE71%) Z2RBEAEEREAREL TR,

'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.82-1.98 (4H, m), 2.12
(3H, s), 3.48 (1H, m), 3.61 (1H, m), 3.70 (1H, m), 3.85 (1H, m), 3.99 (2H, s), 4.31
(2H, q, J=7.0), 4.47 (2H, d, J=6.5), 4.63 (1H, m), 6.22 (1H, dt, J=16.0, 6.5), 6.42
(1H, d, J=16.0), 6.94 (1H, d, J=9.0), 7.34 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0),
7.48-7.58 (4H, m).

2EH14 0

4— (1-HWNEANERYD Y —4—()FF) —3—rop=bax ¥y
S2EFSTHONM-3—o0—4— (ERYDP -4 —A)AFY) ZbaxRE
> (500mg) N, N=JAFNTEF7IEK (10ml) IKBEMBEL. KETF. &
FoBAUDL (790meg) ZMA. BRTBERLER. T BIVIL (7
90mg) #MA. 4 0CT—HHEBRLZE, ANEMKBEISAFYBK (1. O0m
1) 2ix. SSICKBRTIREBRRLE, RICKREFBRIFIIVTHERL, KEKFES
MU LAKBER KRR BE/K TIEREE LR, HETHREEZEETHSI LITXD,
ka5 23meg (XS 8%) #AHEARKEL THL,

'H NMR (400MHz, CDCL,) d ppm : 1.53-1.67 (2H, m), 1.86-2.00 (2H, m), 3.18-

3.31 (2H, m), 3.51-3.64 (2H, m), 4.92 (1H, m), 7.49 (1H, d, J=9.0), 8.20 (1H, dd,
J=9.0, 2.5), 8.33 (1H, d, J=2.5).

BEH 4 1
4— (1 =HINEANERYD -4 —A)VFF) —3—rpour=y>
HBEH 4 0TEHESNZ4— (1 —HAINEBEANERYD -4 -1 )FF) —3—
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roo=-boxR>E> (1. 25g) 2E# (30m 1) IZHERL, BRTTIHREK (2.
47g) EMA. FIRT—BHERLE, KISKREZABLER, 2REZBETRMEL. &
BEEBIFIIVTERLE, KBRS YD LKBRTESRL. FHEEZEKRER
RITIFVILTEHRE LUz, BETBEEZAELER, REZ VAT NVASLZOT B
To74— (BHEE: 2700Xy> /A5 /7—=)=20/1) THETSH I LITL
D, EREEW0. 91 g (NES1%) 2RBAEEHEMAEL TR, |

'H NMR (500MHz, CDCL,) 6 ppm : 1.80-1.96 (4H, m), 3.30-3.40 (2H, m), 3.62-
3.72 (2H, m), 4.33 (1H, m), 6.52 (1H, dd, J=8.5, 3.0), 6.74 (1H, d, J=3.0), 6.81
(1H, d, J=8.5).

2EH| 4 2

N—[4— (1 =JIINEANERYD =4 —A)FF) -3 -7z )l]
AN 7 7 BEAIVEEBR LTIV

BEF 41 THESNZA— (1 —HIINBANERYD -4 —ANFFY) —3—
pyony=y)> (907mg) 2¥700AF> (20ml) THEMHEL. KmT,. 70O
O Z)VEZIVEBELIFI (0. 45ml) ROEPAVYTOENIFINTI> (0. 88
ml) 2HTFLEZ. BRTHERLER, 700XV RZIVEFEELTFIV (0. 05
ml) ZMZ. ISHIKHRET2RERBRLE, RIGKZBETEREL /2%, BERRIFIV
THRRL. SMREKRT DU D LKERTHE L. AREZRKRT 72T AT
WALz, BIETHREEREL L. REZUASNVAITLIONNT ST 40— (B
WAl 2700 xXy > /A8 /)—=)=30/1~20/1) TRHRHETZHZLIZLD,
EibAm8 0 9mg (INES5 7 %) 2HREBECEEHEMKE L TR,

'H NMR (400MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.83-1.99 (4H, m), 3.47

(2H, m), 3.61 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.58 (1H, m), 6.94 (1H, d,
J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.41 (1H, d, J=2.5).

2EH|4 3
N—[4—- Q=HINEANERY D —4—-ANFAF) -3 -r00T )]
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—N—[3— B8=7/7x=)y) —2— (E) =7FaXz)V] ANT 7 EAIVERE

IFIN
BEG2 TEONES — (3-3F/T7x=) —2— (B) —FOR>—1—F—
V (322mg). &4 2THESNIEN- [4— (1 —-HINEAINERYTD D —
4—1)IAFY) —3—-r7oor7z)] AINT7EAINEEEIFIV (809meg) X
YR TzZNWEAT4 > (61 0mg) 22700X%2 (20ml) IZEML. K
BF. TUSHNEVESIFL (0. 36m1) EMFLES. HRT—BRLE.
RRSHOE RE TS L7 ts, BHE S UNSIAS LY O M T5T 4 — (G -
BEETFI/AY )—)=10,/1) THRETHZEIZLD, FMké®1015meg
(REQ 4%) EHRBOEEEEE L TR, |

'H NMR (500MHz, CDCL,) & ppm : 1.36 (3H, t, J=7.0), 1.84-1.99 (4H, m), 3.48
(2H, m), 3.59 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 4.62
(1H, m), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.94 (1H, d, J=9.0), 7.33
(1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0), 7.49-7.57 (4H, m).

2EH 4 4
3—rn0—4— (1 —AFZNKINERYD L —4—-A)VFFY) Zbax>

¥

\I

BEPIS TRONES — /00— 4— (BRUDY—4—4AFS) = hORS
S (1. 00g) #UrOOxy> (20m1) KEBL. KATF. 25> 2Lkl
ZEUE (0. 33m1) RERUIFATIY (1. 09m1) ZMAKE. SET
DB L, REHARSIFTRRL S, BRREATREL . HHEEE
KB 7 %30 AT U, WETRREEELE®, BEESUNTIAT LY
O RS T4 — (A : BERIFL AT =1,/1) THETBI LIk,
ERLEM0. 968 (NRT3%) &MEMTHERELTE:,

'H NMR (500MHz, CDCL,) 6 ppm : 2.06-2.14 (4H, m), 2.84 (3H, s), 3.29 (2H, m),
3.55 (2H, m), 4.82 (1H, m), 7.00 (1H, d, J=9.0), 8.16 (1H, dd, J=9.0, 2.5), 8.33
(1H, d, J=2.5).
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BEG| 4 5
3—rvo0—4— (1 =X ANKRINVERYD -4 —-1MIVFF) 7=
SEM44TESNZ3I—700—-4— (1 =AY ANKZIINVER)D > —4—A
WAFY) Zbax>tEr (955mg) ZE# (30ml) ITAML., BRTIITH
% (1690meg) #Nx. FRT—BRLE, RISKESBLES. SHWERET
WL, BEEFEEIFILCRRLAE. REKEF MU T AKERTHRE L. Ai%E
BEARBT V3T ATER UL, RETHHEEELAR. BEES YN S
LArav b TSI 70— (BHEL  BEETFIN /NFH2=5/3) THEITLHI LI
E0. ERILEHWT7 3 Tme (NES5%) ZHEAEEWEMEL L THL.,

'H NMR (500MHz, CDCL,) 6 ppm : 1.92-2.08 (4H, m), 2.81 (3H, s), 3.33-3.45

(4H, m), 4.38 (1H, m), 6.54 (1H, dd, J=8.5, 3.0), 6.74 (1H, d, J=3.0), 6.80 (1H, d,
J=8.5).

BEH 4 6
N- [3—Zun—4— (1 -AFSZIVRINERYIY—4—AAF) 7z
Z)V] AT 7 EAINBEEEBR I FIV
BEFA5TELNEI—/00—4— (1 —AF IR ERYD>—4—F
NAFL) ToUSY (737me) £IZ/OOXY (20ml) iCHEEL. KAT.
ryoaaZ)VRZ)VEEEETZFIL (0. 33ml) ROEUPY (0. 39ml) ZHFL
Fit, BRT1RMERR L, RESREREIF)VTHRRL, 8HREAEF LU YA
TRV TR OROR B K TR YR U7z, HHE & KRR < 7/ 2 3 A THR L 72,
WE TR EEELRE BEEZSUAFVASLIOR N 5T 40— (BHER : B
BIFIL/AFH>=3,/2) THETSHILICED, EEa®ms 05me (NEK7
3%) EMEEEHERE L THRE.

'H NMR (400MHz, CDCL,) § ppm : 1.26 (3H, t, J=7.0), 1.96-2.10 (4H, m), 2.82

(3H, s), 3.31 (2H, m), 3.47 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.62 (1H, m),
6.93 (1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.42 (1H, d, J=2.5).
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BER AT
N—[4— (1 =—HINEANERYD—4—A)AF) —3—r7o07x=)/]
—N— [3— (3= 7)7x=)l) —2— (E) —=7axX)L] Z)IVT7 7 EA ) EiEE

IFN

BEF2TEHEOSNEZ3— (3—F7/7x2))) —2— (E) —7/aR>—1—F—
b (296me). BEHI46TESNEN- [3—rO0-4— (1—AF 22K
SRV —A—AVAEFY) T2V AT 7 EAIVEBIFI (8 05me)
RORY TR RAT 4> (560meg) £9700XF> (20m1) EmL.
KET, PYPHINKRBEOTFII (0. 33ml) ZHETFLAE. BRTHOREHER
Lz RISKZRETIEBMLZ%. BREZ VISV ATLZOR N 5T 40— (B
B . oAy /BBEIFIN=20/1~10/1) THHEITHIEIZLD., &
ke 8 35meg (NER79%) 2EAEEFHEMARE L THRZ.

'H NMR (400MHz, CDCl,) é ppm : 1.36 (3H, t, J=7.0), 1.96-2.09 (4H, m), 2.82
(3H, s), 3.30 (2H, m), 3.48 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d,
J=6.5), 4.65 (1H, m), 6.22 (1H, dt, J=16.0, 6.5), 6.42 (1H, d, J=16.0), 6.94 (1H, d,
J=9.0), 7.35 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=7.5), 7.50-7.55 (2H, m), 7.56 (1H,
s), 7.56 (1H, d, J=2.5).

ZEHI4 8
3—uo—4-— [1—- (2-BUD)) ERYDP—4—-A)FF] Zbax>

lm
AN

2EH S THONEZI—r00—-4— (EXRYD -4 —-)FFY) ZhaxtE
> (3. 00g) #2EUY> (30m1l) IZEBL, BERT2-JOEEYUD > (1.
25ml) ZMAZ#E. 150CTL 6 FFMHIRLE. RIGKZBRETHAL R,
Bl TF)VTHRNL . RAFIREKTHRE L., AREZEKRR< /2T LA TRELE.
BETBEEZEERLE REZUATFNVASLIORM ST 40— (BHEBE : B
BIFIN/NFH=1/2) THETHILITKD, Filkéd®wo. 80g (K2
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0%) ZHBEMKREL THE,

'H NMR (500MHz, CDCL,) 6 ppm : 1.93-2.06 (2H, m), 2.06-2.17 (2H, m), 3.60-
3.72 (2H, m), 3.79-3.90 (2H, m), 4.79 (1H, m), 6.64 (1H, dd, J=7.0, 5.0), 6.71 (1H,
d, J=8.5), 7.04 (1H, d, J=9.0), 7.50 (1H, m), 8.16 (1H, dd, J=9.0, 3.0), 8.20 (1H,
dd, J=5.0, 2.0), 8.32 (1H, d, J=3.0).

2EH14 9

3—rvopn—4—[1—-(2-EUD)) ERYD—4—-A)NVAFL] T2V
2EH48THSNE3I-o0—4—- [1— (2-EBUD)) ERYT -4
WAFT] ZbaREY (79 6meg) 2F# (40ml) KHEHRL. BRTIIH
XK (1420mg) #iMA. RIRT—HERLE. KIGKEZABLZE. AREZEET
WL, REEZEBRIFIIVTHRRLU LR, REKES MU LKBBRTREL., AHE
EEKHE TR ULATER L. BETHEREERLLR. BREZUNTIVAS
L2ORNT 57 4 — (BHEBE : BEERIFIN  FH2=1/1) THREITZH I LIZ
X0, Eib&m6 8 0meg (NE9 4 %) ZBRFAMRYMEL L THREZ.

'H NMR (400MHz, CDCL,) 6 ppm : 1.83-1.95 (2H, m), 1.97-2.07 (2H, m), 3.41

(2H, m), 3.95 (2H, m), 4.34 (1H, m), 6.53 (1H, dd, J=8.5, 3.0), 6.59 (1H, dd, J=7.0,
5.5), 6.69 (1H, d, J=8.5), 6.74 (1H, d, J=3.0), 6.85 (1H, d, J=8.5), 7.47 (1H, m),
8.19 (1H, m).

2EH15 0

N— [3—7pouo—-4— [1— (2-EBUD)) EXRYI—4—-A)VFF] Tz
2] AN T 7 EAINERTF )V

BEF49THSNZ3I—ron—4—- [1— (2-EBUDI) EXYDr—4—1
WAFL] 72U (68 0mg) 22700AF > (20ml) THEML., KET,
ZpOaZ)VRZVEEEELFI)L (0. 32ml) ROEUP Y (0. 36ml) ZHFL
7t BRT—BEERL 72, &ﬁﬁxﬂﬁ’c’f:ﬁ’ﬁ%l?‘)b‘@?ﬁ%ﬂbt?&\ fERRERKFE T MU D
LKBBRR O BHK TIER G L. AREEZEKRERS /XU ATERE L. B
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FETBEREEELER. BEBZDUATINVASLAIOR NI T T 0 — (BHEE © BB
IFN/ANFH=1,/1) THHEITZIEIZLD, B8 58mg (INES
5%) ZREAEEREAREL THEE.

'H NMR (400MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.88-1.98 (2H, m),
1.98-2.08 (2H, m), 3.56 (2H, m), 3.86 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0),
4.58 (1H, m), 6.61 (1H, m), 6.70 (1H, d, J=8.5), 6.97 (1H, d, J=9.0), 7.23 (1H, dd,
J=9.0, 2.5), 7.40 (1H, d, J=2.5), 7.48 (1H, m), 8.19 (1H, m).

2EH|5 1
N— [3—7ou—4— [1- (2—-¥F¥UI)) ERYDL—4—A)AF] 7=z

=W =N—[3— B8=y7/7xZ)y) —2— (E) —7uXRz)] A)NVT7EA
JVBERR T T )

BEH 2 THSNEZ3 - (3-7/7x22)y) —2— (E) —7aR>—1—F—
J (316me). BEHS0TESHEN- [3-roo-4— [1- (2-¥PUD
W) ERYD Y —4—A)AF] 7xZ)] ANVT 7 EAIVEEELZF)L (8 58me)
EORM)T7zZNEHEAT 4> (59 0mg) 22700AAF>2 (20ml) ITEML.
KAET. P7YPHIRIBEZIFI (0. 35ml) Z2HFLEE. BBRTHEHRL
fro RISEERETEBMEL 2%, REZVAFINVASLIOIRNT 5T 0 — (BHE
. orunAy L /BBIFIN=10/1) THUITDHZLICLD, ERtE®w1 1
00mg (INFEI98%) EEMEEMEKLL TR,

'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.88-1.98 (2H, m),

1.98-2.08 (2H, m), 3.57 (2H, m), 3.84 (2H, m), 4.00 (2H, s), 4.31 (2H, q, J=7.0),
4.47 (2H, d, J=6.5), 4.61 (1H, m), 6.23 (1H, dt, J=16.0, 6.5), 6.42 (1H, d, J=16.0),
6.61 (1H, dd, J=7.0, 5.0), 6.69 (1H, d, J=8.5), 6.97 (1H, d, J=9.0), 7.33 (1H, dd,
J=9.0, 2.5), 7.41 (1H, t, J=8.0), 7.48 (1H, m), 7.50-7.58 (4H, m), 8.19 (1H, m).

2%EH5 2 |
3—snp—4— [1—- (3-EBUYD)Y) ERYD—4—-A)FFI] Zbox>
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5

\I

BEFRSTHOSNEZ3 —ron0—4— (ERYD—4—-1)VFF) Zhax>E
> (2. 72g). 3—7O0EUY> (2. 01g), 2— (—t=TFINEAT 4
J) EZz=)V (0. 32g). PR (RDPUFUTERY) INRNSDTL (0.
49g), ROt —TbF¥FMUTA (1. 22g) Z2MIVI> (30ml) IZHEH
L7z, 7TOCT2REBRLE, RIBREZBRETHRAILLE. FBEMEAEL. W
ETEREE2EE Lz, REZEBEIF)ITHERLZE. REKFZES MY LKBERRD
P REK CIEARYEE L. SKFEE ST N LA THELE, BETHREZEERL &,
BEEUATNASLIOR NI ST 4 — (BHEBHE 20Xy /Ay =)y
=9,/1) THETHZLICKD, Eitlk&W1l. 56 g (NE44% ZHAEMKE
LTHk.

'H NMR (400MHz, CDCl;) 6 ppm : 2.03-2.22 (4H, m), 3.31 (2H, m), 3.49 (2H, m),
4.77 (1H, m), 7.03 (1H, d, J=9.0), 7.18 (1H, dd, J=8.5, 4.5), 7.24 (LH, m), 8.12
(1H, dd, J=4.5, 1.5), 8.16 (1H, dd, J=9.0, 3.0), 8.32 (1H, d, J=3.0), 8.36 (1H, d,

J=3.0).

BEHI5 3

3—roa—-4— [1— (3-EBUDI) ERYD—4—-A)FF] FZU >
BEHI5 2 THSNE3—r00-4— [1— (3—-EBUD)) EXRUP>—4—
WAFL] Zhax>¥Y (1. 54¢g) 2B (30m 1) KBEML. BRTITH
XK (2. T4g) 2MA. FET1IRERRLEZ. REKEABLER, ABZEET
L. REZERIFITHRLLE, SMREKEST MU D LKERROEMEE
KTIERGEE L. AEEEZEKMET NI ULTEEREL ., BETEEZEEL R,
BEEUNTNHTAIOAINT ST 04— (BHEBE 270Xy > /Ay ) —)
=9,/1) THRETHZLITKD, Eidlk&®m1. 39g (NEI 9% ZHEAHRY
BELUTHERE,

'H NMR (400MHz, CDCL,) 6 ppm : 1.92-2.11 (4H, m), 3.14 (2H, m), 3.56 (2H, m),

4.31 (1H, m), 6.53 (1H, dd, J=9.0, 2.0), 6.74 (1H, d, J=2.0), 6.84 (1H, d, J=9.0),
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7.16 (1H, dd, J=8.5, 4.5), 7.21 (1H, m), 8.08 (1H, d, J=4.5), 8.34 (1H, d, J=2.5).

