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(54)Title: AMINOPYRAZOLE DERIVATIVES
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(57) Abstract

Aminopyrazole derivatives represented by general formula (I) or salts thereof, which exhibit excellent p38MAP kinase inhibiting

activities and are useful in the prevention or treatment of diseases related to tumor necrosis factor o, interleukin 1, interleukin 6 or
cyclooxygenase II, wherein X' and X? are each hydrogen or halogeno, or alternatively X' and X? may be united to form lower
alkylenedioxy; Q is pyridy! or quinolyl; R' is hydrogen or optionally substituted lower alkyl or aryl; R* is hydrogen, lower alkyl, or aralkyl;
R? is hydrogen, an organic sulfonyl group, or -C(=Y)-R*%; R* is hydrogen or an organic residue; and Y is oxygen or sulfur, with the proviso
that when R® is hydrogen, R' is not hydrogen and R? is hydrogen.
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X1
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X! RUX? Fehehihil UTKRRF I oy VEFE2ED
T, B X! EX?2 EXNREWNICHEETAMNBICES LTSI
B ENOREN—EIR>TERTNVF VU VA F VR RDT
ZEHTE,

QREYVVIVERIZF /) VIEEED L.

R' BKRETF. BHRS UCIIREROBR T VFVEIERS
LS BRBROT V- NVEERD L,

R? BAKERF. EBRTNVFVEXIIESICL DTV - ABHDE
BANTOTHIWOTIVFNEERD L,

R? BKZERF. BEANVKNVEXIZ-C(=Y)-R* 2&Eb L.
ZIZTR! WARRFNBEREELZED U, YIIBE ISR
FEERDT.

112U, R KFERFERDOTHEEITE. R BKERFLAO
BeRbDUHDR? BKERTE2EDTLDET B,

TRENDT I ESY—IVEREIIZDIFIZET 5,
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TNF—a., IL-1. IL-6KRUCOX-11, Ficzrurzr—2,
FrhEkir EORBEHEMNMRN SEAINSEABETH . I EGRETEKRED
RIERERSEICEE T IEERRTO—2TH 5, /2. TNF — a3, #EIMFE.
HWAWHR. HERFICK T AL DEKRIGICOETARTFELTHShTH
5o #>Ts TNF —aSEWB@RICNBHESNTICEFNTEEINS Z &iF.
TNF — aZ0BEREOEEPCEILEFRCEENH S LEZ 5K TS,

s, EERNOREL OMBNICELETSp 3 SMAPFF+—F¥idb sEOKRE
RFEBITEEL TS ENTONTNVS, §Hbb, NF—k B, AP—1.
CREB#0OEERTIE. TNF—a, IL—-1. IL-6, COX—-1I1%iC
HE Uich BEHIODNAICKHE S LEEEZ{EET 50, MlakATp 3 SMAP
FF—EOERICL D ThsDEERFEERILIh, TORKE, 53 him
RNANSTNF —aB0ERVERINE, ol ANV T LAA Y OBEET
ICEACHIImMRNAR, FEDEI|EFRF > BHEHE TS5 LI OV RIER
REELIZ O, EPNIHBEINEH, VU VERick DiE k& hicp 3 8MAP
FFr—ENEHETSE. mRNARKERD MR L TEEILSOREBIZE Y,
ZDFER, ToBKIIBWTH, TNF~a, IL—-1. IL—-6. COX—1
[FDOEHERMEEINB EEZ SN TN,

T ZOp3EMAPFF—EEZEETHI&LIZLD, TNF—a, IL
—1. IL—6. COX—1 1 ¥DEEIIHEINELEI SN, ZOEZIZH-
T. D3 8MAPF+—EFHEEARUVUZHIZEIS{TNF—-a, IL—1. I
L-6. COX—1 I $D0BEABEEEHEZETHLAMIPOL DN EEILTH
% (B Z 1. Bioorganic & Medicinal Chemistry, Vol.5, No.1, pp49-64, 1997
RUKEET—-50301 T5AHSBR) ,

NSDOTNF —aEAEBEERN. I L 1EARER. [ L-6rEEHERNX
BCOX— 1 1 EAMEEANI. TNF—afEESE, 1 L— 188EKEE, 1L-—
GRIERENIZCOX -1 T BERE, FIAIIE, BUME ) v<F. 2REFL
iE. ZEFMEBEEE, SR, HIV, WE. Bty 2 v 7. KEWBESR, 7o



10

15

20

25

WO 00/39116 PCT/JP99/07186

— VW TN T, BERR. BRE. BHEE. BEREER. A
REORESEAE R, BOARBE(L. B RERKEER. O - MO, BEEKE%.
BMAE. K< S5 U 7. B (restenosis), 5. 2HHT Y F< b—F X,
MMAEE. BRI (born resorption disease). MMM AIERE 2 (chronic
pulmonary inflammation disease). [VHBEERMEE., BHEREE, B, 5147
—fEMEE. VERE. B2, RESEERRIG, RIE. BB X—F v MA.
PR, REREAC. HBEG . BRI, BMEBIER. BHER. BHE M (uscle
degeneration). IMEFE. KR, SRR, A4 VAL, BEE.
B, M. Bk, TR MR v vy ay 7, FEhESE, B, DHEE,
NVE RS BEREHEREEE . BEMEBIEREE(] B S). BEiER. kE. JE
Xos. BIMMEOER. FH. Mk, BERDOREM (renission of swelling), MR
fiE. WAMESEZS. IR, BRER 3T b E—HREREDEBDOLE I TFRHIC
ATHA D EBRFENTIN 5,

—H. TIJESY—IFEEFELLTE, ESV—IVED 3 -XiF5 -t
YONEXRBEBRINTOTHLINWT I JETERINTEY., b—XiF3 -4
NEY VNVETERINTEVE24 —UNEY VNVEXEEBERIWATHTH X
W7 2 ZIVETEBEBRINICHHBOE S — VFEREIM SN TS D (B
5-17470%52%) . FXEITIEp 3 SMAP F+—F¥HEMERIZONTI
fISEEE BRI D TN TN,

T, T A>T, p38MAPF+—EHEERZETHHEHEOE
SV - IERENREEEN (PCTHEARWO98 /5294 0K%UW09
8/52941,3y7Vy bR,

AFRPE S FE. T/ ESY-VEEEKOES Y —I)LBD 3 -XI35 —
MNO—FARBBREINTHTHEINWT I/ ETERINTEY, 3—-XE5—HD
AP UREFXRBRETIVFLV O FURTERINTO TS LT =
ZNVETERINTEDHE24 - EY VVNEF ) VIVETERINTHAS
{t&yn. Bhicp 38MAPF+—EHEMEAEZELTED. FHICESKT
NF—a., IL-1, IL—-6. COX—-1 I %DEAHEERA*ETILILE
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ULHUT. AFBEE, BiscX (1) TRINBET I/ ES YV —ILFEREITZ
DIEERETHHDTH 5,

FBH DBATR

RIFMBICEOT, [EHR] 25383, JOBBVXRFINIEXIIENODFRFE
FHFEP6RELUT. FFEUSF4HEUTTHS I E2EHRT 5,

UL UT, TEET7VFLE] LT, BIAEAF IV, 2F00, n—FBb
W, ATV, n—=TFIN, AVTFI, sec—TF), t—7TFI)I, n
—NRUFINV, n —ANFIUNVREEZRITFEIENTE, [BRTLVFL DA FY
B EUTR, PIZBAF LU OAFY, 2F L OFF Y, TubEL YDt F
VESERE I ENTE S,

[TU—=IE | RO TTISNFIVE] OT Y -5, BB IEILEBRD
FEBRTHDIENTE, 722, FIFIVESERGEINS,

[NV IVE ] 3, BBANVKEVBISE FaF U RERWIERTH
D, BIZE. AF VARV RZN, TF ANV KRZIV, RyEBY 2RV, p—
MV Y ZNEZNEENBETONE, —F, [HNBFUVET] I, 7 v &,
HE. RRRCavERTMEEIN S,

LEQTEDLINS [EY VIVEXIEF ) UVE] LTI, iFE L4 -
EUDNENIZL—F ) VIVEEBTLZENTE B,

LBER! TRaND [E#S LS IZREBROBERT VFIVE | 2k 5 EHRE
EUTE, IR "oy VEF e RadoE, BRT7TVaFVE, BRT
NIANEFVE TSVFNVAFVE, TIJE, BRTVELT I JE, ¥
BETVFNVT I )E TINFNAFOANRINNT I JE, BRTIVaF
AWVEZNVT I BEENBT oI, RERTNVFLVEZIIhohoRIENS 1 X
B2HOBMETERINTVA I ENTES, £k, L5R! THINE [B
Hb UIBRBHROT Y —VE ] 1T AEREE LTI, IZIE, "oy UE
T BERTIVEAE, ~oF ) BRTVFVE, BRTIVIF VR, BRTLF
VooAFVE, ERaF R TINVFNMAFVE, BRTLH ) A VAF
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B, ANWAHT ME, BETNVFNVFAE, TIJE BRTVIF ARV
TIJE, D boEEIBTOI, ZTV-IVEETIhS)HREETNS 1 XIT2
FOBRETERINTNS I ENTE 5,

B R?2 TREINS [TV —IEANEREINTOHTOLINWT IIVFIVE] I
BB 7Y - ArOBEBRESL LTI, &85R! B 57 Y —/VEDEBREIC
DINT EERICHA L CRIREENE T 5N 5,

ERY TEDLINS [BRERE] 3. ERILEMD SRR AERETHIITRIC
BIBRIZ S0, ABMFICE L TR, —IZi3, B LUIRERTRMS U
IARMOBESIRN. MESPR X IIBRORAKFER, B U BREBROK
FZEAE, BB UCIEKREROT I/ EXBERAIIVAZIVENEIEIN5,

T, [EB#EDUSBREBRTHENDS LT EMOBESIR, 2SR
BROBAER ] LT, FEULAE, B LLBRBROTLVFIL, B
b LITRBEROT NV )b, B L BRBROT VI =L, BEHd UL
BREHBROY 70T IVF N, B UERERO Y 707 Vrov, @b L
CREABHBROT Y —)b, B LI BREBROEFL 70T VFAXIEBERS L
CEHEARBBRORAEa TIVFIVENET LN, BISHF LR, B UEXRE
BOTIVFI, B U RRBEBO Y 707 VF IV UIERES UL 3REROD
TU—NVENBTFON, TORTHRHICFEFLLHOE LTI, Bl LXK
BROBELT VFIVENEITONDS,

AIEMAEICEOT, [7IVFVE] IR —BIORREFEN 1 ~2 0EOE
R U IEAESHRO 7V FIVENEE S, BIZIEREMER 7 VEVEITIZ
T D= AFWMAFUIV, n—F7FN, n—=F VI, n— FFIII, n—A\F
BTN, n=A 7 I TFTVIVEEREIF SN, [Ty VE ] iIciz—RicR%E
FFEN2~2 0EOBEER DS U BAREROT IV VEIEESh, BIX
BE=, 7Y, 1 ~TaRojb, 1V TaRz)y, 2—-75=)b, 1, 3—
TV, 2-=-Ru5FZ)b, 1, 4—~"FHV1zZ)b, 924 FE=)
BENBT o, [TV FZ)VE] ICB—RICRERTHD 2~ 2 0 HOEMER
b UL BAEEROT VFoIVENEESIh, PIAEZF=)L, 2—Tab=,
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4 —RUFZIJVEENETONE, /o, [V 7T bFIVE | ITi3—KICiRS%k
BRFHEN3I~1 00 7 a7 LFVENGESIN, IRy 7asfobdl, ¥
radFN, vraXkvFi, vranFiib, YruaNTFIN, vraxr s T
VEENBTF O, [V 7aT7 7y Z)VE ] IC3—RICRFERTFE»®4~10M
Oy raFT o VENEEEh, FIZRB2-YruTd 5o, 2=y uary
FoI, 2=y ranFLI VEERBT SN, [7 Y —VE] I3 —RITKE
BEFHN6~2 0HoBMBERL LLRBERAOT Y —VENIESh, HIZIET =
=W, 1—AvF=W, 1 —FTFN, 2—FT7FI)Ib, 1 -TAVb=)b, 2—7
VRN, 2=T2F VU, 1 =TEFTITFINEENBTONS, B,
(2R 7 n TIOVFIVE ] ICR—BRICREFRFEN4~2 0HOREE 707V
FNEMEEZIN, FIZEEY 70 [2. 2. 1] ANTr=2—4, EV/1
[3. 2. 11 A7 b=2—4a4N, EVZu [4. 3. 2] 9oFH—-2 -4,
T VFVEERBTON, TR0 TAFIVE | IR —RICKERFEMNT
~20p A e T VFVENEESN, FIZIEXED [4. 5] FA-2—4
W, AEw [5. 5] 7Hh—3—AIEENEFoh5,

T/, AEMBICEOLCHL OGNS TERS LCIIRBERORERAE] 10k
AEERBRAER. FE LB, N ORUSHoEEINANTOFEFE1~4
Hat LE>—20BN4~8BRTHAIHBADL L REBAoMmfILib L
I EEFI LcBlOV I A BEBROBERRBRTH LI ENTE, FEERITISIIE
ROBAKER EHEEBEER LT Th L, 20X BERBREOTTY
BitiFE LD ELTE. Ny ORUSHOBIINAANTORFE 1 I 2 M
BELAED—ORMNSBULIBOBRTHIEEADS L BIHRXofgf L
bULARFEROERBAETH-> THAILID 72V EEHEALTHTH &
WERBRAEEBT S &0 TE 5,

LA LT, 2hoo MERRAE] EUTI. fIZIE. Ealib, 7Y, F
I AIFTTYI, ESV U AFHV I, A VFHY VI, FTY
e PUTYYIIN, FTOTVIN, TSIV U, BEVDNL, ESZV, EY
IV, EVF VN, ESVZIV, TEEZIL, TYVZIRERZSOBRBARO
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HEBEERBRRAE (heteroaryl group) ; 7V =Jb, FT7F V), TFY V=
NEEOEBROFFRERERE RV UF Lo, RV TS5, 4R
e AVA YR, AT TV, XYL I T IV, RUZXAFHYY
o XUV FTIVIV FIVII AV F) VI, Jarz)iv, 7559 2),
FFIYZI, FIFHVZI, AT Y N, T2F NIV, TIYD
=y IRV AT EEZINVEFOBROBAKEE EHEREZTR LI ERSE
ZFBRAE, TEFVIN EvY Vb, FhIE RIS, EXRY VDL,
ERS Vb, BIVKRY ZVEFORMERRERAE A KV, 41 VAV F

V=i, 1, 2, 3, 4—FrSEFaavyF /)Y, Juszj, 1Vra<
ZIVEFOBRRORIKRE EHEREER Ul tafl U ERBRAEENE
JFohs,

BT, bR TEREE] OFRICBOLTAHVLSRS [B#fb L IRERDT
IR EUTEL RBHROT I ERAMIC, BIZIR. BRTIVFLT I JE,
VEHETNVEFNT I EXEBERD LSERBEROT ) —-VT I ) ENET SN,
COHTHHFE LR, BB LIBREROT Y —VT I JENMBTFSNS,

¥, LEL TAREE] OERBICBOTHWOINS TBERANVRZIVE] 755
B ARETERINCANVRZNVEEZERL, IFE LI, B LK
BEBROTNVFIVAF L ANEZIN, Bfad USCIRREBRDO T IVF VARV
BERS U IEREROT Y — VA NVRZ VENRET SN, ZOFTHHEICHFE
LvbDE LTI, B LSERBEROBEHRTVFIVAF L ANVKZVIIE
WO UL RBRBRO T s I VANVKRZVEEEFT S ENTE S,

ARBREDOERICEVWTHVLONS TEHRDS LAITREBOTILVFLE] Ik
FHEHREL LT, FIZE, "o URF. EFodR U BRT VI FOR,
BT VA ) ANEFFVE TUY—NVANVRZIIVAF R, 7Y —NAF VE,
AWHT bE BT VFNVFAE BRTIVA ) ANFEAE, TU—=IVAHLE
ZNVFAE TIV-NVFFE TIJE BRTVFLT IR, VERTILVF
WT ) E BRT VA ) ANT I IE TU=IVALVRZLNT I JE TSN
FNAFOANRINT I JE, BETNVIAFOANEZNT I ) E, N— Bk
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TIFENV-N—EBETNVIAF o ANKRINT I E, FT7ZV ) ALVREY
B, BRTVIFOAINEZINNE, TINFRIVAEF O AIVRZIVE, A NEA
WE, BT NVFIVAIVEZIVE, TY = NVANKRZIVE, ¥ 7 a7 b3 IVE,
TU—IE (ZOT7Y—IVERGE&ILE aF VRF. BERTVFIVE, o
¥ ERT VEVE, BT LI VE, BRTAF L UAF VR, E RoE
VEL TIOINFNAFOR, EBRT VA ANAF R, ANVHT MR BRT
WENVFAR, TIJE, BRTLVFVTIE, VERETLVFLT I E, K
WMTIVHIANT I )E TIVFNAFUANVRZVT I JE, BRTVaF
YHNRZNVT I ) ERUT= FoErSRITNhS 1 ~bHOBBRETERINT
WTHEW) Ny SEUOhSBENAANTORTZ 1 X3 2MEaE LAED—
DOBNEHULIE6BRTH-> T, IHIIRNVEVBREMAELTOHTHLNE
BRO LS BAoEZRBEAE (CoEZRBRAREEBEES LY \a» VFETF.
BRETIVFIVE, BRTVIFVERV= PoENSEIIZNS 1 HLLE2HD
BRETERINTOTHLD) ERBT oI, ETVFLEIZINSH 5RIT
h51~3HOBMETERINTNEIENTES, ZOPTHIFHL D&
LT, "oy VRF. E NoF o BRTVaFVE, BRT VA ) A
FUBE TUV-NAFVE, TIJE BRTVFLT IR, VERTIVEIL
TIJE, TIVFNNAFOANRZINT I JE, BRTNVIFOHANVEZLT
SR N—EBEHETNVFN-N—EBRTNVIFOAHIVEZINT I IR, AVEF
VEL BRTNAFOANRZNVE BRI TVRAE, TY—UE (20
TU—NVEREEIZED I ~5BONo s VEF, XIERTVFIVE, ~aX
BT IVFIVE, BRTVIFVE, BRTNVFLUOVFF R, EFoFy
B, TIOINFNAFVE, BRTNVA ) ANAFVE, AVHT MR, BRT IV
FIVFAE, TIJE, BRETVIFOANRZNT I BB boEbh o
B3 1 ~3EOBHRETEBRINTHTHLL) | HIINRTSHSRITH
AANTORTFEIXEZ2AEE LED>—DOOBNS X6 BB TH-T, 361
NUEVREFE LU TOTHIVERERX S L RIBRoFFEERBERE (&
DHFBEHRERRAEIESICIVERT IVFVETEBRINTHTH L) 25