2EH| 5 4

N—[3—7on—4—[1— (3—-EUYD) EXYI—4—-A)NFFT] Tz
] ANT7 7 EAIVEEEBR I F)

BEF5 3 THSNEZ3—r00—4— [1— (3-EBUD)) ERYDP—-4—1
WAFT] 7=ZU> (1. 38g) 2¥r7unA¥ > (20ml) ITHMREL. KET.
roaZEZIVEEIFIL (0. 93g) OPr70nA¥y >y (5ml) BREROEY
P> (0. 37m1l) ZHFLEK. BHET2REHRRLE, RIGRZBEETRMEL -
%, BEEUATNVASLIO N7 — (BHEBE : ProaXy s/ A5 )
—)=9/1) THHETHILICkD, EilbaWl. 6 1g (ERT 8%) ZYKA
mEREEE L TR,

'H NMR (400MHz, CDCl,) 6 ppm : 1.33 (3H, t, J=7.0), 1.97-2.15 (4H, m), 3.24

(2H, m), 3.51 (2H, m), 3.93 (2H, s), 4.29 (2H, q, J=7.0), 4.56 (1H, m), 6.97 (1H, d,
J=9.0), 7.18 (1H, dd, J=8.5, 4.0), 7.21-7.28 (2H, m), 7.42 (1H, d, J=2.5), 8.10 (1H,
d, J=4.0), 8.35 (1H,s).

2EH|5 5

N—[3—27opn—4—[1— (3—-EUD)) EXRYDP—4—ANFF] Tz
)] —N—[3— (83=7/7x=)y) —2— (E) —7axz)l] ANT77EA
VB TF )

BEF2THESNE3 - (3—-2T7/)7x=2)) —2— (E) —7aRy—-1—F—
JV (294meg). BEHS4THLSNEN- [3—ro0—-4— [1—- (3-EUY
V) ERYD Y —4—ANVFFI] 7x22)] ANT 7 EAINVEEIFI) (84 0meg)
FUORN)T7zZVHRZAT74> (63 0mg) 22700AF> (20ml) ITHEMREL,
KET. PYPHIVKRVEDTFII (0. 38ml) ZE LK. BRT¥HERL
fzo RUGHERETIRMEL 2%, BREEZUATNAS LI ORI S5T7 40— (BHE
. >ranAY /Ay )—=)v=97,/3) THETSHIEIZLD., EELEHW2 0




WO 02/081448 PCT/JP02/03355
253

6 0mg (NEEEHN) =HEAEEREGEL THL.

IH NMR (400MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.97-2.16 (4H, m), 3.25
(2H, m), 3.49 (2H, m), 4.00 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 4.60
(1H, m), 6.23 (1H, dt, J=16.0, 6.5), 6.42 (1H, d, J=16.0), 6.97 (1H, d, J=9.0), 7.34
(1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0), 7.44-7.71 (6H, m), 8.10 (1H, m), 8.35 (1H,

m).

SEH|5 6
3—zoo—4-—[1—- (4-FEUD)) ERUYDY—4—A)NFF] Zbax>

¥

\I

BEFSTHLNZ3I—ro0—4— (ERYD—4—A)FF) ZbaxtE
> (3. 00g) N, N=UAFNUFRNLATIR (30m1) ITEML. BRHTL -
TOELUYY (2. 50g) RUN—-AFILENFY> (5. 14ml) #MALE.
150 CTT7HRREHERLE. KEKREZBRETHAL %, BFRTFIVTHIRL. fafn
REKFT N DT LKBBETHEL, FREZEKRE XU LTERELE. BE
THREEELZR, REEZUNTSINVAZLIOR N 57— (BHEBE : o0
OAXAY /A )—=)I=30/1~10/1) THETHZLIZLD., EEtEW1.
27g (K3 3% ZRBECEEREGREL THZ.

'H NMR (500MHz, CDCl,) 0 ppm : 1.98-2.14 (4H, m), 3.46-3.55 (2H, m), 3.58-
3.67 (2H, m), 4.83 (1H, m), 6.72 (2H, d, J=6.5), 7.03 (1H, d, J=9.0), 8.16 (1H, dd,
J=9.0, 3.0), 8.28 (2H, d, J=6.5), 8.32 (1H, d, J=3.0).

SEHIS T

3—ron—4-[1— (4-BUD)) ERYDP>—4—A)AFI] T2V

2EZH5 6 THLNZ3-/no0—4— [1— (4-EUD)) ERUTZ -4
WAFT] ZhoR>EY (1. 26g) 2B (50ml) KBEHEL. BERTITITH
K (2. 24g) ZMA, RBTBRERLE, RIBRESBLEZR. AREZHETR
L. REZRERA) U LKEBERTHMLUZE, BFRIFITIERMELZ, FlEZE
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BRI 7R ATERL . WETBEEERLE, BEES NS INAT LY
OX Y574 — GEHEIE: D27 O0aAF S /A ) —b=10/1~1/1) TH
BB Eick D, EEILAMO. 85g (KT 4%) ERHGEESE LTERE,

'H NMR (500MHz, CDCL,) é ppm : 1.85-2.05 (4H, m), 3.30-3.38 (2H, m), 3.65-
3.73 (2H, m), 4.37 (1H, m), 6.54 (1H, dd, J=8.5, 3.0), 6.69 (2H, dd, J=5.0, 1.5),
6.74 (1H, d, J=3.0), 6.83 (1H, d, J=8.5), 8.25 (2H, dd, J=5.0, 1.5).

BEH|5 8
N—[3-7om—4—[1— 4-EBUD) EXRYP—4—-A)FF] I
2] ZI 7 7 A I)NEEEI T IV

2EH S TTRHRHNZ3I—r70o0—4— [1— (4—-EUD)) EXRYI -4 -
WAFL] 7=ZU2 (854mg) #7700XAF > (20m) ITHEMRL. KET,
roOZ)VRZIVEREETF) (0. 40ml) RCEUP> (0. 45ml) #HFL
ik, BIRTBEERLU . ISREZBETRMEL. REZKRA U U LKER TR
Ui, BFETF)L T 2RI L, MWK fMKEAKE ST ) DU LKBKR TG L,
EHEEEKREBY X ULATERL, METBEEFELLR. BREZYNTI
ML NTTT7 40— BHEBE: 700X 5 > /Ay /) —)b=5/1~2,/1)
THRTZHIEICKD, ERbe®w888meg (INE7 0%) 2HAEEHERLLT
Brz.

'H NMR (500MHz, CDCL,) 6 ppm : 1.33 (3H, t, J=7.0), 1.94-2.07 (4H, m), 3.47

(2H, m), 3.65 (2H, m), 3.93 (2H, s), 4.29 (2H, q, J=7.0), 4.63 (1H, m), 6.72 (2H, dd,
J=5.0, 1.5), 6.96 (1H, d, J=9.0), 7.25 (1H, dd, J=9.0, 2.5), 7.43 (1H, d, J=2.5),
8.26 (2H, dd, J=5.0, 1.5).

2EHF|5 9
N—[3—=7oO—-4—-[1— (4-EUD)) EXYD—4—-A)vFF] 7z
)] —N—-[3— (3-37/7x2)V) —2— (E) —7oXRZ)V] ZNT7EA
VEERE T T )
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BEF2THELNES3 - (3-37/)7x2))) —2— (E) —FOR>—1—%—
JV(327mg). 2&HI58THSNEN- [3—roo—4—[1—- (4—-EYD
V) BERYDY—4—ANAFY] 722)] ANVT 7 EANVEBIF) (8 8 Tmg)
BROMYTzZVEAT 4> (620mg) #¥700AF> (20m1) ITEMRL.
KETF, PYTPHINERCBESIFIV (0. 36ml) 2REFLEER, R TBERL
o RIGHREBIETIREL 2%, REBEZUATINVASLZOR NI ST 40— (BHE
B ornOAY Y /AT )—=20/1~10/1) THEHMTZILickb, &L
ft&m6 3 7mg (NHE55%) ZERGEEHEKEL THE.

'H NMR (S00MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.97-2.07 (4H, m), 3.45
(2H, m), 3.62 (2H, m), 4.00 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.0), 4.65
(1H, m), 6.22 (1H, dt, J=16.0, 6.0), 6.42 (1H, d, J=16.0), 6.70 (2H, d, J=6.5), 6.96
(1H, d, J=9.0), 7.34 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=7.5), 7.53 (2H, m), 7.56
(1H, s), 7.56 (1H, d, J=2.5), 8.27 (2H, d, J=6.5).

%416 0
3—pun—4— [1— (2-¥UIY))) ERUDZ—4—A)VAFP] Z O

g,

¥
SEFHSTHELSNEI—r700—4— (EXRYD—4—A)LAFY) ZbhaxE
>(2.50g) 2L /=) (30ml) AL, BRT2-/0OPyY3IY > (1.
12g) #MAZE. 30CTRRHEHIELE. REKREZERE TWAIL 2, #Hfdil
FREREARTAZEICLD, bRk 2 - 700U OREMERE.
T rnnarXy 2 EMA. AEMEARLIE. ABRERETRETSZEITXD,
Eitewl. 29g (INEK39%) ZHHEAENEE L THE.

IH NMR (500MHz, CDCL,) é ppm : 1.90-2.00 (2H, m), 2.00-2.10 (2H, m), 3.92-
4.00 (2H, m), 4.00-4.08 (2H, m), 4.82 (1H, m), 6.51 (1H, t, J=5.0), 7.04 (1H, d,
J=9.0), 8.16 (1H, dd, J=9.0, 3.0), 8.32 (1H, d, J=3.0), 8.33 (2H, d, J=5.0).

2EHI6 1
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3—yo0—4-—[1— (2-EBU3ID)) ERYP—4—A)NVAFL] TZU>
BEF6 0THSNE3I—/00—4— [1—- (2-EBUID)) ERYT>—4—
ANAFL] ZhoRIEY (1. 29¢g) B (40ml) KERL. BERTTY
Bk (2. 28¢g) A, RET—HHEELE. KEKESBLELZE ABERET
L. R 2R REKET M) U LKER TR L2, BT F)L T3 EMEL
oo MR SRR THE Lk, BREEEKRES R LTER L. K
ETFESEEE LR BEEZIVUNFNATAIOT NS 57 40— (EHIEL : B
IFN/ANFHY=2/1) THETHI LR ERLAW 1. 0 1 g (XK 8 6 %)
EEAMRYE L L TE. |

'H NMR (500MHz, CDCL,) 6 ppm : 1.80-1.90 (2H, m), 1.92-2.02 (2H, m), 3.67

(2H, m), 4.20 (2H, m), 4.37 (1H, m), 6.46 (1H, t, J=4.5), 6.53 (1H, dd, J=8.5, 3.0),
6.74 (1H, d, J=3.0), 6.85 (1H, d, J=8.5), 8.30 (2H, d, J=4.5).

2EF 6 2

N—[3-—r7on—4—[1— (2—=BUID)) EXRYD>—4-ANVFF] T
)] 2N T 7 BANVEBEIF)V

2EH6 1 THOHNE3I-00—4— [1— (2-EBUID))) ERYD -4 -
AINAF] 7ZU2 (1. 01g) 2¥rOonr¥y> (30ml) ITEMEL. KBT,
ZO0ZANRZINVEBETFIL (0. 47ml) RCEYUZ > (0. 53ml) ZHFL
7t BIET1REBRLUE, RIGKERETREL. REZEMKEKES )T A
KBRTHI L%, BEETF)L TR L., MHEERmafktREl. FlELE
KRB TR T LTER LU, BETHREEELZR, BREEZUATNAS LD
o b5 74— (BHEE : AFT2/BBRIFIN=2/1~1/1) THETSZ
ik, Eitlkdml. 29g (NE85%) 2iBAREMEMKEL THL.

'H NMR (500MHz, CDCL,) 0 ppm : 1.34 (3H, t, J=7.0), 1.85-1.95 (2H, m),

1.95-2.05 (2H, m), 3.85 (2H, m), 3.93 (2H, s), 4.09 (2H, m), 4.30 (2H, q, J=7.0),
4.61 (1H, m), 6.48 (1H, t, J=4.5), 6.98 (1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5),
7.41 (1H, d, J=2.5), 8.32 (2H, d, J=4.5).
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56 3
N—[3—7um—4— [1—- (2-¥BUID)) ERYD—4—-A)FAF] 7
)] —N—[3—- B3=3777xZ))) —2—= (E) —7axXZ)V] AT 7E
AINERBR T F )V

BEF 2 TESNE3 - (3—37/7zZ)) —2— (E) —7axkry—1—-%—
V(0. 47g). BEHI6 2 THSNAEZN- [3~roO—4— [1—- (2-¥EVU=3
D) BERYDY =4 —ANAFT] 7)) AT 7y EAINVEEEIFIL (1. 29
g) RMUTzZ)RAT 4> (0. 89¢g) 2¥ronAy> (30ml) [THEMR
L. XK&TF. 7VIHIVRCBPIFI (0. 52ml) Z2HF LK BETHE
UK. RISKZRETFBHELZE, RE2UISNVAS LA NI T T 0 — (A
HIAE . ornonaxAy > /EBEIFI=9/1) THEITSLICKD., EiLkawl.
59g (NE94%) 2ECEEVEELLTEE,

'H NMR (500MHz, CDCL,) 0 ppm : 1.36 (3H, t, J=7.0), 1.85-1.95 (2H, m),

1.95-2.05 (2H, m), 3.87 (2H, m), 4.00 (2H, s), 4.06 (2H, m), 4.31 (2H, q, J=7.0),
4.47 (2H, d, J=6.5), 4.64 (1H, m), 6.23 (1H, dt, J=16.0, 6.5), 6.43 (1H, d, J=16.0),
6.48 (1H, t, J=4.5), 6.98 (1H, d, J=9.0), 7.34 (1H, dd, J=9.0, 2.5), 7.41 (1H, t,

J=8.0), 7.50-7.55 (2H, m), 7.55 (1H, d, J=2.5), 7.57 (1H, s), 8.31 (2H, d, J=4.5).

2EH|6 4
3—2pou—4— [1— (3=FBUDIVAF)) ERYZ > —4—A)FF] = b

| RN %

BEHSTHOSNEZI—ro0—4— (EXRYD Y —4—A)FF) Zpbax¥
> (1. 00g) N, N=AFIFRIVALATIR (20m) THEMHEL., ZRT3 —
(FOEAFIIN) EUD> RILKREE (1. 08g) RUOREHIUTA (1. 08
g) EMAR. FRT2RHMEEL L. RIDKREZEBRIFIVTHRRL K, iRk
kFET DU LKBRR OB AEKTIEAYEE L. A8 L EKRE< 72T LT
WL, WMETHEEEZPEELLE REEZUASNVASLAIOR N ST 40— (B
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A ranXy > /A% )—)=25/1) THRETZZLITLD. EiltéEyw
0. 98¢g (NR72%) ZHEMRYWELL THk.

'H NMR (500MHz, CDCL,) 6 ppm : 1.88-1.98 (2H, m), 1.98-2.08 (2H, m), 2.39-
2.49 (2H, m), 2.65-2.75 (2H, m), 3.56 (2H, s), 4.60 (1H, m), 6.97 (1H, d, J=9.0),
7.27 (1H, dd, J=8.0, 5.0), 7.68 (1H, d, J=8.0), 8.12 (1H, dd, J=9.0, 3.0), 8.30 (1H,
d, J=3.0), 8.52 (1H, dd, J=5.0, 1.5), 8.56 (1H, d, J=1.5).

ZEH|6 5
3—yuu-—-4—[1—- (3-BUIPNAF)I) EXRYP -4 -A)FFL] 7=

D)

\I

BEF 6 4TESNEZ3—00—-4— [1— (3—BUIIAFI) EXRYI T —
4—A)0AFI] ZbaRE (980me) ZEE (50ml) ITHEHEL. BERT
TIMER (16 70meg) £MA, FRTEHRLE, RIGKESBLEER, K%
RETEMHEL., BRRE2EMREAESF MU Y LKBERTPML 2%, BEBEIFIITIE
M U7z, mbEZ M EK TS LK. BREZEKRERS 72U LTHREL
e BETHBEEERLES BREZSUNTSNASLIOR N 5T 40— (BHEE
DraarY> S AY ) =)=10/1~5/1) THETZIEITXD., ELED
874mg (NFRI9 8%) ZKHBHMRMELL TH.

'H NMR (500MHz, CDCL,) § ppm : 1.80-1.90 (2H, m), 1.90-2.00 (2H, m), 2.32
(2H, m), 2.76 (2H, m), 3.55 (2H, s), 4.16 (1H, m), 6.51 (1H, dd, J=8.5, 3.0), 6.72
(1H, d, J=3.0), 6.80 (1H, d, J=8.5), 7.27 (1H, m), 7.70 (1H, d, J=7.5), 8.51 (1H, d,
J=6.5), 8.55 (1H, s).

2EH) 6 6

N—[3—7bo0—4—-[1— (3—BUDPIAFI) EXRYP > —4 —A)vFF]
7)) ANV T 7 EAI)NEFETFIV

5EH 6 5 THGN3—ro0—4— [1— (3-EBUDILAFII) EXRYD D —
4—ANAFY] 72U (874mg) 2700 AFy > (20ml) [THEHEL. K
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BT, zooX)LRZ)VEEREE T F IV .(0. 39m1l) BOXBUZ> (0. 44m1l) %
BT L7t SRTI MR L, RAREME TG, Rl R kRS
U AT L, BTV T L. MR A R Rk TS L. A1
AR S %o AT e, WETRREEELS. BlEES U NS ILY
SAZORMNT S 74— (BHEBEE : 2>200AXY 2 /A )—=)=20/"1~10/
1) THMTHT LickD. MELAWT 7 0me (K6 0%) FREMEHEEL
LTH.