10

15

20

25

WO 00/39116 PCT/JP99/07186

BEIZNS I X B 2HOBRETERINTOTHINVERT NVFNEEZEITS
EMTED, HIZ, TONTRICHFES OELTIE, 7Y —IVE (ZOT VU —
WEIBBHICED 1 ~bfD uy VRF, IBERTVFIVE, ~oF ) Bk
TIVFIVE, BRETVIAF R, BRTAFLVUOOAF VR EFeFUR T
SIWFIAFVE, BRTNVFILVFAE, T )ERU= boEroRITh5 1
~3HDOBHRETERINTHTHIN) XENKUSHoEEITN AT 0T
21RE2HEEFTH5XII6 BROFERERERE (ZOFEFRERERE
BEAICLD 1EOERT VFVETERINTHTH X)) TEBRIWICER
TIVFIVEEZBT S ENTE S,
BRBEEOERIIBVLTHVWONS [E#d UCRBRERDO T IV Z)VE] I
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INFuaT7 i) —4— (4-EVYIN) ESV =,

1- (2—-tFaFrzFi) =5 [N=— (2—tFaFrzFI) —N-—
T2z VTEFNTIV)] —3— (A=A T 22V) —4— (4-EYY
W) ESV =,

5= (N-RVUNV=N-=T2ZVTEFNTI/)) 83— (4—T7NFuT=x
=) —1—AFN—4— (4-EY D)) ESY -,

5~ [N— (4—70u7 sz VAFIIN) = N—T 2= )VT7EFNTI )] —
3— (4—TNAuaT72=)V) —1—AFN—4— (4-EVYIL) ESV—)L
%,

AFEBHON (1) OLEMI. £l BEBRT I ENTE, ZDHEDH &
UTid, BRI, Rk, RAKERR. AR, WHEE. V VRS OMmIERR L 0l | B
B BR. 7T UBR, B, BEAERR. p— PV U VR UBBSOE R & D
EVET o, hTHRIEFMTHE LD M E L,
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AFEPICEINEL BiEc (1) ofe&wid. R . R? RUR? TEZbEh3
BEREOBHITIKE LT, I, DT (a) ~ (e) iWilNs30hFharok
HETRIET S ENTE S,

A (a) :wEiEEE (1) T8 WTR?2 WKEERFE2EDLL. R —-C (=Y)
—R* ZFRKbLL. TITYPBERFERDTEHEEORK (1) OILEWII.
(i) R

( 11)

Kb, XL X2, QRUR! BHiZOBE®REET 5.

D7 I /LEmER
R*-—COOH (I'T1)

Kb, R BHIROBKEET 5.
DANK VXTI Z ORIGHFEE EEREXE 50, B
(ii1) kX (11) o7 I /{b&PoRIsEFEERE FEL (111) o
WRVEBREERIGEE 5,
CEIEDBETHIENTE S,
Hik (b) iRk (1) KEOTR3N-C (=Y) —R* 2FbL. 22T
YORBERETFEREDLITHEON (1) OEMI. YHBRERFEEDTHED
N (1) oz o— VHRE (Lawesson reagent ) TRETEI Lick D
METHENTE S,
ZiE (c) :BiEER (1) BV TR?2 pWkRFEFA2FED L, R HE# Lk
=NEZRDOTHEON (1) D&M, Btk (1 1) (L& YsEH 2L
RN Z OREHFEGTUETZ LItk Ed 52 &0 T 5,
ZdE (d) cHiER (1) iZBOTR! 28R L IERBROBRT IVFIVE
ZROIBFEONX (1) DILEMIE. R! WAEFEFEEDLTEEOR (1) 0
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{bEWET VF VLTS, BFIZIE. B U IZKREBRDOEBER T VF NS AR
TUHETEIEICEIVRETH I ENTE S,

Hek (e) :mEiEist (1) IZHBWTR?2 MERT NFINVEIIT U — VY HE
BENTOTHIOTINFIEEZRDTHEDONX (1) OLEMIZ. R? AKX
RETA2FEDLTHEON (1) OILEWETIVFIVIEXIEZT S VF VLT 5, #l
ZUE, BRTNVEFENANSA FIET SIVF NS A FTUBET S 2 &EICk il
ITHIENTE S,

RiRcHE (a) © (i) kT, R (I D) o7 /{kEmeERX (11 1)
DANARVEERIZZORIGHEEAE AR, By oy R, BEKY. BARE
Ky, EHET IR, BT ATIVE) EORIGIE. —#IC. REEREE D,
PIZIRCAFH Y, TS FuTdsy, VANV VEDI—F IV N
vEUL PV FUVVEOFRERAOKEE  Yuaty . ok
WLED N ALRILKEIE ; VA FNVERIVLT IR, DAFLTEFT IR
FOT I N, VAFNVANVAF Y FEORT, BEIZHEUT, HE, flZiE1,
8—v7¥Evsu [5. 4. 0 9vFAHA—-T7T—x2» (DBU) . MUZFI
TIVv, PAVTRENIFAT IV, VAFATI/IEYY Y, FYY L, N
—AFIVENKY VEOFHETITITI IENTE S, RINEEER., #HTAIR (]
[ 1) OANKVEERIBZDORIEHFEEOBEHICLIVEL SN, #FE. —10
CHERGREYORBERE. % UIIKETHIENS 0 COFHFHANDRE H
BWLTWH5,

FHEE (a) © (i) BT, R (T 1 1) OANKUEEE UTHEBEDH LK
YBRERWAES. BAVEVBREBTD. BT, 1 AR5y
= 1, 1=FFZNVAIFT-INETNELTA 15V FEORIEHEE
BHICERLTES I EMFE LU,

T, RGHFEEELLUTR 0V FERVBAEE, 87 o) KizTon. 4
ZEBAITY - NVERUDBUSTRELTA I 4V FEOMO K IHHEFEEGC
EMUTRIEZITIZ &L TE S,

Wb, RIGHFEEAE UTEEI oY FRIIESBREKYEZBOTRIBEITS B
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&, I &ETEES Y —IVBO3 —HMOT I ) RIIAHANVE VBEENEAINS
PIAIZ, ESYV—IVBEBRTIERFTOIBOLEL L) 1 HFOERFTR
O/ XidQ04 —EV VNVEERDLIGESICEZK4 -EY VVEOERRFICH
AWK VEBEERENEAINL T ENH LN COEKMDHIVE VIRBRENEA X
N fb&PIE. FOTOKBEF MU D L KEREA Y Y LEO T VA U THREEY
BZEICE0ERHOR (1) OIEEYNIIEZ LI ENTE 5,

FHik (a) @ (i) T, R (1 D) ofedicdd s (1 11) oA
R VX3 2 OREHFEEOHEREER. —Hic, X (1 1) ofkéml €
W42 (11 1) OANKRUVEBEXIZZORIGHEFE AL DL EL 1 I,
FELCIEL, 5~10FN SOITHFELIR2~5ENVOHHANETAI &
NTEx B, o, BEOFEHEBE., — I XN (1T 1) OANVKRUVEEXIZZD
FOEHEFEE 1 ENVHID DR ED T TN, HFE LR 1 ~2ENVOHBARNE
FTHIENTE S,

RiEtAE (a) @ (i i) 20T, R (1 1) o7 3/ {LEMORKIGH:FHE
tk (BIZE, AR7 7 VLAY mZAKaT IF— MEAY., "AKoT I541
FE&EY. 4 VYT R—b FAAVIUTE—=1FE) ERXR (11 1) OALRY
BRE DRI, —IRIC. NEEFEREESD, AIZEVAFY 2, 75 Ra7
FULVAMFVII VEDI TNV Ny, MLy FULUUEDF
BRRAGKEE ; Voun ity y, ryoaRVAEO oy AbRIbkEE; ¥
AFIVERIVLT IR, VAFNVTE T I FEDOT I N VAFNANVEKRFY
FEOhT, REIZGUT, HE, fIZEEYI YV, 1, 8§—Y7HEY 7w [5
4. 0] ovFA-T—x22 (DBU) , MVZFNALT IV, VA4V TN
IFNTIV, VAFANTIIEY DY N=AFIELNKRY VEOEFEETFIF
DIIENTES, GERER. #HTAX (1 1) o7 3 /L&Y RIGHFE
FOBBICLVREIL LN, BE. — 1 0 CHERGEAYOBRERE. iFF LL
KIS TTHER S 0 COFBEHN DRI E LT3,

k. FERIGE. BE. R (1) oBsoT I Jem%i. LEEoEED
FETIC, SV v, Eoli) VBT PSS TF NI ZAF IV, KRS VETHIE
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Us &g (1 1) o7 2 /{bEVMORICHFEEREEBEE 4T 5 2 &7 Rl
R(ITD) OANVRUVBERIGIES I EITEDITHI I ENTES,

RIEEAE (b)) KB T. YHPBERFEERIHEOA (1) oftéhon—
YV UREIC KA NEIE, —IS, ANEEEREE D, IR EY Pl
FUUVEOHFERRIKKZFEZEORTITI I ENTE S, RIGEEIZ, @F.
5 0 CHERINEEYORREE ., FF L8 0 CHERIGEEYORIREE
DOHEFANDRENE LT 5,

FHiEE (b)) KW THWLhAo—Y VREELIE, 2, 4—EX (4—A b+
V7 x=) =1, 3—-VFT-2, 4A—VKRT2H V=2, 4—VARNVT 4
FOZ&EThY., Zou—y VRAEOHEAEEGR. —RIT. YIRMERTA2ED
FTHEOKX (1) D&Ml BLHL Do —y VRERDELCEL 1T, FE
Lid1l. 05~1. S5EJNOHHEHRNDEETHNSE I ENTE S,

RiED A (¢) B AEBAIK VBRI ZORIGHFEE By o) FE)
IR AMEBIE, —RiIC. NEHBEREE D, ARV AFY Y, TSRy
FUN VA MNF VI VEQI-TVE RN EY, MV U FUVUVEDFE
BERAGKEE ; Vrnuxyr, 7aukiViahEo o ARk EE ; ¥
AFIVERIVLAT IR, VAFLATEIT I FEDT I R DA FIVRIKF Y
FEOHRTITH T ENTES, RIGRER., 8%, 0 CHERGEESYDOBRE
B, iFE LIRS THEZRMNEOEEDIE L T3,

B, N (1 1) ote&wiEd. FoHOKRLFPMIDL, FRUDLTIR, A
VO L—t—7 bFV FEOEETUEL, 207 I JEEERILIETEL D
EDEFE L,

FEE () icBnT, R (1 1) oftewicatd 2688 ALk VBXIZZFDR
INEFBAOHEHEEIR. —BIT. X (1 1) ofbkEd®1 M HEE VK
YERX B2 DRIGHFEEELIELS ED T EN, FELAR1I~2F N, 51T
HFELLIE1. 05~1. bENDFHHRANETAIENTE S,

HIECA & (d) BT BRIMWKERFERTEHEOR (1) DILEYMDER
TIVFIVNS A FITE BB, —RIC, NEEEEEE TS, RV F9 0,
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TS RaIS U, VA MFVII D EFEOI—FTIVE ; VAFIVKRIVLT I K,
UAFNTEIT I FEDT I M, RXov¥ Y, MV VEOFEFRRILKER
FOHT, KEILFPNITL, FMITLTIF, AUVTL—t =T FFV R,

RERA Y Y L, REEST N U LEOEREDOFEETIZTDY JENTE S, ZONHE
WKBWTHWAZ EDOTEAERTIVFINNSA RELTIE, FIARAFLTA
FTAR, TFNTAATA R AV TOENTAE I A REEBIFEZ ENT
&5, RGEEZ. @F. O CHERGESYOEREE. IFF UKL T
EERMEOBEMEL T 5,

R' WKkERFZRDLITHEONX (1) DILEMTHT HEHRT NVF NS5 4
FOEAEIEIR. —ic. N (1) DILEWM 1 EAB720 BRTIVFIANS A
FEDIECEDTEN FELIEL. 1~1. SENOHARET S ENT
&5,

RiEE A& (e) 1B ARIAKFERFERTHAEDORX (1) OILEYDER
TIVFNSA NicEB0BIE, LA (d) it 3RIWKERFEERT
BEOK (1) ODILEYDERT IVF IV NS A NIZX MBI ONTiR~RIZD &
FIRRIC U TITIR D S &N TE B, o, RIDWKERFEHFRTHEEORK (1)
LBEMDOT SIVF I NS A R, FIZIE, XUV TawA R, 72RxFIVTAF
FA FEICE B0, FAE (d) I8 3RIIKERFEETEEOR
(1) DILEYMOERET VF IS A RICXBMEIZON TR D EFERER R
IBREICBOTITR S 2 &N TE B,

BE. RIRURPIKFERFERDTHBEON (1) DILEWEROCTERE
ZITHHAICE. ESV-VROERRFRITHEO ) VUV EORERETHREL
THhE, ERTRICEREELREE LY S X510 200860 TH 5,

7o, APMAFEICEOTHRELZZEIBIZBENT, R3 TEDLDIhBZENT I J
B, b FoFrE WVRFVEEORIGICME T AT MOH 2285 LT
WAHGE. BEIIEYRERE., BT I R0 TRR YU F VAL
RoNVE, t =T MFUANERZNVEE  E NoF U EII >0 TRR Y UVE,
TEFIVE. A MFUAFIVEE AVEFUNEICOOTHEAF LI ZF I,
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ITFIWVIZATNVETHEREL TE &, RICBTRICEEEREZRBEE LD S X
T LDNERTH 5,

PLEici~zcmd UTsEsh IR (1) ofbayXidzniid, 2hB
EREEAMOFE, PIZISERER. BE, A5 L5703 574~ BE 7 u< b
7574 —FE0FEICL. RIGEEY» BB, Wild 5 &N TE 5,

VIEICHBA L7cA RO (1) TRDOINAT I/ ESY - VEEENIEZ
DRI, Bhicp 3EMAPFF+—EHEERAKRTZNIZE S TNF —a, 1
L=1. IL-6KRUCOX—-1 | HFDELMHEEREZELTED, TNF—a
BgigR, TL—1BEEE. I L-6BEKEE, COX—1 1 BdEE, filz
. BHREEY VT, SREEE. ZHBEE. 8. HI V., BE. K
My av 7. REWEBERE, 70—V, TVYNL<—K., BRKE. BEE.
BHRE. BRERAEEIR. ARG SRR, BIREL. FR. RBREB %,
J oM LAE, BEEREX. BIE. Ki<> Y 7. BREE (restenosis),
. &8z 5F< b—7 X, MIE. BRIUE (born resorption disease).
1B AEZE B (chronic pulmonary inflammation disease). D EMGREE, B
HEREE. B, 547 —ERH., UBREE, B2, REREEERIG, FIE.
FE, N—F v M. R, MR BEEY. BEMERE K. AMBEL.
i, HZEt(nuscle degeneration), IMEHTA. KL, GREMLBAEIS. ¥
ANV ML, S, BIEFRE, HI, Bk, T FhFo v vay s, FE
R, RERL. DBREZEE. v R, BRI RE .. B ISERE(I B
S). BB, KE. [ER. BIMENESR. TH. Mk, BEROEM® (reni
ssion of swelling)\ BUBIE. WAMRERZ. IR, HEEHR. 7 b E—ERERSE
DOMEFRIE LTERTS %,

#ZFHDOK (1) DILEYMNIEZDEDp 3ESMAPF+—+ (p38MAP
K) BEFERBRO IS ICUTHIET S I ENTE 5,

(1) p 3 8MAPK#AMEFE,ORIE

p 3 SMAPKiEGMEFEMER. £ MHEIRHREEMETH S THP — 14k
DY A M= NVREEFERALTIT-7, $7bb, THP-1filizt LS54+
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ANy 77— (20mM  bYREREER (pHT7. 4) . 1mM Eik<r
Zvwh, 1mM PMSF (722 )V AFIVZNNKZINTNASALR) . Im
M R725F A I1mM oA XRFF2, 10mg,/ml FroF=.)
WCERB Lok, K THEERLE L, £0%. 100, 000X gT1 K8
BLUS Bohd EER (VA MY —IVAHE) OBERELXRAEL. 1 bV —
IWABOEARBENImg, /m1 ERBEITENITA RNy T »—THRL
reRIC, M EL. ERHBET-8 0 CTRELK,

fEAMEEEEE. THP - 1filaoy4 b —VoE (1001 g BHB) &
WERILEME 1 5°CT3 0N v FaR— L, SVFUA Y FELT
H-SB202190 (925GBg/mmo 1., 7=+ L8l KE) %
1. 11 KBag#®ml, 15CT3RHRIGIE/, FEEREAIZ. 20uM
DSB203580%FMUTHAIE U, HRENRUKEEEIMEEY /7 K20
TEHREDIC, Fra—EK (1%F+ra—ib, 0. 1%7FZA+S52T-T0)
ZMATH%S 159k L. =04 (3, 000rpm, 104, 4C) L
T BOoN S EETOBSERE, Bk v FL—F—FNZ. Wik v FL—
YarvAv vy —E2ROTHE LU,