'H NMR (500MHz, CDCL,) 6 ppm : 1.33 (3H, t, J=7.0), 1.84-1.93 (2H, m),
1.93-2.02 (2H, m), 2.38 (2H, m), 2.72 (2H, m), 3.55 (2H, s), 3.91 (2H, s), 4.29 (2H,
q, J=7.0), 4.39 (1H, m), 6.92 (1H, d, J=9.0), 7.20 (1H, dd, J=9.0, 2.5), 7.27 (1H,
m), 7.39 (1H, d, J=2.5), 7.69 (1H, d, J=7.5), 8.51 (1H, d, J=3.5), 8.56 (1H, s).

2EF 6 7

N—[3—-700—-4—-[1—-—(3-EUIPIAFII) EXYT -4 —-A)FF]
JzZ)V] =N—[3— (8—-3F7)7x=2)y) —2— (E) —7aXRz)V] AT ¥
EAIVEFEE T F)V

BEH 2 THSNZ3 - (3—-7/7xz2)) —2— (E) —JaR>—-1—-F—
JV (27 5mg). 2EHI6 6 THSNEN- [3—roo—4- [1—- (3-EBUP
WAFIV) EXRUD =4 —ANAFY] 722N] AT 7 EAIVEERIFIV (77
Omg) ROMUTxZIVEKRAT74> (520mg) #2¥700A%> (20m1l) I
BREL., KET. 7YPHNRCBEPIFI (0. 30ml) 2HTFLEE BRT—
Wi L. RO EZRETRGEL /2%, REZSUASINVAS LI ORI T 4 —
(BHEE B TFIN AY )—N=10/1~5/1) TREHETZZ LIcLD, &
AMEAEMI49meg (NFEI5%) 2RHCEEREAKRE L TR,

'H NMR (500MHz, CDCl,) § ppm : 1.36 (3H, t, J=7.0), 1.84-1.93 (2H, m),

1.93-2.02 (2H, m), 2.38 (2H, m), 2.70 (2H, m), 3.54 (2H, s), 3.98 (2H, s), 4.31 (2H,
q, J=7.0), 4.42 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H,
d, J=16.0), 6.92 (1H, d, J=9.0), 7.26 (1H, dd, J=7.5, 5.0), 7.30 (1H, dd, J=9.0,
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2.5), 7.40 (1H, t, J=7.5), 7.48-7.54 (3H, m), 7.55 (1H, s), 7.68 (1H, d, J=7.5), 8.51
(1H, dd, J=5.0, 1.5), 8.55 (1H, d, J=1.5).

2EH6 8
4— (1—-t=FbrFIHNARINERYD -4 -A)VFF) —3—-r007=

U

\/

SEHITHESNZA4— (1 -t —TbFHNRZINERYD 4~ )V FF
V) —3—-spnp=taxR> ¥y (2. 40g) B (50ml) ITHEMRL, BRT
WK (5. 60g) Z4BICHTTMA, FIRT2REHRER Lz, HISEZSEL
7. AWMERETBEL. REZUASINVAS L0 NT 5T 40— (BT
ANFY L EBIFIN=1/1) THETEHZ LIk, Eikéwl. 99¢g (XX
87%) EREAMRMEALL THE.

'H NMR (500MHz, CDCL,) 6 ppm : 1.47 (9H, s), 1.77 (2H, m), 1.87 (2H, m), 3.31
(2H, m), 3.72 (2H, m), 4.26 (1H, m), 6.52 (1H, dd, J=9.0, 3.0), 6.73 (1H, d, J=3.0),

6.80 (1H, d, J=9.0).

ZEH6 9

N—[4-— (1—t=TFbrFTANRZNERYP > —4—-A)VFF) —3—-/n0
o7 x=)V] 27 7 A )NEEBEIF)

2EH6 8 THLNLA— (1 -t —TFFIHANRINERYD -4 -1)VFF
) —3—-roory=yUr (1. 50g) %-‘/“91:11:1%5'“/ (20m 1) ITHEML. XK
AHTF. zonZ)VRZI)VEEETF)L (0. 74ml) RCC'EU D> (0. 56ml) %
FTFLU%. BRTSBMERLE, KNKERETREL. REZUAITIVA S A
raRNTTT 40— (BHEBE : AFY 2 /EBRIFIN=3/2) THRETHIEITX
0., Eidbam1l. 19g (NES54%) ZRREMRYEE L TEE.

'H NMR (500MHz, CDCl,) 6 ppm : 1.34 (3H, t, J=7.0), 1.47 (9H, s), 1.79-1.92

(4H, m), 3.46 (2H, m), 3.64 (2H, m), 3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.52 (1H, m),
6.94 (1H, d, J=9.0), 7.22 (1H, dd, J=9.0, 2.5), 7.40 (1H, d, J=2.5).
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ZEZF 70

N—[4— (1—t—TFrFIHNBRINERYI —4—A)VFF) —3— O
O7xJ)V] -N— [3— (3—3F7/7x=)k) —2— (E) —7axR=)V] A7
7B I)EE T F )V

SEH 2 THONZ3 - (3— 7/ 7x2)) —2— (E) —7oOXR>—1—F—
V(0. 40g). BEH6 ITHESNAEN- [4— (1—t—TrFIHIRZIE
RYUDPo—4—ANVFFY) —3—r7on7z2)] AT 7EAINVEBIFII (1.
19g) RN TNV ERAT 4> (0. 79g) 2¥700A%> (20ml) IZ
BREL, K& TVYPHVRCBYTIFIN (0. 50ml) Z2HFLER BRT—
B L, RISREZRETBEL 2R, BREZ UM INASLZOR NI ST 4 —
(EHEG P27 00AY > /BEIFIN=10/1) THETHZ Licky. &k
1. 20g (NET78%) ZHIFBEEHEMKSE L THE,

'H NMR (500MHz, CDCL) § ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s), 1.79-1.92

(4H, m), 3.47 (2H, m), 3.62 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d,
J=6.5), 4.55 (1H, m), 6.23 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.94 (1H, d,
J=9.0), 7.32 (1H, dd, J=9.0, 3.0), 7.41 (1H, t, J=7.5), 7.50-7.58 (4H, m).

SEH T 1
N—[4— (PRYP —4—)FF) —3—r7oo7z=)k] —-N—[3— (3

—37)7x=)y) —2— (E) —7aRZ)V] ANVT 7 EA)IEEEIF)V
BEFTOTESNEN- [4— (1 -t =T FFIHNRZINERY D> -4 —+
WAFY) —3—-roo7x)] —N- [3— (3—-37/7xz=2)h) —2— (E)
—7axz)] ANT 7 EAINERBEIFI (1. 25g) 214 /—) (15ml) K
BRL., BRTAN BKEDAFVBE (15ml) ZMALE, FET4ER
Lk, bR ERETRGEL %, BBIFIIVTHRIRNL., BMREBKEF U DL
IKIE TR R OMEFN SR TIER b Uiz, AMEZE BRI~ 7R LA TERL 7214,
BETARZEERTDILICED, Eidlkg®ml. 10g (NREER) ZHEAHRK
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WHE &L TER,.

'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.76-1.88 (2H, m),
2.00-2.10 (2H, m), 2.85 (2H, m), 3.20 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0),
4.46 (2H, d, J=6.5), 4.50 (1H, m), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0),
6.93 (1H, d, J=9.0), 7.32 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.49-7.59 (4H,

m).

B2EH| T 2

N—[3=700—4—[1— (4-—EUIPIAFI) EXRYIP =4 —A)FF]
Jx=)V] —N—[3— (3—-37/7x=Z)V) —2— (E) =7axRz)l] A)T ¥
EAIVERR T F)V

B2EHT 1 THSNEN- [4— (ERUDY—4—-A()VFFY) —3—-7D007=x
NV =N- [3—- (3—=37/7zx2)V) —2— (E) —7ORZN] AT 7EA
VBT FIL (1. 10g) &N, N=JAF)HILTIR (30ml) TEMRL,
BET4— (JOEAFI) EUDY BLKFERE (0. 59g) REKREBRAUD LA
(0. 59g) ZMAKLHE. RET-HERLE, RICKREZERITF I THRLE,
PR AEK THRE L. ARBEEKRBT /XU LTER LU, METBEEEZEEL
%, BEEUNFINVATLAIOARNT ST 0 — (BHBE  BFBRIFIVAY ) —
V=10/1) THHETZZLICLD. FREEWO. 97 g (NET75%) ZHHEA
mEREELE L THE.

'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.86-1.95 (2H, m),

1.95-2.04 (2H, m), 2.38 (2H, m), 2.70 (2H, m), 3.53 (2H, s}, 3.98 (2H, s), 4.31 (2H,
q, J=7.0), 4.43 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H,
d, J=16.0), 6.92 (1H, d, J=9.0), 7.28 (2H, d, J=6.0), 7.31 (1H, dd, J=9.0, 2.5),
7.40 (1H, t, J=8.0), 7.49-7.54 (2H, m), 7.53 (1H, d, J=2.5), 7.55 (1H, s), 8.54 (2H,
d, J=6.0).

2EH|7T 3
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2— (2—-JOoEIF)) EUDY
2-BUI>IFH/—)V (1. 00ml) 257 b5 ROT752 (20m1) ITHERE
L., BRT, MUTZZIEAT4> (3. 51g) RUMR{LKRSE (4. 44¢g) %
A%, RIET—BBHRLE. RIEKICT—TINVENATAGYEAELU K. fafn
EEEkFE T MU U KB R OREMAEK TIER S L, AREE EARE< 722
LTHR LU, BETBEEFRLER, REZVASNVATLIORNT 5T 4 —
(BHEE  AFY >/ BBIFIN=1,/3) THETDZZLICXD, Etkeml.
30g (NE78%) 2HEBWMRMELL THE.

'H NMR (400MHz, CDCL,) 6 ppm : 3.34 (2H, t, J=7.0), 3.78 (2H, t, J=7.0),

7.15-7.23 (2H, m), 7.64 (1H, m), 8.57 (1H, m).

2EH| 7 4
3—ropo—-—4—[1—[2— (2—BUD)) TFI)V] ERYT -4 -1 )VFF

D2 B ) = DA

BEH S THLINEZ3—r00—-4— (EXRYD Y —4—-A)FFY) ZbaxRy ¥
> (1. 50g) N, N=PAFINHFIATIR (30ml) KEMRL., BRT. &
EH T 3THESNEZ2— (2-TJO0FIFI) EUD>Y (1. 30g) KUREAUD
L(1. 21g) ZMARE FRTHERLZ. RISKZEBRIFIVTHRRLLR,
BRI BEK TG L. ARBEEKFBE /R ULTER L, BETHEEEZEEL
2. BEZUATSNVASLIORRNT ST 40— BHBE : PooaniXy /X5
J=I=10/1~5/1)THRETHIE XD . EiMb&®W1. 57 (NET7 4%)
EEAERKEL TR,

'H NMR (500MHz, CDCl,) 6 ppm : 1.89-2.00 (2H, m), 2.00-2.11 (2H, m), 2.52

(2H, m), 2.75-2.85 (2H, m), 2.83 (2H, m), 3.01 (2H, m), 4.59 (1H, m), 6.99 (1H, d,
J=9.0), 7.13 (1H, dd, J=7.5, 5.0), 7.20 (1H, d, J=8.0), 7.61 (1H, m), 8.13 (1H, dd,
J=9.0, 3.0), 8.30 (1H, d, J=3.0), 8.53 (1H, d, J=5.0).

SEFIT 5
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3—yono—4—[1—[2— (2-FUD)) TF)I] EXYP > —4-1)LFF
Y1 7=y
2EHT7TA4TRESNZ3—ron0—-4- [1—- [2— (2-EBUD)) =TF)] EX
o —4—ANVAF] —baxR>¥F (1. 57¢g) ZEEE (50m 1) ITBEMHEL.
BRTTIMR (2. 58g) MA. FARTHHRLE. RISKESBLEE. 5
WERETBEL, BEZMAREART MY AKEKRTHL%, BBRIFILT
5EHHH L. HHHIRE SR Ak Tl Uisth, AHEE KRS /XY AT
B, METAREZEELLE. BRESUASIVASAIOR NI 5T 4 — (i
Wi SUOOAZ S /AF ) —)=5/1~1/1) THBETHZELIckD, ERl
M1, 26g (NKS7%) ZRBHEEEHEALLTHE,

'H NMR (500MHz, CDCl,) 6 ppm : 1.82-1.94 (2H, m), 1.94-2.06 (2H, m), 2.40

(2H, m), 2.81 (2H, m), 2.89 (2H, m), 3.02 (2H, m), 4.15 (1H, m), 6.51 (1H, dd,
J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.81 (1H, d, J=8.5), 7.12 (1H, dd, J=7.5, 5.0),
7.20 (1H, d, J=8.0), 7.60 (1H, m), 8.52 (1H, d, J=5.0).

BEHIT 6

N— [3-s0O-4— [1- [2- (2—FUI) TFI] ERYTL—4—+
WAFL] 7xZ)v] ANT 7 EANEBRIFI .

BEGT 5 TESNES—sO0—4— [1- [2— (2-EUDL) TFIL] X
YU —A—AAEY] UL (1. 26g) EVZOOAYS (30m1) I
L. KT, 7OoO0Z)VKRZI)VEEEEZFI (0. 54ml) KUOEUT> (0. 61
m1) EWTFLAE FET2RER L, RIGHERETFREL, B8
KFEF B U LK TR L%, BT TV T3 EHIE L. AE S AR <
XL LTEBRLE, WEFERERELEE, BEESUAIXNATLIOTRTS
T4 — (R D/ 00RAS Y /AT ) —=10/1~5/1) THET B &
kD, EERIEW1. 508 (KRS 2%) FHEEEEHEEE L TEE.

'H NMR (500MHz, CDCL,) 6 ppm : 1.33 (3H, t, J=7.0), 1.86-1.97 (2H, m),

1.97-2.08 (2H, m), 2.50 (2H, m), 2.77-2.92 (4H, m), 3.03 (2H, m), 3.92 (2H, s),
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4.29 (2H, q, J=7.0), 4.40 (1H, m), 6.93 (1H, d, J=9.0), 7.13 (1H, m), 7.21 (1H, dd,
J=9.0, 2.5), 7.17-7.24 (1H, m), 7.40 (1H, d, J=2.5), 7.61 (1H, m), 8.53 (1H, d,
J=5.0).

BERT T
N—[3—rpopo—4—[1—-—[2- (2-¥EUD)) ITF)] EXYT>—4—4
WAFL] 7] = N—-[3— (3—=3F7/77x=)) —2— (E) —7axXZ)V]
ANV T 7 EAINEEE T F )V
BEH2THESNEI - (3—-2F7/7x=)) —2— (E) —7OXR>—1—-F—
V(0. 52¢g). BEHIT6TESNEN- [3—roo—4—- [1-[2— (2-
YD) TFI] ERVD -4 —ANFFT] 72)V] AT 721 IVEERTF
JV (1. 50g) KOR)TZ7xZI)VRZXT 42> (0. 98g) #2700 AF2 (40
ml) ICHEBL. KT, TYPANRCESIFI (0. 57ml) 2T L&,
IR TR Lz, RISHERETRBMEL 2%, BEZUASINVAS L0 NS
ST74— (BHEE: /00Xy > /A8 /)—)=30,/1~10/1) THHETS
ZEITED., ERkEml. 73g (NEB9%) ZKFBAEEWEMKLEL THE.
'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.86-1.98 (2H, m),

1.98-2.10 (2H, m), 2.51 (2H, m), 2.78-2.92 (4H, m), 3.03 (2H, m), 3.99 (2H, s),
4.31 (2H, q, J=7.0), 4.43 (1H, m), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5),
6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.12 (1H, m), 7.20 (1H, d, J=8.0), 7.31
(1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.49-7.55 (3H, m), 7.56 (1H, s), 7.60 (1H,
m), 8.53 (1H, d, J=4.5).

BEH|T 8
3—ron0—-4— (1 =7axXFEXRYD -4 —A)NFF) ZbaxXE

=

BEFHTHLNEI—r7no0—4— (ERYDP -4 —1I)AFY) —bhax¥E
> (4. 00g) ZN, N=ZAFNFILTIR (70ml) THEHEL, BRT, &
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zaR>FNTAIR (1. 96ml) RBKEHI DA (3.' 2 3g) ZMALE.
10 0CT7REHEELZ. RIGOETMENZD, 7 aXFIHNTOIR (0. 7
Om1l) ZMMAZ&K. 251 00CT2HHE, 12 0CTSKEBERLE. RIEKZ
BRETHALLE. BEBEIFIITHERL, Ak Toe L. AlEz BEKEER~
TR NTEHRELE, BETEREEELZR, REZUATFINVAS LA NS
74— (BHBE: 70Xy /A5 /—-)=30/1~10/1) THKHETS
&Ik, ERfkam2. 35g (NFE46%) zwamkmELL TR,

'H NMR (500MHz, CDCL,) § ppm : 1.37-1.48 (2H, m), 1.50-1.61 (2H, m), 1.65-
1.76 (2H, m), 1.85-2.00 (4H, m), 2.00-2.10 (2H, m), 2.50 (2H, m), 2.57 (1H, m),
2.75 (2H, m), 4.59 (1H, m), 6.98 (1H, d, J=9.0), 8.13 (1H, dd, J=9.0, 3.0), 8.30
(1H, d, J=3.0).

BERT 9

3—yOO—4— (1 -3 PaXSFIERYIS—4—AAFY) FToUY
BEWT S THASNE3 -/ 00—4— (1 -3 ZORIFIERISS—4—1))
FEF) ZbhaxR>¥> (2. 35g) 2E#E (50m 1) ITAMRL. BRTIIHEK
(4. 29g) A, FET—BERLE, KISWESBLEE, SH%RE TR
L. BEICHEMREKET N 7 LAKBEREMA %, BEBEIF)L THEHH L 2. #
HE 2Btk THRE L%, B2 EKREY /X ULTERLZ. BETH
WEAEELEE REZUNSIVASLIORNT ST 40— (BHEBE : P700A
o/ A )—=)=5/"1~1/1) THRHUTHZEICXD. EifkéWm1l. 97 g (X
9 2%) ZHRBAEEREGEE L THE.

'H NMR (S00MHz, CDCL) 6 ppm : 1.48-1.61 (2H, m), 1.61-1.78 (4H, m), 1.86-

2.02 (4H, m), 2.06-2.19 (2H, m), 2.76 (2H, m), 2.85 (1H, m), 2.94 (2H, m), 4.29
(1H, m), 6.52 (1H, dd, J=8.5, 2.5), 6.73 (1H, d, J=2.5), 6.79 (1H, d, J=8.5).