B, IVAVH U FELUTAHWZ S H-SB2021901. 4— (4—7
NAa7z=)) —2— (4—kFfpFr-3, 5—-VY— 3H-—7z=J)V) -5
— (4-EYDNW) 435V =NVTHO, FFEENESOREDIDIZHM UL
SB203580i3. 4— (4—70WAnT72=)V) —2— (4—RX % 22K
ZNT ) =5 = (4=EVUDN) 435 —VTh5B,

FFHHDILEYORERKREZ TEITR T,

& # I Cso (nM)
L 1 0. 042
EHp 3 0. 032
L1112 4 0. 0023
EH61 3 5 0. 0012
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EKhepl 3 6
Eiepl 3 8
FiEpl 4 1
EKiEp 4 6
EKiEp 4 8
EiEhl 4 9
EHEp 5 1
EiEhl 5 2
EHEpl 5 6
KB 5 7
EiEpl 6 0
R 6 7
EHEHI 6 9
Kkl 9 2
K 9 7
Ehehl 9 9
£ 1 0 4
il 106
EhEp109
Ehepl 117
Ehe# 120
sl 1 3 4

S O O O O O O O O 0 o o O O o o o o o o o o

PCT/JP99/07186

0061

035

0017
00043
026
083
00021
032
0000088
00084
057
050
00016
055
041
029
020
028
082
035
25
025

ritoEk v, xREADFHIEN (1) OLEMXIZZOHEIX. Bhizp 38M
APKHEGEEEEZELTED. p38MAPFF—FHEARIE LT, & b,

Z OfOHILBYIIN 5T, 5E. LB, BOREXIIFERORSE (F]

AR, BT, BEERARS. BEBRE, BRES5RE) 751E08TES,
ARFDOILEW I, ERELTHWSEES, TORARCE LT, BREE B
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ZIUE. SR BA TR, KA T RVE], BRI, BRI, SRR AR, bo
—F§E, /Sy FHEILE) | HEEREE BIAE BFL B L) kT RE
BIZE, EHF. 2F. BBE. o—rvay, AT V-1 E) ovFhhrosl
FIRREICTAMUTHVLA I ENTE S, M 28HOREOBICHEA LD 5 S
Womm & UTid, Bl TAM. E5F 0. 7 Nodl, JUiE. B, <)

h—Z, REE< 7RV L, INVI AFTY VTRV L, AF )LD
— A, ANVKRFUAFINENVO—-ZARBEDE, TSETITL, RVZFL VT
Ja—)b, p—b FaF ZEFBTNVFLNZZAFIV, Yauy 7, 5 ) —I,
TuElysYa—j, VYU, A—KD v I A, SR v HEF YUY
L, BT MUY L Y VBT P YT L 7 VBENET SN 5, AL
T, BEENICERRBOEREEE TSI LETES,

BEFPICH T 5ARREHDOMEYOEERIBZORIBHFIIL UTEZLSL &0
TE LD, —RiC, BRRUOEBERBREOBESIIZ0. 1~5 0EE% DN
DREET. T U THEAIZEDEEITIZ0. 05~1 0ERBYOHHANOEE TS
BLTWAIZENEE LU,

ARPOILEMOBRERII, WRETIE M 2R U ET BEIMEYORELE.
fhE, BRERE., EROBE, EEOBMFICLVERICEZS I ENTEEH,
—fiid. 1835720, 0. 02~10mg. kg, F&ICIF0. 1~2mg/
KgkdaIleNTES, LML, BEOEROBRE, EEOZWIIIG LU TR
HHOTRL O DR EBXBERLY L VEEZRETLI L3 LAATHE
Thb, FEEKEEIT1 B 1 EXEEENA T THRET A2 E03TE 3,
S

VIR, EMpic & 0 AREZ X SICEERMIZHHET 5,

Eiepl 1

5— (4—-TNFuT2zV) —3—-T 22 NVTEFNVTI)—4— (4—FY

VIV ESYV—-IVDERK

3=73I/-5—-—4-TNFnTz=l) —4— (4—-EYIL) ES—
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N254megA 75750 20mIilBEL. PVZFILTI306
mgEimitc, DWT, 72NV TEFNI/0) F464mgDdThSErn”
SUEESmM 1l 2T Uk, ZERICTIREER Lo, RGBRIZKZMA
Belg — 7 )Vic T UZco BRI ZKEE. KRR < 7% &7 L THRBRR. BE
TraEARE L, BohkcBEBEE2A7/—-120ml —2mo 1 /LKEt)
MU YLK 2m L BRICERE L. TERERR LR, it LcREEAHL I
X5z, oCBONkEEEAY /= V20m]l —2mo 1 /LKER{LF +Y
W LA 2 m 1 REICEE Lok, D IRFRIMEBGER Ulc, RUGBEE % BT RS U
g, YOVAFNASLIaT NS5 T4 —20g (GEHEE, sookivh:
A5 —==30:1) ICTHHEL., REEFOEELEME8 0mg (R : 2
2%) %187,

s : 289, 2~290. 4C (n—=FH U —FRZFN—25 ) —)V)
'TH-NMR (DMSO—-dg¢) 6:13. 25 (bs, 1H), 9. 93 (bs,
1H), 8. 34 (d, J=5. 9Hz, 2H), 7. 50~7. 06 (m, 9
H), 7. 01 (d, J=5. 9Hz, 2H), 3. 56 (s, 2H)

IR (KBr) vmax:1694, 1600, 1586cm™!
Mass, m/ e:372 (M), 91 (base)

EHeB 1 EREBRICUT. DITOEREI2~2 1 D{b&WmEEmR Ui,

e ikl

2

5— (4—7NFu722)) —3— (3—Tz2)VTuabAr= 7)) —4
- (4-EUYN) E5J—b

M 253, 5~255. 1C |
'H-NMR (DMSO—dg) 6:13. 20 (bs, 1H), 9. 68 (bs,

1H) ,
H) ,

8. 42 (d,
7. 06 (d,

J=5. 9H
J=5. 9Hz,

z, 2H) ,
2H) ,

30
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, 2. 7T0~2. 35 (m, 2H)
IR (KBr) yvmax:3368, 1676, 1602, 1590cm™!
Mass, m/e:386 (M), 254 (base)

EiEp 3
5— (4—7NWAa72=V) —3— (4=—AMFLV T2V TEFIVT )
—4— (4—-FYI)) 53—V

s 265, 1~266. 2C |
'H-NMR (DMSO—-dg¢) 6:13. 21 (bs, 1H), 9. 75 (bs,
1H), 8. 45~8. 15 (m, 2H), 7. 50~6. 65 (m, 10H),
3. 75 (s, 3H), 3. 46 (s, 2H)

IR (KBr) vmax:3300, 1678, 1608, 1588, 1250
cm™!

Mass, m/e:402 (M), 121 (base)

Ehep 4
3— (3, 4—v/un7 sV TEFATI)) —5— (4—TNAuT =
V) —4— (4—-¥EY D)) ESY—IL

Airi: 285, 7T~286. 7TC

'H-NMR (DMSO—d¢) 6:13. 27 (bs, 1H), 9. 92 (bs,
1H), 8 50~8. 15 (m, 2H), 7. 7T0~6. 90 (m, 9H),
3. 59 (s, 2H)

IR(KBr) vmax:1674, 1606, 1590cm™!

Mass, m/e:444 (M +4), 442 (M*+2), 440 (M),

254 (base)
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Eipl 5
5— (4—TNWAu72=)V) —3— (2=T2=)VTubEAX=L73/) —4
— (4—-EYVN) ES5Y—-IL

Airi: 240, 6~241. 0%C

'H-NMR (DMSO-de) 6:13. 21 (bs, 1H), 9. 75 (bs,
1H), 8. 40~8. 10 (m, 2H), 7. 45~7. 00 (m, 9H),
6. 89 (d, J=6. 2Hz, 2H), 3. 95~3. 60 (m, 1H), 1.
35 (d, J=6. 2Hz, 3H)

IR (KBr) vmax:3264, 1658, 1606, 1508cm™!
Mass, m/e: 386 (M), 105 (base)

EEH 6
3— (4—7uaud 2= VT7EFNTI)) —5— (4—T7VFa7 =) —
4— (4—-EYIN) ESYV -V

ikl 273, 2~277. 3C

'"TH-NMR (DMSO—-de) 6:13. 25 (bs, 1H), 10. 13 (b
s, 0. 4H),9. 85 (bs, 0. 6H), 8. 31 (bs, 2H), 7.

5~6. 9 (m, 12H), 3. 7T~3. 4 (m, 2H)

IR (KBr) vmax:1692, 1602, 1514, 1228, 838c¢
m-!

Mass, m/e:406 (M), 254 (base), 125
EiEp 7

S5— (4—-TNFuTd2=)V) —3— (4—AFNVT = VTEFITI)) —
A— (4—-FBYINn) 5V —-)b

32
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MR 262. 8~264. TC

'H-NMR (DMSO—de¢) 6:13. 26 (bs, 1H), 9. 82 (bs,
1H), 8. 33 (d, J=56Hz, 2H), 7. 45~7. 06 (m, 8H),
7. 01 (d, J=5Hz, 2H), 3. 50 (s, 2H), 2. 29 (s, 3
H)

IR(KBr) vmax:1690, 1602, 1512, 1224 838¢c
m-!