2ZH 8 0
N— [3—=2oO0—4— (1 —-2aXFIERVD -4 —A)NFF) TJxZ
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W] 2NV T 7 BANVERETF)V

BEF T ITHESNZ3I—/00—4~ (1 - 7O0XRVFIVERYD > —4—1))
FF2) 7ZUY (1. 97g) #2¥r00A%> (40ml) ITHEML. KAT. 7
OOZJ)VRZIIVEEELZFIV (0. 94ml) RUEUT > (1. 08ml) ZHFLE
%, FRTIMMERARLL. RIGKERETBEL 2%, BRI FLTHNL., fafx
BRSBTS MU LKBRKR UM EHEKTIEREE L. EREEEKER 7R A
TERELUZ BETESEBELER BRBZ2UANTSNVASLIORMNT ST 40— (B
HYAtE : 2raniXy > /A8 ) —=25,/1~10/1) THEETEZLIckD,
A1, 09g (K3 7%) ZHRBAEFHEKLL TEZ.

'H NMR (400MHz, CDCl,) 6 ppm : 1.33 (3H, t, J=7.0), 1.38-1.62 (4H, m),

1.62-1.77 (2H, m), 1.80-1.96 (4H, m), 1.96-2.09 (2H, m), 2.47 (2H, m), 2.59 (1H,
m), 2.79 (2H, m), 3.92 (2H, s), 4.29 (2H, q, J=7.0), 4.39 (1H, m), 6.92 (1H, d,
J=9.0), 7.20 (1H, dd, J=9.0, 2.5), 7.39 (1H, d, J=2.5).

2EH|8 1

N—[3-7poO0—4— (1 =3 2axX>FIEXYDP -4 —-ANFF) Tz
V] - N—[3— (3—-37/7xZ)V) —=2— (E) —70RZ)V] AT 7EAIN
BEf LT ) |

BEF2THONFZ3— (3—-7/7x2)y) —2— (E) —7oRY—1—F—
JV (0. 39g). B3FEFROTHESLNAEN- [3—run—4— (1-I70XR2F
WERYDY—4—ANFFY) Jx2)V] AT 7EAIIEEIZFIV (1. 09 g)
EOMITZzZNEAT4> (0. 77g) 22r00AF> (30ml) ITHEMEL,
KETF. TVYPHINRIOBESIFIV (0. 45ml) ZHFLAEE, BRTHERL
Fzo RISRERETRMELZR, REZUASNASLIOR M ST 40— (BHE
BB IFIN/AY)—=)=10/1~5/1) THETSHZ LITXD. EHiLEY
1. 30g (XK 1%) Z2HBABEHEFLL THEL.

'H NMR (500MHz, CDCl,) 0 ppm : 1.36 (3H, t, J=7.0), 1.40-1.61 (4H, m),

1.64-1.80 (2H, m), 1.83-1.99 (4H, m), 1.99-2.14 (2H, m), 2.40-2.68 (3H, m),
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2.68-2.87 (2H, m), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.46 (1H, m), 4.46 (2H, d,
J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.31
(1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.48-7.55 (3H, m), 7.56 (1H, s).

2EH|8 2 |

1=t =T brFIHNRIN =2 - AF)—4-EXYL> TFL > FF5-))

4—ERYJRY ZTFLY #¥—)L (9. 6g) 27Er> (100m1) ITHEML.
KETF, ¥ t—TFNIh—RF—h (16. 0g) M. BRT1REERLE,
RIS ZBETBE L%, REZI T THERL. KERCEMEEK TIEREE L
7. BHBEEKREET X ULATERELZE, BETEEZEETSILITKD,

1—t =T bFIHNRZN—4-ERYRY ZFL> &)L (1 7. 4g) &K
HEEEE L TR,

KAT, Zhzz—5)V (200m 1) IZEEL, —78CT. N, N, N, N—F
RSAFNIFLOPFI2 (13, 0ml) RUPIN s—TFIUFIL (20O
AFYURUOAFY VEEER) (88. 0ml) ZETFLAEE. —30CT3 04
HRLUE, RISREZEBGE-7 8 CETHALRE, IULAFIVEMA, iR T 3 FH
BERL, RISKIOKZENEER, T—F)V Tt L. ik ROt &k TIE
KL, BREEZEKRBET X ULATERLE, BETHEREEZERL 2R, KRE
EVUATFNAT LA T ST 40— (BHEHE : ANFY 2/ BRIFIIN=91)
THRETHZEICKD, Eibame. 0g (NE34%) 2EAHARMELL THL.

'H NMR (500MHz, CDCl,) 6 ppm : 1.23 (3H, d, J=7.0), 1.46 (9H, s), 1.55-1.70

(4H, m), 1.85-1.90 (1H, m), 3.05-3.15 (1H, m), 3.90-4.05 (4H, m), 4.47 (1H, m).

&4 8 3

1=t =T brFTHNARIIN—2 - AFIN—4-EXRY R
2EHB2THOLNEL -t —TbFIANRIIN—2 - AF)N—-4-EXY R
IFL> 5¥—=) (6. 00g) 27Er> (150m!l) ITBEMRL. K&HT, p—
RVI AR B 1KY (4. 40¢g) ZMA. BRT—BERLE. RIEKZ
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B TF )V THRR L 2%, SEfREKFE T MU U LIKER RO &K TR YRS L
oo EHBEEAKMEBE /X ULTEHRLZE, BETEELZEETSZLITLD,
Eilkd®2. 40g (NER48%) #HEOAMKYWEELL TEL.

'H NMR (500MHz, CDCL,) 6 ppm : 1.18 (3H, d, J=7.0), 1.49 (9H, s), 2.20-2.30
(1H, m), 2.30-2.40 (1H, m), 2.45-2.55 (1H, m), 2.65-2.70 (1H, m), 3.25-3.35 (1H,
m), 3.90-4.05 (1H, m), 4.20-4.30 (1H, m).

2E58 4

1—t=TbrF AN ARZN—4-EROFL -2 - AFIIEXRYD Y

SERFEAK[T. KBV FULTINIZTUL (1. 30g) 27RO T75> (5
Oml) IZBL. KT, BZBHI83THSNEZL -t T FIHIVFRZIN—2 -
AFN—4—-EXRYRY (2. 40g) ZHFLZ%E. BRTIKEESRLE. RIEK
WCHEEF MU DA 1 0K ZEMA, SSOIKERTIRKREBRLE. FBEMEAEL
2%, APWERBETBME L. REEZUNTNASLAIOR T 57T 40— (NFH
SHBIFIN=1/1) THEHETHZ LT, EREHOBEEEILEHm0. 95

(NHE3 9%) RUOEMEHELEEML. 02g (NFE42%) E2EhThHAMRYES
LTz,

EREELS ¥ D 'H NMR (500MHz, CDCL,) 6 ppm : 1.14 (3H, d, J=7.0), 1.30-1.40

(1H, m), 1.45-1.55 (1H, m), 1.46 (9H, s), 1.80-1.85 (1H, m), 1.90-1.95 (1H, m),
2.85-2.95 (1H, m), 3.90-4.00 (1H, m), 4.00-4.10 (1H, m), 4.45-4.55 (1H, m).

KM LAY O 'H NMR (500MHz, CDCl,) 6 ppm : 1.33 (3H, d, J=7.0), 1.46 (9H,
s), 1.60-1.75 (3H, m), 1.80-1.90 (1H, m), 3.20-3.30 (1H, m), 3.80-3.85 (1H, m),
4.15-4.20 (1H, m), 4.25-4.35 (1H, m).

2ZH18 5
4— (1=t —TrFIHANRIN—2 —AFINERYD -4 —-ANFFP) —3
—ZpogzZproaxX>

ZERBATHSNE L -t —TrFTHNARIIN—4 - ROFI -2 -XAF)
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ERYDCOBEBHELEY (1. 02g). 2—rnno—4-=to7x/—)l (0.
83g) RUNMUTLIIVRAT 4> (1. 62g) #2700A%> (60m1) T
BREL. KT, ZVYIPANECBPIFIIN (0. 97ml) ZHFLEE, B|ETS
RERIEIR L /2. RISOETFIENEZD, MU TZIVHRAT4 > (1. 62¢g) KUY
JOANKRBEPITFI (0. 97ml) 2iMA. SSRXERTHERLEZ. RIHE
ERETBMELEE REZUNTNVASIL2O NI ST 40— (BHBE : N+Y
/BRI TFIN=4 /1) THETASIEICKD, Eidlk&®W1l. 15g (NERT7 6%)
ZEAMRYE L L TH.

H NMR (500MHz, CDCL,) 6 ppm : 1.35 (3H, d, J=7.0), 1.48 (9H, s), 1.75-1.85
(1H, m), 1.95-2.05 (3H, m), 3.25-3.35 (1H, m), 3.90-4.00 (1H, m), 4.35-4.45 (1H,
m), 4.87 (1H, m), 6.97 (1H, d, J=9.0), 8.15 (1H, dd, J=9.0, 2.5), 8.32 (1H, d,

J=2.5).

2EH|8 6
3—ruu—4— (1, 2=PAFIERYI =4 —A)NFF) ZbaXREY

BEFSSTHSNZA— (1 -t —TrFIANRZII—2 - AFIEXRY D —
4—AM)FFY) —3—roo_bax>¥> (1. 15¢g) #290%FE (3. 10
g) IEBL. 37%FL<U (2. 50g) £MA. 10 0CT2RRBERLE,
RIEHESRETHRL, REH U Y AKERTERL 2%, BEBTFLTHEL,
HiW % BRI B K THEE L. BHE & IKBRE < 7% 20 A TR LT, ME T2
BELEE BEEZ2IUNSNVASLAZORNT ST 40— (BHEE . ooy >
SAF ) ==9 /1) THETZIEICED, ERLEMO0. 80g (NE9 0%)
2 EEMRYEE L TR,

H NMR (500MHz, CDCL,) 6 ppm : 1.18 (3H, d, J=6.0), 1.64 (1H, m), 1.85-1.95
(1H, m), 2.05-2.25 (4H, m), 2.32 (3H, s), 3.00 (1H, m), 4.39 (1H, m), 6.99 (1H, d,
J=9.0), 8.12 (1H, dd, J=9.0, 2.5), 8.30 (1H, d, J=2.5).

2EH8 7
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3—r7op—4— (1, 2="AFNERYD -4 —-A)FF) TZU

ZEFB 6 THLSNE3 —r/un—4— (1, 2-IAFNERNYD -4 —-1)F
F)ZbhaRE> (800mg) ZFE (20m 1) ITEMBL, BRTITIHR (1
700mg) MA. RBT4REERLE. RIGKEZABLEE. ARERE T IRE
U, BRECHMRED ) U LAKBREMA %, BEETF)VTHIE L&, itz
ﬁﬁ*?%@b\E%E%%$ﬁ@?ﬁ*&ﬁbf%@btﬁ‘ME?@@%@%?%
&Iy, Eitame 90meg (REI 6 %) ZREBAMKMEELL TR,

'H NMR (500MHz, CDCl,) 6 ppm : 1.13 (3H, d, J=6.0), 1.52 (1H, m), 1.75-1.85

(1H, m), 1.90-2.15 (4H, m), 2.27 (3H, s), 2.93 (1H, m), 3.95 (1H, m), 6.50 (1H, dd,
J=8.5, 3.0), 6.72 (1H, d, J=3.0), 6.83 (1H, d, J=8.5).

BEH|8 8
N—[3-roO0-—4— (1, 2=-VAFIERUIY—4—A)AF) Tz=)l]
2NV 7 7 21 I)VEEBR T F )V

BEHS T THALNE3—/O0—4— (1, 2-VAFIERYI—4—A)bF
F) 77U (690meg) 2¥70nRAF> (20ml) ITHEREL. KeF, 7O
OZINVKRZIVEBELFI (0. 40ml) RXEUT > (0. 25m1l) ZH T LEE.
HET 1R LE. RISKRERETEHEL 2%, BEEZUIZIVAISAZOTE
T574— (BHEH: 200Xy /A5 ) =)V=9/1~3/1) THETSHZ
SickD. ERAW8 00me (N7 3%) EHEAMEHEAE L THE.

'H NMR (500MHz, CDCl,) 0 ppm : 1.18 (3H, t, J=7.0), 1.26 (3H, m), 1.55-1.70

(1H, m), 1.75-1.90 (1H, m), 2.15-2.30 (2H, m), 2.55-2.75 (3H, m), 2.80-3.30 (3H,
m), 4.11 (2H, q, J=7.0), 4.20 (2H, s), 4.45-4.55 (1H, m), 7.17 (1H, dd, J=9.0, 2.5),
7.27 (1H, d, J=9.0), 7.29 (1H, d, J=2.5).

2E5]8 9
N—[3—=27800—4— (1, 2=AFIERYTD—4—-A)FF) 7))
—N—[3—-(3-7)7x=)y) —2— (E) =7ORXRz)V] AT 7 E1)VEiEE
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IFN

BEF2THSNEZ3 - (3-27/7x2)) —2— (E) —7oR>—1—F—
JV (320meg). B2ERBTHLENAEZN- [3—rno—4—- (1, 2—-TAF)
ERYUDY—4—ANFFY) JxZ] ANT7EAIIVEBERIFIV (80 0me) Kk
DR)T7zZ)VRAT 4> (680mg) 22700 XxF > (20ml) ITHEML. K
BF. PYPANKREZIFIL (0. 40ml) ZHFLE%K. BRT4RRRERL
Tzo RIGHZRETRWEL 2%, BREZUATNVATLIORNT ST 40— (BHE
.o oruaAy Y /BBIFIN=4/1~J700XF >/ A¥ )—=)=9,/1) T
BETHZ LD, EikE®W1100meg (NREEW) 2HAEEREMAKELT
=iz,

'H NMR (500MHz, CDCl,) 6 ppm : 1.14 (3H, d, J=6.0), 1.36 (3H, t, J=7.0),
1.50-1.65 (1H, m), 1.75-1.90 (1H, m), 1.95-2.20 (4H, m), 2.29 (3H, s), 2.95 (1H,
m), 3.98 (2H, s), 4.21 (1H, m), 4.31 (2H, q, J=7.0), 4.46 (2H, d, J=6.5), 6.22 (1lH,
dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.94 (1H, m), 7.31 (1H, m), 7.40 (1H, m),
7.45-7.50 (1H, m), 7.50-7.60 (2H, m), 7.65-7.70 (1H, m).

BEH 9 0

AR =7 =-F—)

BREFEKAT. KBIEUFULTNIZUL (2. 30g) ZFhZEROT 52 (5
Om1) IZEBL., XKAT. AFO¥A 2R, F43%, £1391H (199 64)
[Heterocycles, 43, 1391 (1996)] IZREMO A EICHEN4L, 4 - T hFTFILY
XVRUOTPIFIIN 1, 3T TVHNEFIL—REDERENZARUTD Y
—7—F>2 (2. 80g) ZHTLAE RIETI1FHMERLL, RISKICHRET MY
T 1 0KFMEMAZ. SHICERTIRER®RLE, REWMZEAERL. ARZERE
THELRE, BEEIUISINASLAIARM ST 4— (PZO0RrI /Ay )
—)=4/1) THRETZZEIZLD., FEiRlbkd®W1l. 70g (NFES59%) ZHEEM
WWE &L TR

'H NMR (500MHz, CDCl,) é ppm : 1.24 (1H, m), 1.40-1.50 (1H, m), 1.55-1.80
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(2H, m), 1.80-2.00 (4H, m), 2.00-2.15 (3H, m), 3.00-3.15 (2H, m), 3.65 (1H, m).

ZEH|9 1

3= —4—AbFIAMFITIY >

2—r7o0—4—=—bra7x/—)V (5. 28) N, N=IAFINKINALTLE (5
Om1l) ICHEMEL. KET. ARFIARFIIOUR (2. Tml) RXMJZF)IN
T3> (5. 0ml) 2 TFLAEE. BET1IREERLE. RISRICKZ A 2,
BFER T )L CThitE L. #iHIR 2 K R CRafn RI/K TIRAYEH U7z, BHEZ MKER <
TR OLATER LR, BETHEEEZEETSIEITED, 3-700—-4-AKF
ARFIobARIYY (8. 1g) 2HBMRMEELL THRE,

KAT, ZhE7ERF (100ml1) XK (100m1) OESHEBRICHEREL.
FEIRT, EIK (9. 8g) RUMEATEZUAL (8. 0g) ZMALE. 60T
T4 00MERLE. RIBKZEABLER., AREBETREL. BEETFILTHEL,
MR Z MR K T Uiz, ABEEKREB< 72U LATRELER. BET
BEEETHIEICED., EiMbaW5. 4g (NEI6%) 2EAMRYEELLT

&=,

'H NMR (500MHz, CDCl,) 6 ppm : 3.53 (3H, s), 5.11 (2H, s), 6.52 (1H, dd, J=8.5,

3.0), 6.73 (1H, d, J=3.0), 6.98 (1H, d, J=8.5).

BEH 9 2
N— (3—700—4—AbFIAMFITo)) ZNT 7 EANERRIFIV
BEFI 1 TEHESNEZ3I—/00-4—AMFIARFITZUL (5. 4g) 22
pOOAy Y (50ml) ITHEML, KGT., 27002V RZIVERIFIV (4. 7Tm
1) RCEYTY> (2. 9ml) #HFLAEER, BRT3 04ME#ELL. RIGKITK
EMAE#%, BEETFIVCHEL. MHEEKROBMNEEK TIEREEL. EHEZ
WK T X T LTER Lz, BWETBEREERLZ®R, BREEZUATNAT A
pOR IS T4 — (BHES : 70O xAy >/ A¥)—=)=19/1) THEHET 3
TEITKY, ERLEWS8. 0g (NE82%) aREEHMRMWEEL THEE.
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H NMR (500MHz, CDCL,) 6 ppm : 1.34 (3H, t, J=7.0), 3.52 (3H, s), 3.92 (2H, s),
4.30 (2H, q, J=7.0), 5.24 (2H, s), 7.15-7.25 (2H, m), 7.41 (1H, m).

Z2EH9 3

N—[3—2708a—4—AbrFIAFIT7Z)V] —N—- [3— (3—-3F7/T=x
ZJ)) —2— (E) —FoRo] ZVT7 7 EAINEBIFI

BEH 2 THSNE3— (3-37/7x2)) —2— (E) —7aRy—1—%—
V(1. 6g). BEHY 2THLGNEN- (3—r/00—-4—-ARFI AT T
=) ANT 7 EAINEBRIFI (3. 4g) ROMITzZIVKRA 74> (3. 2¢g)
ZY/OOAF > (50ml) KEML. KaT, ZYIHVRIBEITFIV (1. 9
ml) 2 FLZE. BRT4 00EHRLE. RIGKEZRETBEL R REe
DATZNVAS LU NI S5T 40— (BHEBE : 200Xy /MBI FIIN=19/
1) THETZZEICED., EREAW3. 9g (INKS 1%) #HAMRMEALLT
B7z.

H NMR (500MHz, CDCL)  ppm : 1.36 (3H, t, J=7.0), 3.51 (3H, s), 3.99 (2H, s),

4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 5.25 (2H, s), 6.22 (1H, dt, J=15.5, 6.5),
6.42 (1H, d, J=15.5), 7.20 (1H, m), 7.34 (1LH, m), 7.41 (1H, m), 7.50-7.60 (4H, m).

2EH9 4

N—[3—=Zoo—4-tRoFiyz2)k] —N— [3— (83—=F7/)T7x=)))
—2— (E) —70oRz)] ANVT 7 EAINVEREIFIV

BEH 9 3ITHONAEN-[3-200-4—APFIAPFI Tz -N-[3
— (3=v7/7xZ)) —2— (E) —7ax)l] A)WVT7 7EAIERITFIV (3.
9g) EEFEELF)I) (50ml) RUPAFH> (50m 1) OREEGHHICHEREL. XK
AT, AN HKESAFI OB (25m 1) 2MALE. BRTHERL L,
RIS % & AKFEST MU U LAKBRTHRLU/Z%, BRI F)LTHE L. bR ZEKKR
O BEK TR U, BHEEZEKRERS VX0 LA TEHERULER, BETE
HAEEERTHIEICKD, Eibtem3. 6 g (NBEEN) Z2HABBRVELL TR
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'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 3.98 (2H, s), 4.31 (2H, q,
J=7.0), 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.40 (1H, d, J=16.0), 7.03
(1H, m), 7.32 (1H, m), 7.41 (1H, m), 7.50-7.60 (4H, m).

2EZH|9 5

N— [3=r7on0—-4— (RUDP—T7—A)NFF) JxZ)V] —N— [3—
8=7/7x=)V) —2— (E) —7FaRz)V] ANT 7 EAINEFRRTFI)
BEMI ATESNEN-[3—r00—-4—-bROFTT7x=)V] -N—-[3—-(3
—?7/71:w)—2—(E)—7m&:w]xw77%4wm%1?w(2.ng
BEF I OTEHESNEARID -7 —F—)V (1. 7g) RKOMJTZ)VHKRAT
4> (3. 2g) #22r70O0Xx¥%> (60m1l) ITBEML. KBET. 7VYIHIVERE
PIFN (1. 9ml) ZHTFLAER ZRTO6REHELZ, RIGOETHENZD,
MUTZ2ZIERZRT 42 (3. 2g) ROTVIPHIVKRCEDIFIV (1. 9ml) %
MAT%. SSICFEBTHRBRLZ. KINEEZRETBEL 2%, RBEZ U7
AoL2aR T 574 — (BHBE  BEBRIFIV AY/—)I=2/1) TRETS
ZEiZkD, ERR(bE®m0. 6 g zRAMRMEOAMMEAMEL TRZ,

ZEH9 6

N— (4—APFIAFI T2V VT 7EAINEBERIFIV

4—ARFVARFITZUY (20. 9g) 2¥700AF> (400ml) ITiA
L, KAT., Z7aoZ)RZIVEBEIZF)V (18. Om1) RUPEUT> (33m1)
ZHTL, BIRT—BBHR L, RISKICKEMAZE. BEEIF)ITHEL, MR
ERIFIAEKTHRE L. FREBZEKREY /X ULATER L, BETBEEZEE
Liztg, BEZESVUATINAS L O NI T T 40— (BHBE : NF5 2/ BRIT
W=3/2) THETIZ LIk, Eika®w28. 0g (K6 7%) zHamK
WEELTEE.

'H NMR (270MHz, CDCl,) 6 ppm : 1.33 (3H, t, J=7.0), 3.48 (3H, s), 3.90 (2H, s),
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4.29 (2H, g, J=7.0), 5.16 (2H, s), 7.03 (2H, d, J=9.0), 7.28 (2H, d, J=9.0).

2EH 9 7

N—[3-(83=37/7x=))) =2~ (E) —70aRZ)] —N— (4—AbF
ARFRITZN) ANT 7 EAINEEIFIV

BEH 2 THSNEZ3 - (3—37 /7)) —2— (E) —7/ax>—1—-F—
JV (0. 53g). BEFII6TRLENEN- (4—ArFIAMFTT72)b) AV
T7EANVEBEIFIL (1. 00g) ROMITzZIVRAT4 > (1. 12g) &2
rpObOAF > (30ml) IHEEL, KET. 7YPHNRCEDTZFII (0. 6 6m
1) ZHTFLZ%, BET3. SKHEERLE, RINKEZRE TREL -8, KREes
DATFNAS L O NI TT 40— (BHEE : ANFY 2 /BEEITFIN=32) TH
BMEpIEickD, ERbEWml. 38g (NFEKI4%) eHEAMRWELELL THL,
'H NMR (270MHz, CDCL,) 6 ppm : 1.37 (3H, t, J=7.0), 3.48 (3H, s), 3.99 (2H, s),

4.32 (2H, q, J=7.0), 4.49 (2H, d, J=6.0), 5.18 (2H, s), 6.25 (1H, dt, J=16.0, 6.0),
6.42 (1H, d, J=16.0), 7.06 (2H, d, J=9.0), 7.40 (1H, t, J=7.0), 7.41 (2H, d, J=9.0),
7.52 (1H, d, J=7.0), 7.54 (1H, d, J=7.0), 7.56 (1H, s).

BEH 9 8

N—[3— (3-37/)7x2)V) —2— (E) —7O<=J] —N— (4—k kO
FI7x2)V) ANT 7 EANVEBEITI

BEH 9 7T TESNEN- [3— (3—37/7x2)) —2~ (E) —7OR=)V]
~N— (4=ARFYARFITIoIN) ANT 7 EANVEBRIFIL (10. 7g) %
BETFIL (120m1) IKEML, KATF. 4N H{LKEBBIFIAER (8 0m
1) #MATE BETAMMABERLE, RIERERETEBHEL. BRIFILTHERL
i, KR USRI A CIEAYES L. HEE KRBT /X ATER L, §
ETHBEZEELRE, BEZUASINVASLAZOR NI ST 40— (BHBE  AF
Y/ BBIFIV=1/1) THETHILICED. Eaam9. 1g (NFEI5%)
EEEMRNEE L TEE.
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IH NMR (270MHz, CDCL,) 6 ppm : 1.35 (3H, t, J=7.0), 3.98 (2H, s), 4.30 (2H, q,
J=7.0), 4.46 (2H, d, J=6.0), 6.23 (1H, dt, J=16.0, 6.0), 6.39 (1H, d, J=16.0), 6.84
(2H, d, J=9.0), 7.34 (2H, d, J=9.0), 7.39 (1H, t, J=7.5), 7.50 (2H, m), 7.54 (1H, s).

2EH9 9
N—[83— (3—=3777=x=)V) —2— (E) =70oRZ)l] —N- [4— (1-

AFNERY DY —4 -4 AE) Tx=V] 2T 7 EANEEEIFIL

BEF 9 8THOLNEN- [3—(3-7 /7)) —2— (E) —7uxz)l]
—N—- (4—-tvROF> 7)) ANT7EAIINEELFI (700me)., 4—t
ROFL—1—-AFNERYYY (410mg) KERYTZzZI)VHRAT 4> (920
mg) #¥700AF > (20ml) KEMRL. KT, TIYPHIVR B IFIV (0.
55ml) ZHTFLEE BRTBERLE, RISOETNEVWZD, 4 -k FOF
=1 —-AFIIERYYY (410mg), MU TzZIHRRAT4> (920me) &
VBT PHINVKRBEPIFIV (0. 55ml) ZMALE. EHICEIRT4RMEBERL
2o RIGRERETBMELZR,. BREEZUAMTFNVAS LA NI 5T 4 — (BHE
BB IFIN A ) —=)=2,/1~1/1) THRUTZZ&ICkD. ERLEW6
90mg (NE79%) EEGBMRMELL TR,

'H NMR (400MHz, CDCl,) 6 ppm : 1.35 (3H, t, J=7.0), 1.70-1.90 (2H, m),
1.95-2.05 (2H, m), 2.31 (3H, s), 2.65-2.75 (2H, m), 2.85-2.95 (2H, m), 3.98 (2H,
s), 4.25-4.35 (1H, m), 4.30 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 6.23 (1H, dt,
J=16.0, 6.5), 6.40 (1H, d, J=16.0), 6.90 (2H, d, J=9.0), 7.35-7.45 (1H, m), 7.38

(2H, d, J=9.0), 7.45-7.55 (3H, m).

2EH100
4— (A=t =T brFIANRINERYD -4 —A)FF) =3 —-bUTI)IVE

ODAF)N=baRE Y
1—t—7rFIHANARZN—4—-EROFIERYDY (1. 45g), Pvy—F
WeAT F—HAZw s rIZAPY—, 563%, H4199KH (1998%)[LOrg
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Chem., 63, 4199 (1998)ICFEMDOFIEIIMEN 3 — MU ZIADAF )= bR
LEmRENZ2-rITIAarAFV-4—-—=toyxz/—)b (1. 38g) KUk
U7xZIVHRRAT4> (2. 27g) #7700AF2 (65ml) [THMHL. KmF,
TICHIWVKRBEPIFI (1. 4ml) EHEFLAEER BETBERLE. KOOSR
ZRETBELER. BREZUNSVASLIOR N ST 40— (BHEE: PO
OAY ) THETRHIEICLD., ERta®w2. 28¢g (K8 8%) ZyEAMK
WEE L TEE. |

'H NMR (500MHz, CDCl,) 6 ppm : 1.49 (9H, s), 1.88-1.99 (4H, m), 3.51 (2H, m),
3.64 (2H, m), 4.83 (1H, m), 7.09 (1H, d, J=9.0), 8.41 (1H, dd, J=9.0, 3.0), 8.53
(1H, d, J=3.0).

2ZH101
4— (1 —AFNERYTL—4—A4)VAFY) —3— Y2 FAnAF)=bor

g

¥

SEFLO00THESNEZLA - (1 -t =T FTANARZNERID -4 —-A)F
F) —3—bhuziAoAFI=bax> ¥y (2. 45g) #290%FE (8. 8
0g) IKEBL., 37%RI<IU> (5. 50g) Z&x. 10 0CT6REHRLE.
RIS ZRBETHHAL, REKFES MU U LKEKRTHNLU %, BEETF) THitd
L. Mg ZEmetokcgl. AREEZEKERY /R UL TER L. BET
BEEEELER BEEZUANTSNVASLAIOR N 5T 40— (BHBE : /oo
AF /A )—==10,/1) THHUTHZLIZLD, EitlkéWwl. 82g (R
95%) ZHRAMKMELL TR,

'H NMR (500MHz, CDCl,) 6 ppm : 1.94-2.02 (2H, m), 2.02-2.10 (2H, m), 2.33
(3H, s), 2.40-2.53 (2H, m), 2.53-2.65 (2H, m), 4.68 (1H, m), 7.07 (1H, d, J=9.0),
8.39 (1H, dd, J=9.0, 3.0), 8.51 (1H, d, J=3.0).

2EZH|10 2
4— (1 ="AFINERYD -4 —A)NFFY) —3—PMIZINAOAFITZ >
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SEZH101TESNEZL— (1 —AFNEXRYD -4 —-A)VFF2) -3 -1V
INAAFIZbaR T (1. 82g) 2% /—)V (30m1l) ITHEHEL. N
UL REMME (0. 18g) BMALE. KEFHEKT. BRT4. 5RHEE
Ulze RINREABLEE, AREBETEEL, BREEZUATIVASLIZOTRT
T74— (BUHEBE: DO/0nAy> /Ay )—=)I=10/1~1/1) THEITSZ
Lizky., EilbEé®ml. 55g (XRS5 %) ZRBABEKELTHL.

'H NMR (500MHz, CDCl,) 0 ppm : 1.85-2.00 (4H, m), 2.29 (3H, s), 2.25-2.40
(2H, m), 2.55-2.70 (2H, m), 4.31 (1H, m), 6.78 (1H, dd, J=8.5, 3.0), 6.83 (1H, d,
J=8.5), 6.91 (1H, d, J=3.0).

BEH 10 3

N— [4— (1 —AFNERUDY—4—A ) FF) —3— hUTNAOAFILT
)] AT 7 EAINVEBRITI)

2ZH|1 0 2 THESNEL— (1 —AFIERUD -4 -1 FF) —3 -1V
INATQAFINTZ) > (1. 55g) 22r00A&> (30ml) TBEMHL. Ke
T, 700 Z)0VERZIVEEERIFIV (0. 76ml) KXEUYT > (0. 91ml) %2
TFTLZ% ERTIREERLE, RIGKIZKZMA., BEETF)IVT3EHEL 2%,
MR EREMBEKTHRE L. AREBZEKREY X TL TR LU, BETER
EEELEE BEZVUNSNVASLAZOR N 57 40— (BHER . Drooxy
/AT )==10/1~5/1) THRETHZLickD. Fiké®m2. 39 g (W
RERN) 2RBAEREBEMAKE L THZ,

'H NMR (400MHz, CDCl,) 0 ppm : 1.34 (3H, t, J=7.0), 2.00-2.15 (2H, m),

2.35-2.50 (2H, m), 2.62 (3H, s), 2.80-3.15 (4H, m), 3.92 (2H, s), 4.30 (2H, q,
J=7.0), 4.72 (1H, m), 6.98 (1H, d, J=9.0), 7.55 (1H, dd, J=9.0, 2.5), 7.62 (1H, d,

J=2.5).

2EH)10 4
N—[3—(3—-37)7xz=)y) —2— (E) =7ax=)l] —N— [4— (1—
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AFPNERYD =4 —A)NAF) —3—-bhUINFAORAFN T )] AT 7E
TIVEFRE T F )V
BEF2THSNE3 - (3—-3F7/7z2)0) —2— (E) —7OR>—1—F—
JV (500meg). BEFI103THSNEN- [4— (1-AFIERYD—4—
ANFAFY) —3—RMUTNFOAFINT 2] ANT 7 EANEBERIFIL (133
3mg) EOXMYT7zZ)NNHEAT74 > (990meg) 27700A%2 (30ml) I
BRL. KET., PVYPHINRBEPIFI (0. 58ml) ZHFLER, ZETA4
BRI L7z, RIDREZRETREL %, BREZS VATV ASLIOMNT ST 4
— (BHBH . oraaXy > /A% /) —)b=15/1) THEHETHZLIZLD. Fi
b7 55mg (NHE43%) ZRACEEREAKEL TR,

'H NMR (400MHz, CDCL,) 6 ppm : 1.35 (3H, t, J=7.0), 1.90-2.10 (4H, m), 2.33

(3H, m), 2.40-2.50 (2H, m), 2.55-2.65 (2H, m), 3.98 (2H, s), 4.31 (2H, q, J=7.0),
4.47 (2H, d, J=6.5), 4.53 (1H, m), 6.23 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0),
6.98 (1H, d, J=9.0), 7.41 (1H, t, J=7.5), 7.50-7.60 (4H, m), 7.71 (1H, d, J=2.5).

BEH105

4— (1—t—TrFIHVEINERYUI S —4—A)AFI) Zbaxots

1—t—=—7hrFIHNRZIN—4—-EROFLERYIY (50. 1g) #N, N—
DAFNTERTIR (550m1) ITHEML. KATF. kFEFPUTL (10. 5
g) 2z, FIRT3 0B LAEE, 4— iAo baREY (42. 2¢g)
DN, N=ZPAFNT7ER7IR (100ml) BEEZHETL., I SICHRRET—EH
Uleo RISHICKEMA T, BEETF)LCHLL, MHKESnAEKkTREL. &
HEE BRI /XS ATER L. METEREEEEL G, BEESUNZ)
HSLr ORI 5T 4 — (EHEL : NFY2 /BBIFN=13/7) THEHTS
ZEIED, EREAMT 5. 1g (NE9 3% EREGEKELTEE,

'H NMR (400MHz, CDCL,) 6 ppm : 1.43 (9H, s), 1.76 (2H, m), 1.91 (2H, m), 3.34

(2H, m), 3.65 (2H, m), 4.56 (1H, m), 6.91 (2H, d, J=9.0), 8.15 (2H, d, J=9.0).
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%4106

4— (1=t =T brFIHANRINERYUD =4 —A)FF) T
SEZF105THONZA— (1 -t =T rFHNRZNERYD -4 1) F
F) ZboORIEY (11. 9g) 2AF /=)L (100m) ITBEBL. 5T
Lh—RFEME (1. 9g) &NAE KEFHEIT. BRTLEMHEL . RISK
EZABLI-HE. APHERETEBHEL. REZVASNVASLAZOI N7 40— (B
B . AFY >/ BBIFIN=1,/1) THETZZ&IZLD, ERtam10. 7
g (NE9 9%) ZHRFaEEKEEL THZ.

'H NMR (400MHz, CDCL,) 0 ppm : 1.46 (9H, s), 1.71 (2H, m), 1.87 (2H, m), 3.27

(2H, m), 3.71 (2H, m), 4.26 (1H, m), 6.63 (2H, d, J=8.5), 6.76 (2H, d, J=8.5).

2EH107

N—[4— (Q—t=—TFbrFIANKZNERYD -4 —A)vFF) TxZ)V]
27 7 A )VEEETF )V
BEFL06THSNZA - (1 -t =T FFANRZINVERY D=4 —A)F
F3) 72U (4. 39g) 2YrunAF > (30ml) KEML., KAT. 7O
OZ)VEZNVEEBRITFIL (2. 4ml) RFEUD > (2. 4ml) ZHFLER, =
BT—MERLE, RISKERETREL 2%, REZUANTINVASLIOR TS
T4— (BHEE  AFY /BBIFIN=3/2) THETS I LICLD., Eilts
Ma. 96g (NRT75%) ZHRFEHRHEEL L THEZ.