Mass, m/ 7e:386 (M), 254, 105 (base)

EHEp 8
5— (4—7NnAva72=V) —4— (4-¥YI)N) —83— (4—MY7)LAt
OXAFINVT 2ZIIVTEFINTI)) ES =V

Alr: 282, 1~288. 4C

'H-NMR (DMSO—-de¢) 6:13. 26 (bs, 1H), 9. 96 (bs,
1H), 8. 34 (bs, 2H), 7. 70~7. 10 (m, 8H), 7. 01
(bd, 2H), 3. 67 (s, 2H)

IR (KBr) vmax:1692, 1608, 1510, 1326, 1160,
1122, 832cm™

Mass, m/e:440 (M*), 254 (base), 159

EREH 9
3= T 2= NWVTEFINTI)—5—-—Tz=)—4— (4—FEY D)) Sy — )1

Bl 257. 3~264. 1C

'H-—NMR (DMSO—-de) 6:13. 23 (bs, 1H), 9. 82 (bs,
1H), 8. 30 (bd, J=4. 4Hz, 2H), 7. 5~7. 1 (m, 10
H), 7. 01 (d, J=5. 9Hz, 2H), 3. 55 (s, 2H)
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IR (KBr) vmax:1694, 1604, 772, 698 cm™
Mass, m/e:354 (M), 236, 91 (base)

=zl 10
5— (4—7NAuT=)V) —4— (4—F/) V) —3 =T = NVTEFINV
TIJ)ES =N

M 273, 4~275. 3C (n—AFHr—x%/)—-))

'H-NMR (DMSO—de) 6:13. 39 (bs, 1H), 10. 03 (b
s, 0. 4H), 9. 76 (bs, 0. 6H), 8 87 (d, J=4. 4Hz,
0. 8H), 8. 74 (d, J=4. 4Hz, 1. 2H), 8. 15~6. 65
(m, 13H), 3. 49, 3. 35 (s, 2H)

IR(KBr) vmax:1682, 1608, 1512, 1230, 842c¢
m-!

Mass, m/e:422 (M), 304, 91 (base)

Eiepl 11
5— (4—7NVFv72=)V) —4— (4—-FIY2)N) —3— (2—F =7
tFINTI)) ESY—IV

B 264, 6~268. 3C (n—AFHU-FBFIL) (O
'H-NMR (CDC1s) 6:8. 46 (dd—1ike, 2H), 7. 61~
7. 46 (m, 3H), 7. 21~6. 88 (m, 8H), 4. 65 (s,
2H)

IR (KBr) vmax:1660, 1608, 1232cm™!

Mass, m/7e: 378 (M*), 97 (base)

g 12
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5— (4—7nFa72=V) —3— (2—Tz=NV—n—TFIYNT /) —
4— (4—-EY D) S5-IV

s 266. 8~268. 4%C

'H-~NMR (DMSO-dg) 6:13. 21 (bs, 1H), 9. 89 (bs,
1H), 8. 23 (d, J=4. 6Hz, 2H), 7. 44~7. 10 (m, 9
H), 6. 90 (dd, J=1. 5, 4. 6Hz, 2H), 3. 52 (t, J=
7. 3Hz, 1H), 2. 16~1. 47 (m, 2H), 0. 80 (t, J=T.
3Hz, 3H)

IR (KBr) vmax:3272, 2864, 1658, 1518, 1504,
1230, 830cm™!

Mass, m/7e:400 (M), 91 (base)

Eigl 13
3—RUVANTI)=5— (4—=TNVFaTdzz)V) —4— (4—EYDI)
Y35y =

AR :270. 5~276. 1C
'H-NMR (CDC13) 6:8. 50 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 89~6. 94 (m, 11H)

IR (KBr) vmax:1674, 1601, 1515cm™!
Mass, m/e: 358 (M), 105 (base)

ERE 14
5— (4—-7NFu7d=V) —3—tbbPaFoT7EFATI)-4— (4—-F
VUIN) ESY—)L

B 264~266°C
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'H-NMR (DMSO-de) 6§ :13. 5~13. 3 (bs, 1H), 9. 6
~9. 3 (bs, 1H), 8. 59 (dd, J=1. 5, 4. 6Hz, 2H) ,

7. 5~7. 0 (m, 6H), 5. 7~5. 4 (bs, 1H), 3. 94 (bs,
2H)

IR (KBr) vmax:3250, 1608, 1510cm"!
Mass, m/e:312 (M*, base)

EhEsl 15

0= (4=TNABT 22V) =3 —APFVTHFATI)—4— (4—FY
UIV) ES— )b

B 246~248%C

'H-NMR (DMSO-d¢) 6:13. 5~13. 1 (bs, 1H), 9. 8
~9. 4 (bs, 1H), 8. 46 (dd, J=1. 3, 4. 6Hz, 2H),

7. 5~7. 0 (m, 6H), 3. 93 (s, 2H), 8. 30 (s, 3H)
IR(KBr) vmax:3200, 1672, 1608, 1512cm-!
Mass, m/e:326 (M, base)

EiEs 16

3= LI6— 4—-TnAmTz2) —4— (4-FYUL) ] ¥S5—jb—
3—AN] T I ANEZATOEF VBEF U A

Al 196~200°C

'"H-NMR (CD;OD) 6 :8. 44 (dd, J=1, 5, 4. 6Hz, 2H)
o 7. 5~T7. 0 (m, 6H), 2. 55 (m, 4H)

EEs 17

5= (4=TNABT22) =3-TBEAZLT I/ —d— (4-F Y U)
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sy — I

272 0~275. 0C (n—=~FH 2 —FEELIFIL)

'H-NMR (DMSO—-dg) 6:13. 22 (bs, 1H), 9. 50 (bs,
1H), 8 50~8. 43 (m, 2H), 7. 49~7. 19 (m, 4H),
7. 12 (dd, J=1. 5, 4. 4Hz, 2H), 2. 22 (q, J=7. 5
Hz, 2H), 1. 00 (t, J=T7. 3Hz, 3H)

IR (KBr) vmax:1688, 1608, 1510, 1222, 836¢
m-!

Mass, m/7e:310 (M), 254, 57 (base)

Ehepl 18
5— (4—7NA0 T 2=Z)V) —3—AVTFIUNTI)—4— (4—-FEYI)N)
ESY—n

i 291, 1~294. 0°C (n—~FH V- FI)

'"H-NMR (DMSO-d¢) 6:13. 22 (bs, 1H), 9. 48 (bs,
1H), 8 50~8. 41 (m, 2H), 7. 48~7. 02 (m, 6H),

1. 01 (d, J=6. 6Hz, 6H)

IR (KBr) vmax:1666, 1604, 1508, 1216, 836¢
m-!

Mass, m/e:324 (M), 254 (base)

EiEf 19

5— (4—7WABT722)V) —3—AYNVYLTI)—4— (4—F Y D))
Es5v—iv

AR 291. 1~294. 0°C (n—AFH > —FRIFIL)
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'TH-NMR (DMSO—-de¢) 6:13. 21 (bs, 1H), 9. 50 (bs,
1H), 8. 47~8. 41 (m, 2H), 7. 46~7. 03 (m, 6H) ,
2. 20~1. 95 (m, 2H), 1. 20~0. 65 (m, TH)
IR(KBr) vmax:1684, 1604, 1514, 1238, 838c
m-!

Mass, m/ 7e:338 (M), 254, 57 (base)

EhEs 20
5— (4—=INFuaT7z=zl) —4— (4-EYVDN) —3—LVYLTIJE

5 — )b

B 273, 7T~275. 8C (n—FY > —HKEZF )

'TH-NMR (DMSO—d¢) 6:13. 21 (bs, 1H), 9. 56 (bs,
1H), 8 46 (dd, J=1. 5, 4. 4Hz, 2H), 7. 48~T7. 0
2 (m, 4H), 7. 12 (dd, J=1. 5, 4. 4Hz, 2H), 2. 24
~2. 15 (m, 2H), 1. 51~1. 22 (m, 4H), 0. 85 (t, J
=5. THz, 3H)

IR (KBr) vmax:1680, 1606, 1510, 1238, 836¢
m-!

Mass, m/ e : 338 (M), 254 (base)

el 2 1
5— (4—T7NFua 7)) —4— (4= YIN) —3—-EaL 73
Es5 -

Alm 217, 9~220. 6C (n—AFH% v —FEETFI)
'H-NMR (DMSO—-de¢) 6:13. 23 (bs, 1H), 9. 16 (bs,

1H), 8. 44 (dd, J=1. 3, 4. 6Hz, 2H), 7. 48~7. 1
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6 (m, 4H), 7. 11 (dd, J=1. 5, 4. 4Hz, 2H), 1. 14
(s, 9H)

IR (KBr) vmax:1664, 1606, 1512, 1224, 836¢
m—l

Mass, m/e:338 (M), 57 (base)

Ehhl 2 2
5— (4—7NAa72=)V) —4— (4—EJYI)N) —3—-b Y747t
FNTI)ESY—VOERK

3—=73I/)—-5—(4—-—INFaT7z=)V) —4— (4—-FEYIN) ESY—
NW254mgl bV ZFALT7IV0. 30mIEFFSEFRT7S5020mli
BREUS KIS, AN IV o4 0 0megnA ek, ZRICT28H
RIBHE Ulc, RIGRIKICKREINZ . 7 0 ah/V ST Ui B8 % S
< 72V LTRER, BIETEREEE U, BohBEE VYA IVA
SL7ux br574—-50g (BHEE, Jooafivh: A5 /) —L=30:
1) iCTHE L., BEREROEBILEM220me (NE: 6 3%) 2Bk,

Al 260, 1~265. 2°C (n—~"FHV—-FFI)

'H-NMR (DMSO—-d¢) 6:13. 55 (bs, 1H), 11. 31 (b
s, 1H), 8. 46 (dd, J=1. 5, 4. 4Hz, 2H), 7. 50~T7.
07 (m, 6H)

IR (KBr) vmax:1742, 1608, 1512, 1224, 838c
m-!