'H NMR (400MHz, CDCL,) 6 ppm : 1.33 (3H, t, J=7.0), 1.47 (9H, s), 1.75 (2H, m),

1.90 (2H, m), 3.34 (2H, m), 3.69 (2H, m), 3.89 (2H, s), 4.29 (2H, q, J=7.0), 4.44
(1H, m), 6.89 (2H, d, J=8.5), 7.27 (2H, d, J=8.5).

2ZH108
N— [4— (1=t =T FrFIHINRINERYD =4 —A)NFF) Tz2)]
—N—[3=—(3—>7)7x=)l) —2— (E) —7axXz)L] A7 7 EAIVBiEE

IF)
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BEH 2 TEHESNFZ3— (3—-37/7x=)) —2— (E) —7aR>—-1—-F—
Jb (0. 80g). 82EH107THESNIEN- [4— (1 -t =T rF AR
ERYD—4—MI)AFY) 7)) AT 7 EALINEBRIFI (2. 21g) &
DR TzZIERRAT 4> (1. 70g) 22r7080AAF> (40ml) ITEMBL, XK
BF. 7USHLESEIIFL (1. 0m1) Z2HFLAE. FET2BESRLE,
RS TE TG U728, BEES U NS NAS A OT NI 5T 14— (BT :
SHOOAS L/ BEIFIL=10/1) THETBIEICED. EELAM2. 15
g (NE7 4%) FEEMRWEE LTHEE,

'f NMR (500MHz, CDCL,) 6 ppm : 1.35 (3H, t, J=7.0), 1.47 (9H, s), 1.75 (2H, m),
1.90 (2H, m), 3.34 (2H, m), 3.68 (2H, m), 3.98 (2H, s), 4.30 (2H, q, J=7.0), 4.45
(1H, m), 4.47 (2H, d, J=6.0), 6.24 (1H, dt, J=15.5, 6.0), 6.40 (1H, d, J=15.5), 6.90
(2H, d, J=8.5), 7.39 (3H, m), 7.51 (2H, m), 7.55 (1H, s).

BEH109

4— (1=t =—TFbrFIANRZINERYD =4 —A)FFY) —3—-AF) =k
| R

1—t =7 bhFIHNRZIN—4 - ROFLERYIDY (3. 62g). 2—AF
V—4—-=—btovz/—)V (2. 55g) RMYTzZI)HFRAT4 > (5. 25¢)
700Xy (100ml) CHEMRL. KAT. 7VYZHINR BT FIV (3.
2ml) ZHFLEH%. SRTBHEERLE, RIGKERETRGL 2%, REEZSY
MTENASLIORNT T 74— (BHEBHE: PrnoXy ) THETSIEITKD,
Bilba®m4. 07 g 2REAMRYEOTHMMEAY &L THE.

'H NMR (500MHz, CDCl,;) 6 ppm : 1.48 (9H, s), 1.84 (2H, m), 1.95 (2H, m), 2.29

(3H, s), 3.49 (2H, m), 3.62 (2H, m), 4.66 (1H, m), 6.86 (1H, d, J=8.5), 8.07 (2H,

m).

2EH110
4— (-t =TrFIANRZNERYD -4 —ANFFY) =3 —AFINT =
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D)

\I

£EH109TELNEL— (1—t =T RFIHNRINERI D —4—A)F
F) —3—AF)=baRIEY (4. 07g) EAF /=)L (40m1) IEML.
NSV A—RFEMEE (0. 41 g) ZMALRE. KEFEKT. BRT4RREERL
2o RINEESBLER. ARERETREL. BREZUAT IV ASLIO KT S
74— (BHIBE . AFH2 /EBIFIN=3,/2) THRETLHZLICLD, EiEld
#2. 73g (INBBEH109XD2THETS 3%) 2RRAHRKNEEL TH-.

IH NMR (500MHz, CDCL,) 6 ppm : 1.47 (9H, s), 1.74 (2H, m), 1.87 (2H, m), 2.17
(3H, s), 3.30 (2H, m), 3.68 (2H, m), 4.25 (1H, m), 6.47 (1H, dd, J=8.5, 2.5), 6.53
(1H, d, J=2.5), 6.68 (1H, d, J=8.5).

2EH111

N—[4— (1=t=TbrFIHANARZNWERYD -4 —A)VFF) —3—AF
WI7xZ)V] ANT 7 EAINEERRIFIV
BEFI110THESNZ4A— (1 -t =T rFIHIVRIIVERY DD =4 —A )T
F) —3-AFNTZUZ (1. 63g) £2¥r0nAFy > (30ml) ITHEML.
X&ET, oo RZ)VEEETZFIV (0. 86m1l) RUYXEUTZ Y (0. 81ml)
ZETILUEE,. FETOMRMBERLE, RISKREBETBEL R, REZ YT
HSLZORNTTT 4 — (BHEE  AFH2 /EBIFI=3/2) THETZZ
&0, ERkAml. 84g (NET6%) 2RBEEEREGKEL THL.

'H NMR (500MHz, CDCl,) § ppm : 1.34 (3H, t, J=7.0), 1.47 (9H, s), 1.78 (2H, m),

1.89 (2H, m), 2.22 (3H, s), 3.43 (2H, m), 3.62 (2H, m), 3.90 (2H, s), 4.29 (2H, q,
J=7.0), 4.48 (1H, m), 6.79 (1H, d, J=8.0), 7.12 (2H, m).

BEFL 12

N—[4— (-t —TbFIHINFINERYD -4 —A)INFFY) —3—AF
) Z7x=)] -N—- [3— (3= 7/)7xz=)y) —2— (E) =7FaRZ)V] A7
7 EAI)NEFE T TV
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BEH2THONEZ — (3—-T7/7x2)) —2— (E) —Juxk>—1—-F—
JV (0. 64g). 2EHIL1I1ITHSNEN- [4— (1 —t—TrFIHINRII
ERYD =4 —-AIFFY) —3—AF)NTxz)V] AT 7E1INVEEEIFIV (1.
84g) RUMUTxZIVEAT7 4> (1. 26g) 2¥700A%> (40ml) K
BEL., KB, TIPHINRIESIFI (0. 76ml) ZHTFLAERER. RETI
REfIE R L7z, RIGRERETRMEL 2%, BEZ YIS NAIS L0 N5 T 4
— (BB : oronAs s /BBRIFIL=12/1) THRTZILIZLD, £
t&Hm1. 90g (INFET79%) ZEAEEREMKLEL THEL,

'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s), 1.78 (2H, m),
1.89 (2H, m), 2.21 (3H, s), 3.44 (2H, m), 3.60 (2H, m), 3.99 (2H, s), 4.31 (2H, q,
J=7.0), 4.46 (2H, d, J=6.5), 4.50 (1H, m), 6.24 (1H, dt, J=16.0, 6.5), 6.41 (1H, d,
J=16.0), 6.80 (1H, d, J=8.0), 7.24 (2H, m), 7.40 (1H, t, J=8.0), 7.50 (1H, d, J=7.5),
7.52 (1H, d, J=8.0), 7.56 (1H, s).

Z2ZEH113

5——hrOYUFIEBRIFII

5——hOBYUFIVEE (10. 8g) 2L /—)L (100m1l) ITHEMHL. ZIRT
BFEE (92. 0g) MAZLE. 7. SKMMARKIEL. RIBKEZRITHAL.
KB DU D LAKBREMARRL 2%, BRIV THE L. #lRZ e RERK
FFMUDLK, 0. 5N HEROEEMAEEKTIRRGEE L, AEE2EKRER <
TRV LATHRUIE, METEKZEETSIEICLD, FRe®W10. 7g (IR
FB5%) ZHHEARKELTHEL.

'H NMR (400MHz, CDCl,;) 6 ppm : 1.47 (3H, t, J=7.0), 4.49 (2H, q, J=7.0), 7.09

(1H, d, J=9.0), 8.33 (1H, dd, J=9.0, 3.0), 8.79 (1H, d, J=3.0).

HEFI11 4
4— (1 —t=TbrFIHNRIINERYD -4 —A)NFFL) —3—-ThFHh
D190 sy Vet N R s D%
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1—t—7FFIHNRZN—4—EROFIERYIY (10. 2g). BEH1
13 THESNEZS —Z OV UFIEIFIL (10. 7g) ROMITzZIVHRRAT 4
> (17. 3g) Z2¥ruoOAy> (200ml) IZBEMEL. XKAT. 7IYIHIER>
BTF) (10. 4ml) 2R FLAHR. BRT4FEBRBRLL. RISKERE TR
FEL%, REZUNSNVASLIORNT 5T 40— (BHEHE  ANFY 2 /BT
FIN=3,/1) THHEL., FoNHABRRKIINFY2Z2MATAWMTS I EIZLD,
Eibam1 2. 3g (INE61%) 2RBEKEL THEL.

'H NMR (400MHz, CDCL,) 6 ppm : 1.40 (3H, t, J=7.0), 1.47 (9H, s), 1.91 (4H, m),
3.58 (4H, m), 4.39 (2H, q, J=7.0), 4.79 (1H, m), 7.04 (1H, d, J=9.0), 8.32 (1H, dd,
J=9.0, 3.0), 8.69 (1H, d, J=3.0).

2EHI115
4— (1=t =T FIANBRINERYD—4—A)NAF) =3 -HIRFT

—hax>E

HBEF|I114TESNZ4— (1 -t —TbFIHANRINERY D -4 —A)LF
F) —3-IbhFIHARN=baxR>ES (1. 0g) 22 /—-) (1 0m1)
IR, BT, KEIEH U LKER (0. 2 g®K0. 5m IR EMAZL
. 2 BEMMAERE B, RARAERETAML. 1N HEEIL PR L,
BERE T )L CHI L. Rk R ORI Bk T U T, B HE & KR & %
S ATERL %, RETRREEET B EIED, EIELANO0. 9g (NEO
6%) EHEEREKE L TEE. |

'H NMR (500MHz, CDCL,) 6 ppm : 1.48 (9H, s), 1.85-1.95 (2H, m), 2.00-2.10

(2H, m), 3.45-3.55 (2H, m), 3.65-3.75 (2H, m), 4.87 (1H, m), 7.13 (1H, d, J=9.0),
8.39 (1H, dd, J=9.0, 3.0), 8.93 (1H, d, J=3.0).

2EZH 116
4= (1 —t—TrRFEIHINEZNERY DY — 4 —A ) FAFL) — 3 —HILNEA

=—roaxR>
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BEH115THGNEZLA— (1—t—TrFIHANRIIVERYD -4 -1 )T
F) —3-AIFRFZboXRIEY (0. 9g) 22P/O0OAF> (20ml) i
Bl KB TF. yoaFEgsY 7F) (0. 3ml) ROMJIFINTI> (0. 4
ml) ZmA. FIRT1MMERLEZE. 28%7E=Z7K (0. 2m1) ZmMA,
ISHRERTIREERLE, RISEZBETRBEL R, RBEZ VNSNS LY
OvY I 74— (BHEBE: 2/0nrAy >/ A5 /—=)=19/1) THRETHZ
LTk, EREEWmO0. 9g (NFEI 8%) RKEAEEMEMAEL THE.

'H NMR (500MHz, CDCl,) 6 ppm : 1.48 (9H, s), 1.80-1.90 (2H, m), 2.05-2.20
(2H, m), 3.30-3.40 (2H, m), 3.75-3.90 (2H, m), 4.81 (1H, m), 7.11 (1H, d, J=9.0),
8.33 (1H, dd, J=9.0, 3.0), 9.09 (1H, d, J=3.0).

B2EF117

4— (1—t=FFFIHNRINERYD L —4—A)NAF) — 3 —H)WNEA
VT =V

sEH116TESNE4A— (1-t—ThFIHVRINERYD Y —4—1)F
F) —3—FINEANZbORIEY (5. Tg) A% /=)L (80m1) i
L, NPT L—KFEME (0. 6g) ZMA. KBEFHEKT. BRT2. SKHEHE
BUE, RISEZZBLEER. AWERETRGEL. REZUATFIVAS L0 E
7574 — (BHEBHE . Or00xy >/ A5 /)—=)b=19/1) THETSHILIZX
D, Eitbkaw4. 8g (NEI 1% ZHREBAEEHEEKEL THEZ.

'H NMR (500MHz, CDCl,) 6 ppm : 1.47 (9H, s), 1.65-1.80 (2H, m), 1.95-2.05

(2H, m), 3.19 (2H, m), 3.75-3.85 (2H, m), 4.44 (1H, m), 6.78 (1H, dd, J=9.0, 3.0),
6.84 (1H, d, J=9.0), 7.50 (1H, d, J=3.0).

2EFI1 18

N—[4— (1 =—t=FbFIHNRZINERUD -4 -—ANFF) —3-H)
INEAINT 2 Z)V] AT 7 EA)VEFEE T FIV

BEH117TTESNEE— (1t —TFFTHANRZINERYD -4 —A)bF
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F) —3-HINEBEANTZUY (4. 8g) 2700 AF>2 (80ml) THEMHE
L. X&TF., Z7oo2)VRZ)VEEgETFI)L (2. 5ml) RUEUD Y (2. 3ml)
BT L%, BRTOREERLL. RIBRERETRHELZR, REZ2UAT)V
MSLrax T 7 40— BHEBE: PraoaxXy >/ A5 /—=)b=19,/1) TH
ML, BoENEBEEEKICI—FINEMZATART S LK), FRlte®m3. 7¢g
(INER 5 3%) ZYHARMKELL THL.

'H NMR (500MHz, CDCl,) 6 ppm : 1.32 (3H, t, J=7.0), 1.47 (9H, s), 1.70-1.85
(2H, m), 2.00-2.15 (2H, m), 3.27 (2H, m), 3.75-3.85 (2H, m), 3.94 (2H, s), 4.28
(2H, q, J=7.0), 4.65 (1H, m), 7.02 (1H, d, J=9.0), 7.59 (1H, dd, J=9.0, 3.0), 8.12
(1H, d, J=3.0).

2EH119

N—[4— (-t =—TbFIHANRINERYD -4 - NFAF) -3 —-H)
NEANTZ)] —N— [3— (83—=3F7/7x=)y) —2— (E) —TuaXRZ)V]
2NV T 7 B I)VEEBE T F)V
BEF2THONEZ3 - (3-7/7xZ)) —2— (E) —JoX>—1—F—
V(0. 7g). 8EHI118THSNEN- [4— (1 -t —TrFIHILKRZIVE
RYDY—4—=ANFFY) =3 —HIWNEAINTzZ)V] X7 7 EAINERRLTT IV
(2. 0g) ROMYTxzZIHRRAT4> (1. 5g) #2rr/00AA%> (30ml)
BB L., KET. PYPHNVERCEBEPIFI (0. 9ml) 2HFLEE. BHETS
BERIBEIR U7z, RIS ZEE TG L 2%, BRBE2I VISV AS LU NI 5T 4
— (GBI NFY Y EBIFN=1,/2) THRETHILICKD. Rk 2.
5g (INEI4%) 2RAEEFMEGKEL THL.

'H NMR (500MHz, CDCL,) 6 ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s), 1.75-1.85

(2H, m), 2.00-2.10 (2H, m), 3.27 (2H, m), 3.75-3.85 (2H, m), 3.99 (2H, s), 4.31
(2H, q, J=7.0), 4.53 (2H, d, J=7.0), 4.66 (1H, m), 6.22 (1H, dt, J=16.0, 7.0), 6.42
(1H, d, J=16.0), 7.01 (1H, m), 7.39 (1H, m), 7.45-7.60 (2H, m), 7.65-7.75 (2H, m),

8.32 (1H, m).
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BEHI1 20
4— (1=t =TbPFIHNARNEXRYI -4 —ANFF) =3 - UT)F
OXF) 7T =1) >~
BER100TEONEA— (1—t—T FESIVRIVERY DS — 4 — 1)L
%3) —3—FUINFOAFAZ RORIEY (2. 288) A%/ —)b (50m
1) 1AL, /N5 UY A — BB (0. 20g) EMALE. KERBEST. 2R
TR L. RISHESBLIES, SRERETEEL, BEES NSNS
LOORRT ST 4 — (EHEE : NFH> BRI T =3/ 2) THET S &
L0, EELAML. 69g (NES0%) FUFEMRYEELTEL,

'H NMR (500MHz, CDCL,) é ppm : 1.47 (9H, s), 1.76-1.88 (4H, m), 3.43 (2H, m),

3.59 (2H, m), 4.46 (1H, m), 6.78 (1H, dd, J=9.0, 3.0), 6.83 (1H, d, J=9.0), 6.91
(1H, d, J=3.0).

2EH]1 21

N—[4— (1-t—TbrFIANRIINWERYDI > —4—-A)FF) —3—FY
IIWAORAFN T Z)V] A)NVT 7 EAINVERTF)V
BEFL20THESNEZL— (1 -t —TbFIHINRZIIERY D -4 —1)bF
F) =3-RIUITNAOAFINTZU> (1. 69g) 22rnpnA¥> (20m1l)
WL, KET. 7002V KRZ)IVEBIFIL (0. 76m1) KTEYZ > (0.
49ml) ZM LK. BHETIREHFERLE, RISKERETREL 2%, Rz
SURATNAS LI AR NI ST 4 — (BHEE  AFY 2/ BBEIFIN=3/2) T
BRI EICKD, ERbEWm1l. 74g (NFET7 3%) 2RFEAHRYVELL TR
S

'H NMR (500MHz, CDCl;) 6 ppm : 1.34 (3H, t, J=7.0), 1.48 (9H, s), 1.83-1.94

(4H, m), 3.48-3.60 (4H, m), 3.91 (2H, s), 4.31 (2H, q, J=7.0), 4.65 (1H, m), 6.99
(1H, d, J=9.0), 7.52 (1H, dd, J=9.0, 2.5), 7.56 (1H, d, J=2.5).
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BEHI12 2

N—[4— Q- t—FrFIHNRINERYI -4 —A)FF) —3—b1)
INAORAFNTzZ)] —N— [3— (3-3F7/)T=x=))) —2— (E) —7aR
=] 2T 7 BAI)VEBE T T
BEF2TESNE3— (3—¥7 /7)) —2— (E) —FOXR>—1—F—
V(0. 57g). 3EHI121THSNEN- [4— (1—t—T b FHIVARZIV
PRUDY—4—A)AFY) —3— MU TNFAOAFNT =2V 2T 7 &A1 IVEBE
BrF) (1. 74g) REMITzZIIVERZAT7 4> (1. 07g) 2¥r700AF>
(27m1l) WKEML., KBET. ZVYPHIVREDIFIL (0. 65ml) ZRTFL
F21%. BT IRMBRLZ. RISKZRETBELZE BEESUNTSNVIT LY
OYhTo7 40— (BHEE: D/70o0Ay > /BigRIFIN=12/1) THRETSZ
Ik, Eikawm2. 06g (NHEI 3% ZEAEEREMAEL THL

'H NMR (500MHz, CDCl,) 6 ppm : 1.35 (3H, t, J=7.0), 1.47 (9H, s), 1.82-1.92

(4H, m), 3.46-3.62 (4H, m), 3.98 (2H, s), 4.31 (2H, q, J=7.0), 4.48 (2H, d, J=6.5),
4.66 (1H, m), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.98 (1H, d, J=7.5),
7.41 (1H, dd, J=8.0, 7.5), 7.52 (2H, m), 7.57 (1H, s), 7.58 (1H, dd, J=9.0, 2.0),
7.72 (1H, d, J=2.0).

2EH|1 2 3
3—rpnpo—4— (hoNX>—3—-1)VAFY) ZbrarR

3—roONX/ =V (6. 7Tg), 2—roo—4—-—=tayxz/ )L (8. 2g) k&
CRUTZZIWVERAT4> (16. 1g) 20700X%52 (200ml) ROTHS
ERO75> (50ml) OREBBEICEHL., KET. TP HINRIBEDIFIV (9.
Tml) ERFLAER BRTBERLZ. RISKEZRETREL 2R, BEZU
ATWATLIBR T TT 4 — (BHEHR: 27 00AY 2 /A5 /—)k=19/1)
THETHIEICKD, EitlkaW8. 5g (INE60%) ZKRRAEEFWEKRELT
"/,

'H NMR (500MHz, CDCL) & ppm : 1.65-1.75 (2H, m), 2.00-2.10 (4H, m), 2.15-
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2.25 (2H, m), 2.46 (3H, s), 3.35-3.45 (2H, m), 4.68 (1H, m), 6.98 (1H, d, J=9.0),
8.11 (1H, dd, J=3.0, 9.0), 8.28 (1H, d, J=3.0).

2Ep1 2 4

3—roo—4— (hOSY—3—A)NFFY) F=U>

2EH1 23 THESNE3I—700—4— (bR =3 —aJ)bFF) ZbaxY
Y2 (8. 5g) 2HE (500ml) TBEML, BERTIIHMER (17. 0g) &m
Z. FRT—BERLE, KIGKRESBLER, AREREH ) U LKEBETHMLZ
%, BTV THI Uz, MR e aEkTlRe L%, GlEE BkER< S
FITLTERE L, BETBEEEERELLR, REZUASINVASLIOR NS
TJ4— (BHEE . 2700xXy 2/ Ay ) —)V=3/1) THRHETHILITXD., &
ka2, 5g (NE32%) ZEAEAKEL THEE.

'H NMR (500MHz, CDCL,) 6 ppm : 1.50-1.60 (2H, m), 1.85-1.95 (4H, m), 2.00-

2.10 (2H, m), 2.38 (3H, s), 3.20-3.30 (2H, m), 4.23 (1H, m), 6.49 (1H, dd, J=3.0,
8.5), 6.71 (1H, d, J=3.0) 6.81 (1H, d, J=8.5).

2EHI1 25

N— [3—ropo—4— (banN>—3—A)FF) TJx2)V] AT 7 EAIVEE
BIFN

BEF124TESNEZI—700—-4— (AN =3 —ANFF)TU (2.
5g) #¥yr0OA& (50ml) KBML. XKA&T. 7o0ZR)VRIIVERRTFIV
(1. 5m1l) ROCEU2 > (0. 9m1) 2 FLAE%. BET3. SKREERL KL,
RIS 2 E T ilkE Ltk REZIUASINASLIORNT 5T 4— (BHBE
DrORRY /A ) —)=4,/1) THRETZI LK), FRLEW3. 5g (X
RB9%) ERRBEEREKELTHL,

'H NMR (500MHz, CDCL,) 6 ppm : 1.32 (3H, t, J=7.0), 1.95-2.05 (2H, m),

2.20-2.25 (2H, m), 2.30-2.75 (4H, m), 2.84 (3H, s), 3.89 (2H, m), 3.98 (2H, s),
4.28 (2H, q, J=7.0), 4.49 (1H, m), 6.95 (1H, d, J=8.5), 7.25 (1H, dd, J=2.5, 8.5),
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7.45 (1H, d, J=2.5).

SEF126

N— [3—ruopo—4— (buNX>—3—ANFF) TJxZ)l] —N— [3— (3
—27)7x=)y) —2— (E) —7axRz)l] A)V7 7 EAIVEEEIF))

BEF 2 THEGNE3 - (3-T7 /7)) —2— (E) —7aR>—1—-F—
W (1. 4g). &1 25 TRSNEN- [3—2oo—-4— (baN>—-3—41
WAFY) 7] AN T 7 EBANVEBRIFIV (3. 5g) KKXMJ T2 ZI)VRAT
4> (2. 9g) 2¥r700A¥> (50ml) WKEML. KBT., TVYTPHINEKRE
PIF) (1. 8ml) ZRHTFLAEE, BRTBHPLL, RISKZEENEMELZ
%, BEZUANTFNASLAIOR NI T 40— (BHBE : Dr0onry >/ A5 )
—)=19/1~9/1) THEHTZZEIZLD., Eitlbkd¥1l. 3g (NE2 7 %)
EEAEEBEAE L THEE. |

'H NMR (500MHz, CDCl,) 6 ppm : 1.36 (3H, t, J=7.0), 1.55-1.65 (2H, m),

1.90-2.00 (4H, m), 2.05-2.15 (2H, m), 2.37 (3H, s), 3.27 (2H, m), 3.98 (2H, s),
4.31 (2H, q, J=7.0), 4.46 (2H, d, J=6.5), 4.50 (1H, m), 6.21 (1H, dt, J=6.5, 16.0),
6.41 (1H, d, J=16.0), 6.94 (1H, m), 7.29 (1H, m), 7.40 (1H, m), 7.50-7.60 (4H, m).

2EH130

3— (3=-33777xZ)y) —2-7)vF0—2~ (Z) —FaxX>—1-F—)
Sy—FN AT F—=HI/AZ Uy - FIAN)—, E332%, H1H (19
8 7) [J.Organomet. Chem., 332, 1 (1987)ICEEHDFEIHENERE N2 -2
FNHAKR, —2—-7)AOEE (4. 35g) 2577 R0752(90ml)
WL, —78CT1l. 6N JFIUFULNFH AR (28ml) ZHTL. H
BT 1RMEERLER, 3—T7/XROXT7ITER (2. 66g) OFbhIkROY
52 (10ml) BEE 1 OFEMFITHTFL. S5ICERT3IRMERLE. RIGK
ZOCICHIRLIZE. KEMATKBZEZSBEL . FHIEZEMKREKET MU D LKA
KT2EHMELE, 2TOKEEZEDOEER, RERTARODPHZ 4 ITHEL. t -
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FFNAFINT—FIC 5 E Ui, A SRS N o ACERLE, B
ETBHERETACEIckD, BRKLEY (3. 47¢) EHAEKELTEE,
RAT. BN REELAY (1. 15g) RERUIFILTI> (0. 92m1)
2U/00AY (10m1) KBEML. kAT, 7OOREIFL (0. 63ml)
EMAE SETL 5 ARBHR L, RISHERE FlGL 2%, RECHRIT)
EMARENEBE LT, AWERETFBEL% BEEF L0752 (10
m1) ICEML., KA TF. KELRTEF MUDLKER (0. 45g2K5mlIH
) EMAZE. HRT1 SHEBELE, KISHICHNHILT > &=y AKEREN
ATt —TFIVAFIVI—FIT 3 EHIH L. HHIRE BRI T N U 7 Ak
CEEH L. EHE R SRS U AT L, WEFAREEELLE. B
BWELUNFINATAIOT NI 5T 4 — GEHER: AFH> /BBRIF)L =3/ 2)
THETHI LD, EERAMO0. 33g (K3 1%) FEGEKSLTER,
'H NMR (500MHz, CDCL,) 6 ppm : 4.32 (2H, dd, J=12.5, 5.5), 5.82 (1H, d,
J=37.5), 7.45 (1H, t, J=8.0), 7.53 (1H, d, J=8.0), 7.70 (1H, d, J=8.0), 7.81 (1H, s).

5EHI1 31

N—[4— (Q—t=TbrFIANRINERVDP =4 —ANFF) TxZ)V]
—N—[3— (3—-3¥7)7=x=)y) —2—I)Aa—-2— (Z) —Fax=)l] RV
7 7 EAI)VEEBE I F )

BEF130THSNEZ3— (3->F7/)7xz2)V) —2-7)Fo—-2—- (Z) —
TaR—1-F—)V (0. 45g). BEF107TTHELSNEN- [4— (1 -t —
TRFIANKRZNERY DY —4—ANFFY) JzZ)V] ANT 7 EAIVEBRITF
V(1. 12g) ROMYTxZ)WHRRAT 4> (0. 80g) #7700 AF > (20
ml) IZBEBL. KET., TYPHNREDIFIV (0. 48ml) ZH FLEE.
FIET2KMEARLE, REREREE FBELZR REEZUATZIVASLZOTE
T574— (BHEBE: 2r0oAy >y /BEIFIN=15/1) THRETDHILIZX
D, Eielbkd®ml. 40g (NEKI2%) ZEAWMRKYWELL TR

'H NMR (400MHz, CDCl,) d ppm : 1.35 (3H, t, J=7.0), 1.47 (9H, s), 1.74 (2H, m),




WO 02/081448 PCT/JP02/03355
293

1.90 (2H, m), 3.34 (2H, m), 3.68 (2H, m), 4.00 (2H, s), 4.30 (2H, q, J=7.0), 4.46
(1H, m), 4.54 (2H, d, J=15.0), 5.62 (1H, d, J=36.5), 6.92 (2H, d, J=9.5), 7.42 (3H,
m), 7.51 (1H, d, J=7.0), 7.63 (1H, d, J=8.0), 7.71 (1H, s).

BEF1 3 2 |
CN—=—[4— (A=t ="TbrFIANRINERYDP—4—A)VFF) —3-H))
NEANTZ)] —N— [3—- (3—-3F7)7xZ))) —2-=7)yFa—-2— (Z)
—JaxXz)] ANT 7 EALINVERIFI)V
BEH130THESNES— (3-3 7/ 7x2))) —2-7)0A0—-2- (Z) —
FORY—1—=4—)L (0. 80g). BEHI118THLNEN- [4— (1—t—
TRFIANRZIWERJD =4 -4 FF) -3 —JIUNEAINT 2 Z)V] A
T7EAINVEBEIFI (2. 20g) ROMYTZZ)VEAT 4> (1. 50g) &2
pOaAY > (50ml) ITBEBL. KETF. TVYPHIVKRCEZSIFI (0. 86m
1) ZHFLZ%. BRT2. SKRMERLE, RISKZFETRMEL 2R, Rz
UATFNAS LA NI 5T 4 — (BHEBE AFY 2/ BRIFIN=1/4~1/
2) THEHETAZEICXD, EREEdW3. 40g (NEEEN) 2XEBEBEEREE
EL TRz, |

'H NMR (500MHz, CDCL,) é ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s), 1.75-1.84

(2H, m), 2.02-2.10 (2H, m), 3.23-3.30 (2H, m), 3.76-3.84 (2H, m), 4.01 (2H, s),
4.31 (2H, q, J=7.0), 4.57-4.70 (3H, m), 5.65 (1H, d, J=36.5), 7.03 (1H, d, J=9.0),
7.38-7.74 (5H, m), 8.35 (1H, d, J=3.0).

£EH|1 33
3—[3—-[IN—-[4— (1 —t=FrFIHNRINERYI -4 —ANFF)
—3—HINEANTzZN] 72)] —1— (E) =70XRZ)] XV RU)b
BEF 1 THRONEI -V T /EETIVTER (0. 64g), 2EHI117THS
hed— (1=t =T rFIHNRIINERYD =4 —A)VFF) — 3 =HINE
ANFZU> (1. 36g) RUMIKELFa27—>—TA5A (5. 06g) &k
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T2 (30ml) iTBL. 2. SEFRIMBBRL . RISKZZEREXTHHALLE,
514 MEANTABL. AREZFETRET S EICEDT I 2B,

RNT, Bonkr1IEz2Ly /—)L (30ml) IZBEBL. KmT. KELED
FFhUTL (0. 31g) RMEMEYUTA (0. 32g) ZMA. BIRT—BiEHE
U7z, KB FTIRFIITA (0. 16g) 2MA. SS5IERTS3 04HERL
2o ROSHRICRIFNEILY BT AWK EMA . BT FILTHE LR, MRz
KTEHE L, BHEEEKREST MU TLATER LU, BETHEEZEERLER. KE
BVUATFNVASLIORNT T 74— (BHEE  ANFY /BRI FIN=T7/"3~
0/10) THRETHZLITED, ERkeWwl. 77¢g (REKI9 2%) ZEAMWKY
BELU TR

'H NMR (400MHz, CDCL,) 6 ppm : 1.47 (9H, s), 1.68-1.79 (2H, m), 1.98-2.17
(2H, m), 3.14-3.22 (2H, m), 3.78-3.88 (2H, m), 3.99 (2H, d, J=5.5), 4.45 (1H, m),
6.38 (1H, dt, J=16.0, 5.5), 6.60 (1H, d, J=16.0), 6.75 (1H, dd, J=9.0, 3.0), 6.89
(1H, d, J=9.0), 7.41 (1H, t, J=8.0), 7.49-7.53 (2H, m), 7.58 (1H, d, J=8.0), 7.63
(1H, s).

2E6134

N—[4— (1t =T rFIHNRINWERYD -4 —ANVFF) —3-H)
NEANTzZ)V] —N—- [3— (3—=3F7/7x2)V) —2— (E) —FaRZ))]
ALY IR T IR
2EF133THEGNEZ3— [3— [N— [4— (1 -t =T rFIHIRIVLER
DI —4—ANFFY) =3 -AINEANTzZN] TR/] —1— (E) -7
RNV RVJZBRY)JL (0. 85¢g) 2¥rupRAFy > (165ml) IKEMRL. K
T, AFZZVAZNZO0U R (0. 17ml1) RCEUP > (0. 29ml) ZHTF
L7zt BBT—BERLZ. RIRKICAY /)b (3m 1) ZMAR. BE TR
L. REZUNTNASLIUOR NI ST 40— (BHEE 200X 5 2 /X5 )
—)=10/0~9/1) THEITZZLIZLD. ERta®ml. 01 g (NETEN)
EEOMRYE L THE,
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'H NMR (400MHz, CDCl,) 6 ppm : 1.48 (9H, s), 1.74-1.85 (2H, m), 2.03-2.12
(2H, m), 2.96 (3H, s), 3.23-3.32 (2H, m), 3.75-3.85 (2H, m), 4.46 (2H, d, J = 6.5),
4.68 (1H, m), 6.24 (1H, dt, J=16.0, 6.5), 6.48 (1H, d, J=16.0), 7.02 (1H, d, J=9.0),
7.41 (1H, t, J=7.5), 7.49-7.57 (4H, m), 8.18 (1H, d, J=3.0).

2ZH135

N—[4— (1-t=TrFIHNRINERYT -4 —A)VFF) —3-Hh))
NEANTZZ)N] —N=[3— (3—-3F7/7=x2))) —2— (E) =FORZ)V]
I ANET IR
2EZF133THESNZ3— [3— [N=[4~- (1 -t =T brFIHANRZILER
U2 —4—-ANFF) —3—-AIWNEANTzZIN] TR /)] —1— (E) =70
RIN] RVJZRJJV (0. 92¢g) 2¥700A¥y > (15ml) TBEML. K
F. &> 2R Z7a) R (0. 22ml) RCEYP > (0. 31ml) 2T
Ui, BRT—BEBRLEE. KT, ¥ 2VFZ)Z7aU R (0. 04m1l)
KOEUT>Y (0. 16ml) ZH FLZE BERTE SIS RHERL . RINKIZ
A% =)V (3m 1) ZMAT=%. METREL., BEZ UMV IS A0S
574 — (BHBHE : ProaxXy >/ A5 /)—=)=10/0~9,/1) THEITSZ
Eizky, ERkEMm1. 08g (90%) ZHBMRKMELELIL TEHE.

'H NMR (400MHz, CDCl;) 0 ppm : 1.42 (3H, t ,J=7.5), 1.47 (9H, s), 1.72-1.82

(2H, m), 2.03-2.10 (2H, m), 3.08 (2H, g, J=7.5), 3.22-3.31 (2H, m), 3.74-3.83 (2H,
m), 4.48 (2H, d, J = 6.5), 4.66 (1H, m), 6.24 (1H, dt, J=16.0, 6.5), 6.44 (1H, d,
J=16.0), 7.00 (1H, d, J=9.0), 7.39 (1H, t, J=7.5), 7.48-7.55 (4H, m), 8.16 (1H, d,
J=3.0).

BRI 1

P17 70 5 —Xa EHEDORIE

P77 77 —XaEHDOBIEIX Hara 5OHE [FOVRI A TR - AEAF Y
R, £71%, B314H (199 44) [Thromb, Haemost.,, 71, 314 (1994)]] %
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—EHZELTITo /2. 0.9 %ifElLF MU T A, 0.4 mM DHEBEHE S-2222 (FE—(L*
#E) BIOHERILEYZET 50 mM O Tris HEEE®R (pH 8.4) ZEML. 0.25
unit/ml P b7 775 —Xa (ARENTH) ZHRMTZZEICEORISZERIEL .
a2 ha—)VBIZBWTIE. #HRILEYORD IR KEZERICIMA 2. RIGEK

AR 0.1mD 13, BETS5 A >Fa -3, 405 nm OERHEZE 96
A7 —h =%~ (EFI550. N1FTv R) TREMNIZHEL. 5
SEOWAEDEME T 7 77 —X aiFHOREE L TEH L. HBRIEAHOH T ¥
757 —X alGEZ BT 572010, HKBULEMNT 775 —X alEtEZ 50 %fHET S
BE (IC, 1) #keiz,

Z DR, ARADRTE—RR (1) 2ETHINCAT I D UBEEN, BNEYE
W EEE X RFHEERREETE I ENbM o, IC, A% 15 nM LT OL&# 2.
£ 21”7, M. &H. {LEWAIZ. WO98/31661 (EP976722)IZit# D, N— [4
— [1-7EMIRAN—4-ERUDNFFI] JxzZ)] —N- [2- (3-7
IV)T)FY) IFIN] AT 7 EAIVEREED 2 EEEEERT.