Mass, m/e: 350 (M*, base), 254

Eifp 2 3
3=V uanFINTEFINTI/) -5~ (4—TNAuaT7=)V) —4— (4
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—EU YN ESYV—ILDOERK

vrunFUUREE220megET SR TS50 1 0mLCE®L, —1
O CTHRIBRT. N—AFLELRY160mgss VT FNIomRibL
—+220mgEmMA154#H LI, 3—7I/-5— (4—-7NAu7d =
V) —4— (4—FYYNV) ESY =12 TmgaMmi 3 05K Lk,
ERICT4 BB U, RUSBBISKZMA. BEBR T F VIS THE Ui, B
BAREKERBR~ XV Y ATHER. BETEELAEE LU, BohEELE
BIZTAZ ) =1 0m LICER LU 2HEKBEEF M) YA 1Im I 2MZ9 04
MERER Ui, BIETHEEEZEEL, AEMAFEETF VI THE Ul B 1K
EA KRR 7 2 VY LTHRE. BRETEREAEE U, BohiBELY
VATNASLIa< 574 —30g GRHEE, 7ookivh A5 ) —
V=30:1) KTHEL, REEROEELEMS 5mg (RK: 29%) %

B,

Atr: 296. 3~299. 9C (n—FH U —FRZFI)

'H-NMR (DMSO—-d¢) 6:13. 20 (bs, 1H), 9. 55 (bs,
1H), 8. 48~8. 42 (m, 2H), 7. 46~T7. 04 (m, 4H) ,
7. 12 (dd, J=1. 5, 4. 4Hz, 2H), 2. 09 (d, J=17. 0
Hz, 2H), 1. 73~1. 47 (m, 5H), 1. 19~0. 78 (m, 6
H)

IR (KBr) vmax:1680, 1606, 1512, 1234, 836¢
m-!

Mass, m/e: 378 (M*), 254, 55 (base)
EiEfl 24
3— (2=/7vau 722V TEFANTI)) —5— (4—T VAT 22)) —

4— (4—-¥UY)I) ¥SY-ILOEEK
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3—73I/)—5— (4—7NAurdz=)V) —4— (4—FIYVI) S5 —
W150mgxEYYr6mlicail, BE—KBLETHAL, BRLENS,
Y 1 22megR@ T L. HEET2 bAMBHRLLE, 2-Jop7 2
ZVEE# 3 3 5mgEMA. 2 0RMEETHRE L, VY Vv 2RERER,
BER A Y ) —)v, 7oarVATHE Ul k. BREREKRR< 7 %
VY LTHEL, BEEABERER. BEZ YAV o< b 57480
g (BRHEE, 7oak)Vh A% ) —==50:1~30:1) ICTHRL.
EEEYW101mg (R 42%) 2Bk,

Aipi: 238. 8~240. 1C (n—\FHr—x4/)—))

'H-NMR (DMSO—-ds) 6:13. 26 (bs, 1H), 9. 88 (bs,
1H), 8. 43 (d, J=6Hz, 2H), 7. 5~7. 2 (m, 8H), 7.
13 (d, J=6Hz, 2H), 3. 75 (s, 2H)

IR (KBr) vmax:1664, 1608, 1506, 1228, 838¢
m-!

Mass, m/7e:406 (M), 254, 125 (base)

EHB 2 4 ERBRICUT, UTOERH2 5~3 3DbE&EwEEm LI,
£kl 25

3— (3—/vud=)VTEFNTI)) —5b— (4—TNAa 7 2=)b) —
4— (4-EYION) ESJ-I

AR:249. 7~250. 8C (n—AFHr—x5/)—))

'H-NMR (DMSO—-de) 6:13. 26 (bs, 1H), 10. 17 (b
s, 0. 2H), 9. 90 (bs, 0. 8H), 8. 32 (d, J=6Hz, 2
H), 7. 5~7. 1 (m, 8H), 7. 00 (d, J=6Hz, 2H), 3.
56 (s, 2H)
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IR (KBr) vmax:1694, 1600, 1512, 1222, 838c¢
m—l

Mass, m/e:406 (M), 254 (base), 125

Kkl 26
5— (4—INVAuT7z=)V) —3— (4—TNFaT 2= VTEFNTI))
—4— (4—-EVDN) ESY—IV

Alri: 259, 4~261. 2C (n—~FH -4 /)—))

'H-NMR (DMSO—de) 6:13. 25 (bs, 1H), 10. 12 (b
s, 0. 2H), 9. 86 (bs, 0. 8H), 8. 30 (bd, 2H), 7.
5~6. 7 (m, 10H), 3. 61 (s, 0. 4H), 3. 53 (s, 1. 6
H)

IR (KBr) vmax:1692, 1602, 1506, 1224, 840¢
m-!

Mass, m/e: 390 (M), 254, 109 (base)

EHel 27
5— (4—TInNApT72=)) 83— (4—=ba T2z VTEFILTI)) —
4— (4-EYI)) 5V -

ik 299, 3~302. 3C (n—A"FHv—FbrSkFursry—x4%)
—J)

'"H—NMR (DMSO-de) 6:13. 26 (bs, 1H), 10. 00 (b
s, 1H), 8. 36 (bd, 2H), 8. 17 (d, J=8. 6Hz, 2H),
7. 65~7. 10 (m, 6H), 7. 03 (d, J=4. 8Hz, 2H), 3.
74 (s, 2H)

IR (KBr) vmax:1692, 1606, 1512, 1346, 1220,
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840cm!
Mass, m/e:417 (M), 254 (base), 136

Ehep 2 8
5— (44—t Tdz=)v) —4— (4-¥)VP)IN) —3— (3—Fx=N7T
EFNT ) ESY—I

279, 6~282. 9C (&)

'H-=NMR ( DMSO—d¢) 6:13. 22 (bs, 1H), 9. 84 (b
s, 1H), 8. 36 (dd—1ike, 2H), 7. 50~7. 11 (m, 9
H), 7. 00 (dd—1ike, 2H), 3. 58 (s, 2H)
IR(KBr) vmax:1660, 1624, 1600, 1518, 1508,
1494, 1222, 842, 7T00cm™!

Mass, m/e: 378 (M), 97 (base)

Eg 29
5— (4—7NVAn72=J)V) —4— (4—-FYI)N) —3— (4—FYINT
vFNTI)) ESV -

A 248, 3~251. 8C (&)

'H-NMR ( CDC1ls) 6:8. 55~8. 37 (m, 4H), 7. 40~
7. 14 (m, 6H), 7. 10~6. 92 (m, 4H), 3. 71 (s, 2H)
IR (KBr) vmax:1660, 1608, 1232cm™!

Mass, m/s7e: 373 (M), 120 (base)

EilEH 30
3— (1 - AFN=-2~-EaYVT7EFINVNTI)) 55— (4—T7VFn7 =

V) —4— (4—-EY2II) ESY -
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Bisi: 238, 7~239. 9C (n—AFH—FERLFI)

'H-NMR ( CDC1s) 6:8. 48 (dd, J=1. 7, 4. 5Hz, 2
H), 7. 96 (bs, 1H), 7. 45~6. 90 (m, 6H), 6. 78 (d
d, J=1. 7, 4. bHz, 2H), 6. T1~6. 65 (m, 1H), 6.
19~6. 08 (m, 1H), 3. 75 (s, 2H), 3. 53 (s, 3H)
IR (KBr) vmax:1592, 1512, 1220, 838cm™!
Mass, m/s7e: 375 (M), 94 (base)

Ehep 31
5— (4—7NVAaT7z=)V) —3— (2, 3, 4, b, 6—RVII)NAuTx
ZWVTEFNTI)) —4—- (4—-EYDIN) ESY—)V

Bl 325CUE (n—AFH -5/ —))

'H-NMR (DMSO—-dg) 6:13. 3 (bs, 1H), 10. 1 (bs,
1H), 8. 45 (dd,J=1. 3, 4. 8Hz,2H) ., 7. 5~T7. 2 (m,
4H), 7. 11 (dd, J=1. 3, 4. 8Hz, 2H), 3. 79 (s, 2
H)

IR (KBr) vmax:3216, 1674, 1606, 1512, 1002
cm™!