(k2]
EhEptEHES 77 7 ¥ —Xa HEEME
[ICs (nM)]
Khil 4 10
EHaf 10 15
Ehagl 12 13
Ep) 27 7.9
Eaf) 28 6.4
L) 36 13
Eisl 38 12
Ehaf 42 11
Ehaf 45 7.9
E il 46 11
Eil 47 6.1
EhEsl 48 5.8
Ehittl 49 6.8

EHE#l 50 6.3
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Eeh 51 6.9
E ) 52 7.8
EhE#l 53 6.8
Ehnpl 54 7
EHif 56 10
Ehifl 60 14
EHafl 65 12
Ehi#l 66 8.3
EHifl 67 15
Eif 68 15
Ehafl 72 9.8
Kl 77 12
EhEfl 78 11
Ehuhi 79 15
Efl 80 11
E ik 83 13
EE#l 86 15
K 87 13
E sl 89 11
AL\ 130

B G 2

b T AR ORIE

T U ESEOREIX. Taniuchi 5OKE [FO2RI R - T2 B - ANERSY
VA, BT9%, 554 3H (199 84) [Thromb. Haemost., 79, 543 (1998)]]
—HRELTIT2 /. 0.9 %HELF M) T LZEE 50 mM Tris HEEEHEK 85 11
(pH8.4). 541 DFEAEE S-2222 KIBE 0.4 mM. FbFESR). BLUVHERIL
B 5ul ZERML, Sl - )T (KIBE 0.25 ng-protein/ml, 2 7%)
EHRMTAIECEVRISZBALEZ, O bOo—=)lBIIBN T, ke ofb
DITREKEBERICRML 2. RISER RAR0.1mD) BBRTA >Fax—Ts
> U7z, 405 nm OEHNEEZ 96 V)M 0L — ) —%— (£7)V 550, NA
Z5w R) WTERAEL T, 5 MORNEDEME b 7L I EEOEFEE L TE
WUz, HRIEEMOT ) 7L ViEEEFMT 572010, BRIESwN ) T2 8%
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% 50 %HIHT2ICETHIRE (IC,H) ZKDHiz, HREXIITRT.

(%3]
Ehaplt &mES PN T s
[ICs nM)]
Ehupl 27 540
EhEd 28 650
Ei 42 7300
EhEpl 47 790
Ehifl 48 1200
Ehu#l 49 860
EhE#i 50 1200
EIEsl 53 2100
Ehpl 54 2200
EhE# 60 3100
EhE#l 65 2300
Etl 66 5600
Efwpl 72 4400
Ehah 77 3700
EhEhl 78 5300
Ll 87 3500
EHupsl 89 2000
851 1

N—RAHTEI)VHE

50 mg DMFRRDEMEF] 27 DILEW. 128.7mg DTV h—X, 70mg DE)LO—
AR 1.3mg DATT U BRI IRIILEZREBL.60 Ay adDAdNEELUIZE,
ZOMERZ250mg D 3BEIF U ATRIICAN., BT7EILFET S,

H B 2

el

50 mg DM ARRDENES 27 DILEW. 124 mg D5V h—X, 25mg DI O—X
EOX1mg DATTY VB TX U LEZREL, fTSERICKDITEEL T, 1 82 200 mg
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DEFRET D, ZOEAINBESUTHRERT ZENTE S,

RFIGI 3

B

1.5 BER%DENS] 27 DILEWE. 10 FE%O 7OV T Y a—)LhTREL,
KANT, ERAKT—EFRICHEL%. BB L TERTET S,

[P EOF| ARTREME]

FRHDFE KR (1) 2HT5EW. TOXEEFFINZEITOTO R
Ty 73, BNEE CRREE XRFHEERZEL, SHLHLD. BEX &
T, MEEEMERE FAR, R, OHEEIREERESFOMeERE) ©
FREXIEEE (BRI HEE)] LLTERATHS.

FRAO—KR (1) 2HITHMEYMXIIZ0OER LA INSHEEZ, LEEKRED
BHREXITFHEL L TERT2HEIIE. TNEKD 5 WITEEOREENICHE S
N3, BEA. FRAFELREL. &8 AT7VHL BRAL, 8REL < ay T
BT K DR OB SUIENFE LU IIELAFITXDIFRONITKET LI LENTES,

IS oA, BEH BIAE, AR B8 BERE. <>l YIVE R
VDX BRFEA ; hyEDaSTF T N aFrTr, o, TFAR
U D& D RBRFES BRIV O—-ADE D) o—-XFEAk ; 7IETTA ;
FTFEANT Y TN ORI BRAERRBEA ; RO, BEEKER, GRERY VI
ZOL, BEEANITL, AVEBRTIVI DB TR ULADE D IREEREFEA ; %
BeARFEH I T LDL D IRREEE ; RENIN T LAOXDBREE MBIV DU LD
IO RHRBESEOERRBIERZRE T ENTES,). BRA WX AF7U>
B, AFTVCBANITIL ATFTYCBITRVTLADEIBRATT) D BERE
B AN a0 RUA E=XTV IR, FTAWMDEI BT O A8 Wi, 7
DEVE BT MU LAOKSIRHEEE ; YOIl IRIVER  REFERSFUY
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LA;DLOAT Y JUUNHKETFT NI TL, TUVIIRBRIY IR ILDEDBTY
DIVERERE ; SOKEERE, BERKFIMO X D0 EERE ; KO, LERBHMSEAEEITS
EMTED,), #EH FAE eRoFyoele)o—-X, eRoF> 7o)
AFNEo—X, RUEZ)IVERY R, vr7od—)b, kU, miscRER & E%kO
EEWERTDHENTES,). HEX WAR, KBHEE FoF ol tilo
—Z, HIVERFIAFI)IEIO—A, HIVRFZAFIVEIO—AHI T A NERSR
BHNERFAFINENO—ZAF NI TLADLD BN O —AFFEE ; HIVRFIAF
WAE—F, ANVKRFIAFIVAY—FF MU TA BERUEZINEDY RZDKD
eI NET T N0 —AEERTH I ENTES,). ALH BRI,

R bFA R, E=HADOEDS72a0A FHERL ; KB TR T A KEILT IV
ZULDEITRBEAKEAY ; SUVUNKREFT NUTL ATTUBRINTLDX
I7skaA A REESEA BN TN AT AL DG A > REEEH ; RO,

RIFFLIZFLTNFINIT—TI), RUFTFIFLVIVESY VIRIBEI ATV,
v abElEiB L AT I DL D IaHA T O REESEREBTLZENTES,) . BEA

(AFIWINTGRY, TOENNIRDXIBNGAF I REEHRIATIVE ; 70O
TE )=, XD T7NVA=), Tz ITFNTNIA—)NVDOXIT7Ia—)VEE;
BRIV AZT L 72— I VL= DEDRT7 /) =)V, FAOY—)b;
T ROE# ; R, YIVECEBEERTR2IENTES,). BRERS BXE. B%
ERIN5, Hockl, Eokkl, BREERT5EMNTES.). FRASOHFMA % H
WTHEAIOFETHES NS,

ZOFERARITER. FHECLVRLZN, ROBSOHEITIE. 1EHED TR 1 mg
(FFEICIE. 10 mg). EFR 1000 mg (BFEICIX. 500 mg) %, ERIRNFBEGDOHEIT
i3, 1EED TR 0.5mg (FEICIE. 5mg). LEFE 500 mg (FEICiE. 250 mg) %
RACHLUT, 1HHD 1E6EERIISC TRETSHZENEE LW,
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F ook o #@ B
1 — =
R1
| \/\ R2 Ta
4
H,N NP N Vi R®
2 R2¥?7k /[X%?/
NH P
@ o” I,
[,

R'IZ. AEEF. NOFVETF. REK1IHVE6HOTINFINEXIIKEEEZRL.

R2iZ. ABRERFXENOY VETFERL.

R, AKBET. RERIDNEZECBEOTIVFIVE, REFEH1TIE 6 MOKEREBHRY
VFIVE, REHK2DHBTEOAINKRFSTIVFIINE, REEIHVELIBEOTIINIF
SHIWRZNTIVFEIVE, RERLIDEEOT IV FIZIHRZ)VE, KREEITHIEL
SEDOTNAFIHINRINTIVFENINFZINE, RERZHETEOINEFTT
WEINZNWKRZNVENIRZE 3 TIZESEDOIINAF T IVFEI VRV EZRL,

R*EUVRZ. FA—XiFRA->T, KREF., NOFVEF, kREZ1ITDHIECEDOY
IWEIVE, REELIDHZE6EONOT VBB IIVFIVE, REBBITIEEOTIVAF
SE. JVRFEVIVE, REK 2B TEOTINAFIHIEIINVE, HIVNEA IV,
REB2TIETEDE ) TIVFINAIWNEANEIIRFZRIHNEL IBOITIVF
WHIVNEAINFEERL,

ROIL, KERT. REELDEGEOTIFIVE, REHIHESHEORRKRTILF)I
HOREETHELIEOT7 INFIE, ATORTERINEKFZR1IIE6EDOY
VFEIVE, REE2HETEONNRFITIFINE RERKINEL IBOT I I+
SHIVKRZNWVTIFIE, RER2HETBEOEHEY 2 IVE., RFKT7THEL 1ED
EERT IV, IINEANE, REZLIDEEOTIVFINZINEZIVE, KEHK
6ME1 OEDY ) —)VEE, AFOBE., RIVATI RA)VE REKIHETEDL -
AI)TNFIVE RBEE2HETEON—T7IFIHRIVLAA I BAIIVEXITRFE 7
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BELIIEOAI ) TU—IVAFIVEEZRL,

R’ EU RO, KERFXIIRFE L HECEOT IV FIEEZRL.

HBNIE. RO E R M—HEIT/R> T, Xid, R"& REA—KEITIR> T, KEK2TIES
BOTINFL o EERL,

nid. 0. 1XiF2%RT.] TRINS(LEY. TOXE LHELEIHEHRVOZDT

ORSwr,

2. RS KERFRIDKBRETHS, WROEES 1 HICRROLEWIITO
S B LB DI

3. R2M, KEBRFTHD. RO 1 HIUIE 2 IHICEERHOLEMXITTD
#E A LEDSHE.

4. REAY, B ITIEL 3EOTINAF T IIVRZINTIVFI AR ZIVEXE
REF 2B TREOANRF T NFINVANRZNVETH S, FEROGHF 1 HIES
SFIZRBMOILEMXIT T OEE LA LJDH,

5. R3S, ThFIHIARIINAY D ZINHRZNVEIIHIINARF AT AR
WETHB, FHROGHEE 1 BHERESBICEHOLEMXIZTOEE FHFARLIESE.

6. R‘AV R M, R—XIFR/R-> T, KFERF NOFVETF. RER1THEG6HE
DT IVFIVE, RERLIDECHEONDYT DEBRT INFINEXIZHIWNEANETH S,
FROMPHE 1 HHESE 5 BICRBMOILEMXITTOEE LIFE LGS,

7. R'EVRA, R—XI3R7A-> T, KEREF. HEERT. AFI)IE. M T)ILF
OAFIVEXZIHINEANETH S, FHROGHASE 1 HHESE S HIZRRHDOEEH X
13ZF OB FHRLESE,
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8. RO, REHLITDIE6EOT I FIVE, KFEKITHIESBMORRY I FIVE,
REZTHEL6EOT INFINE, ATORTERINAEREZRLNHECEOT )L+
IVE, REFEHOETIELOMEMOT U —)VE, ANTHR, FIVAAL I PAIVE RFEK3TY
BTEDOL—-AI7IIVFIE RERTTHELIEOAI ) TYU =)V AFIVETK
RE2HETEON =T IVFIVHRIVLA I RANETH S, #FROGHEE 1 HHIEET
ICFRROMEMXIIEOEE LA LS5 E.

9. REM, AF), TFNXZAVTOENE, > raxRVFIVE, XD
TxxFINVE, 2-—BUIDIAFIV, 3-EUDILAFIV, 4 —EUDIVAFI, 2—
(2—EBYUDN) TF)I, 2— (3-EUD)) ZTFIXE2—- (4-EUD)) TF
VE, JxzZ)VE, 4, 5—-YkkRp-3H-EOo—-)Il—-2—-1). 2, 3, 4, 5—
FhoeROBYY>-6—-4a), 4, 5-TeRoFFHF/—)l—2—a)l. 5, 6
- Ro—-2H- [1, 4] F7Y2 -3 AN XF4-EUDIE, FIVATIE
ANE, 112 70ENVE, 12/ T2 AFIVEXEN-ZFNVFRIVALTIR
ANETHS. FHROGHAE 1 HHES 7T HICRBOLSMIITOEHE LFALED
1.

10. RRURM, KEZEEFXIIREFEKLIDHIEZGEOTIFIVETH S, sHROEH
F1ENDES IBHICRBROLEMXITTDEE FFFA LG HH.

11. ROERMN—HIT/IZH-> T, X, RTERV—HEITHR> T, REE2HESED
FNFVETHD. FROGES 1 BHHEE IBICRHOLEMXITTDOEE LIFA
LE5IE,

12. REERD—#IT/E->T, XiF, RTERN—HEIT/AR>T, TFLIXIEHRU A
FLOETHS, FROGHEE 1 BNHESE IRIEEHDLEMNIZZORELHELE
B, '
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13. n? 1TH5. RO 1THHES 1 2IRICEHOILEM I ZOEE L
HELESE.

14. FTREMSBRINS, #ROMES I FICRROLEY. TOEREEFAL
BAHERVOEOTORT YT ;

N—-[3—-(3-73Y/)7x=Z)V) —2— (E) —7uoXRz)l] —N— [3—-20O
O—4— [1— (4—BUPN) EXRYDV—4—A)AF] JzZ)V] AT 7E
AIVEEETF)L 2 3EEEIE.

N— [83— (3—-7322/)7xz=)V) —2— (E) —7aRz)V] —N- [3—-7nO
O—4— (1—-FRIWLTIRANERYD D —4—ANVFFY) JzZ)V] ANT7E
1IVEEEETF) 2 EEE.

N—[3—-(3-732/7xzZ)V) —2— (E) —7oRzZ)l] —N- [3—-O
O0—4— [1— (1—-42/708E)) ERYD—4—-ANFF] TJxZ)] A
77 EAIVEERIFI 2 R,

N-—[3—-(3=73Y/7x=)V) —2— (E) —7oXRZJV] —N- [3—-@O
O—4— [1— (4, 5—YERO—3H-¥o—J—2—-1)l) ERYT -4+
WAF] 7)) AT 7 BEAIVEEERIF)V 2 HEEE.

N—[3—-(3=732/)7xz=)V) —2— (E) —7Juaxz)l] —N- [4—- [1
— (4, 5-YbRO-3H-EO—)l—2—1)) ERYI>—4—A)VFF] —
3—AFINT )] 2T 7EAIIEBRIFI 2EHRIE.

N—[3—-(3=73Y/7x=)V) —2— (E) —7JoRzZ)V] —N- [4- [1
— (4, 5—YRO-3H-EO—)l—2—1))) EXRUD—4—A)VFF] —
3—hMUITNATAFNT )] ANT 7 EANVEBRIFII 2ERRE.

N—[3—-(3=73Y/7=xz=)V) —2— (E) —7aRXRz)l] —N— [3—70O
O—4— (1—AY70ENERYDY—4—ANFF) 7xZ)V] ANT7EAIN
Eele 2 A,

N— [3=- (3=72Y/)7x=)) —2— (E) —7oX=)l] —N—- [3~-20O
O—4— [1-— (4—-EBUD)) ERYD—4—-ANFFI] JxzZIV] AT 7E
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1 )VEERE 2 EEE.

N—[3—-(3-73Y/7xz=))) —2— (E) —7oRzZ)l] —N- [3—-@O
O0—4— (1= 70RFIERYI -4 —ANFFY) Jz2)] ANT7EA
IVEEEE 2 iERE.

N—[3—-(3—-73Y/7x=)V) —2— (E) —7ax=)l] —N- [3-2nO
O—4— (A>RUD=T7—NFF) 7)) AT 7EAIVEEE 2ERIE.

N—[3—- (3—-73¥/7x=)k) —2— (E) —7ax=)l] —=N- [3—7n
O0—4— (1—=FRNVALTIRANERYDY—4~ANVFFY) 7] ANT7E
1IVEERE 2 HEERIE.

N—[3—-(3=-73IY/7x=)y) —2— (E) —7aRzJ)l] —N—- [3—7nO
O—4-— [1— (1—-43770V)) ERUDP>—4—)FF] 7)) A
77 EBAIVEEE 2 BRI,

N— [3—- (3-73Y/)7xz=)V) —2—- (E) —7/axRz)l] -N—- [3—-20O
O—4— [1— (4, 5—-2RO-3H-EO—J)l-2-1)l) ERUT>—4—1
WAFI] 72 2] Z0WVT 7EBAIVEEE 2 HEEIE.
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— (4, 5-2Ro-3H-EOo—)l—2—1)) ERUD>—4—A)NFF] —
3—AFINT ] ZNVT 7ELIIEEE 2EREIE. ,

N—-[3—- (3-=73Y/)7xz=)y) —2— (E) —7uoRz)l] —N— [4—-[1
— (4, 5= bRO-3H-EOa—)l—-2—-a)) EXYD>—4—-A)FF] T
T2V R T7 7 eAIVEREE 2 HEERIE.
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— (4, 5-=YtROo—-3H-EO—)V—2—1)) ERXYIP>—4—-A)VFF] —
3—MUIZNFOAFIV7 )] 27 7 BAIVEEE 2 HEERE.

N—[3— (3=-73XY/)7xz=)) —2— (E) —7axz)k] =N— [3-Ah)
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