Mass, m/e: 462 (M), 254 (base)
EiEpl 32
3—VT7 22T EFINTI)=5— (4—-TNFaT7=)V) —4— (4-F

yII) S — )

B 266. 5~269. 2C
'H-NMR (DMSO—-d¢) 6:8. 26 (d, J=5. 9Hz, 2H), 7.
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45~T7. 21 (m, 14H), 6. 96 (d, J=5. 9Hz, 2H), 5.
10 (s, 1H)

IR (KBr) vmax:3228, 1668, 1608, 1500, 1232,
836cm™!

Mass, m/e: 448 (M), 167 (base)

Eiepl 33
3— (a, a—CAFNVT 2=V TEFNTI)) —5—- (4—T)AFoT =
W) —4— (4—FYIIN) ESY—

239 1~241. 5C

'H-NMR (DMSO-—-de) 6 :8. 34 (dd, J=1. 8Hz, 4. 4H
z, 2H), 7. 36~6. 97 (m, 11H), 1. 43 (d, J=11. 6
Hz, 6H)

IR (KBr) vmax:3304, 1666, 1604, 1508, 1236,
834cm™

Mass, m/7e¢e:400 (M), 119 (base)

EHF 34
5—T73I/)—-3—- U4—TNFAaT2=)b) —1—-AFI—4— (4—FEYIN)
ES Y — VDA

(a) 3— (4—=TNAuT22lV) —3-FFV—-2— (4-FUVL) Fn
Ex= b U IVDOERK

4-EYVINVTEF=bPYUN32gL2, 5-UFFYFuYV=N 4-7
WAOaRJ L —h86 g% VAFIVKRINALT I N1, SLITIAR L. HleH
VA164gEMAERICTIHEBRUL, ZORIEAKIZES 1 MEB LB,
BT W e R URBIIOKEMZ . KA Th Uiz, il LckEs %
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WL, Kk, VZFILI-FTNTHRER, BRGCEL, FEALEYWE T g (R
:103%) =Hi,

i 220. 0~223. 0C (98

'H-NMR (CD3;0OD) 6 :8. 23~7. 97 (m, 4H), 7. 80~T7T.
61 (m, 2H), 7. 12 (t, J=8. 9Hz, 2H)

IR (KBr) vmax:2180, 1636, 1608, 1542, 1492,
1408, 1374, 1342, 1222, 1202, 1156, 830cm™
Mass, m/e:240 (M), 123 (base)

(b)) 1= AFI—t —TFNAIWIE— FDERK

AFNE RSV 26 g&KkBILF )Y L23g%24A5/—500m1lic
BIRU, KB, V=t —TFNVIOANKRF—1+1238DA5 ) —NVigi#k5(
Om 1% 2RI T Lice X510, TORINARZERICT 2BRER L,
FORIGEBERPICHB US54 TR U, BETRKEEBE L.
HIREEYIZK5 0 0m 1 2A. BLT vE=Y LKBRTHRILICHR, V7
oAy Tt U, TOERBEEZBKREEY 7 V7 LTRRER, BETE
BWAEREUEEEMT g (K 9T7%) =B,

HRYIE

'H-NMR (CDC1l3) 6:4. 06 (br, 2H), 3. 05 (s, 3H),
1. 47 (s, 9H)

IR (neat) vmax:1694, 1365, 1154cm™!

(¢) 5—T73I/)—-3— (4—=7NFa72=)V) —1—AFI—4— (4—F
Uy ESV—IvOER

3— (4=7nAuTz)b) —3—-AFVY-2—- (4-EVVN) Futst
ZhUN2. 0gicAFUIEMNRY L1 0m ] 2R, Wi 1 0 0°CIZT 1B
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B Ui, TORICEREBETEMEZ, BEX2TS /—NV150mlICE#E L.
1—AFN—t=TFNANME-F3. bgimA. 1. SEEMBRREL,
ZOREBEWIC P 7INVA OB 3 m | 2mA. WAt 10 0CicTE’RLx,
BGR. RISER=RETER L. KEMAEETHMLU. 7 ook AICTH
WUl TOERBEBKRE~ 7 XY LTHER. BIETEEL2EE L,
MRBEEZ VAT NAS Lo 574 —-80g (AHBE, 7ooki
L:AF)—=N=50:1-20:1) cTHEL. E8LAY]1. 5g (R
1 62%) &,

Mii:155. 2~157. 9C

'H-NMR (CDC1l3) 6:8. 53 (dd, J=1. 5, 4. 4Hz, 2H)
., 7. 50~6. 83 (m, 4H), 7. 08 (dd, J=1. 5, 4. 4Hz,
2H), 3. 77 (bs, 2H), 3. 77 (s, 3H)

IR(KBr) vmax:1598, 1212

Mass, m/e: 268 (M*, base)

ERHF 35
5— (2, b—=—YIINnAa 7 2= )VT7EFIALTI)) —3— (4—TNVFaT
Z) —1—AFI—=4— (4—-EV)VN) —EST—NVDERK

5—73I)-3— (4—7NFuTz2=)) —1-AFN—4— (4—-FY ¥
W) ESV—=n268mge2, 5—VINA0T 2 VEEE258mg Ak Y
y10mliTERL, ERICTEHILY 0. 09ml 2B TF L, EEBT—
Befflie L7cik, ROGBEBRE L. 2N—-Na OHKE®EAMZ 7 aakVAC
T U7co TOEBBEBKTER< 7 %Y LA TS, RETEEELEEL
o HREEZYVZFNVI—FNTHRAE L. EELEM24 Tmg (NE: 56
%) /1,
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ms:207. 0~208. 0°C

'H-NMR ( CDC1l3) 6:8. 43 (dd, J=1. 5, 4. 6Hz, 2
H), 7. 62—-6. 87 (m, 10H), 3. 78 (s, 3H), 3. 74 (d
—like, 2H)

IR(KBr) vmax:1606, 1498, 1220m™!

Mass, m/e: 422 (M), 268 (base)

EEF 3 5 EEBRICUT. PITOEMHI 3 6~ 8 2D{LEWEE&RK L,
EiEf 36

5— (2—/7uvu—-6-7/WA07 2V 7EFNANTI/)) —3— (4—7)F4
07 z=)V) —1—AFNV—4— (4—-EY D) ESJ—

Al 216, 9~224. 6°C

'"H-NMR (CDC1l3) 6:8. 60—8. 42 (m, 2H) ., 7. 42-86.
87 (m, 10H), 3. 95 (d-1ike, 2H), 3. 81 (s, 3H)
IR (KBr) vmax:1676, 1606, 1452cm™!

Mass, m/e:438 (M), 268 (base)

EEF 37
5= (3, 4=V/uud = VTEFALTI)) —3— (4—T)FaT =
W) =1 =AFI—4~ (4-EVINL) ESY—

205, 1~207. 0°C

'"H-NMR (CDC13) 6:8. 40 (dd, J=1. 3, 4. 6Hz, 2H)
, 7. 49—-6. 81 (m, 10H), 3. 75 (s, 3H), 3. 69 (s,
2H)

IR (KBr) vmax:1670, 1602, 1523, 1472, 1448,
1219cm™!
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Mass, m/ /e:454 (M*), 268 (base)

EEp 38
55— (2, 6=y70u7 2 )V7EFNTI)) —3—(4—-TNVFua7 =

) —1—AFN—4— (4—FYIL) ESJ—

Bigi: 252, 5~256. 7TC (n—FH—FRTFIL)

'H-NMR (CDC13) 6:8. 48 (d, J=3. BHz, 2H), 7. 5
0~6. 80 (m, 9H), 4. 14 (s, 2H), 3. 82 (s, 3H)
IR (KBr) vmax:1678, 1608, 1438, 1224cm™!
Mass, m/e: 454 (M), 268 (base)

Eg 39
5—- (2—=70u8—4—-IWVABT 2= VTEFINTI)) —3— (4—T%
B722V) —1—=AFN—4— (4—-EVVIL) SV -

iR : 229, 0~232. 7C (n—~F4 v —FBRTFI)

'H-NMR (CDC13) 6:8. 47 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 46~6. 80 (m, 9H), 3. 83 (s, 2H)., 3. 80 (s, 3
H)

IR (KBr) vmax:1694, 1606, 1494, 1240cm™!
Mass, m/e: 438 (M), 268 (base)

EhE# 40

5= (2, 4=V 7NMAa T2V TEFNTI)) -3~ (4—TNAO T 2

W) =1 AFN—4— (4-EVDN) ESV =)

M 225, 5~228. 3C (n—~"FH U —FRTF L)
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'H-NMR (CDC1l3) 6:8. 45 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 50~6. 70 (m, 9H), 3. 78 (s, 3H), 3. 73 (s, 2
H)

IR (KBr) vmax:1676, 1604, 1506, 1222cm™!
Mass, m/e:422 (M*), 268 (base)

EF 41
5— (2, 4—-o/uu7 2 WVTEFATI)) —3— (4—TNVFudr=
W) —1—-AFN—4—- (4-EVJVIN) ES—=IL

s 224, 3~225. 4°C

'"H-NMR (CDC1l3) 6:8. 45 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 45~6. 83 (m, 9H), 3. 83 (s, 2H), 3. 79 (s, 3
H)

IR (KBr) vmax:3272, 1678, 1602, 1570, 1508,
1200, 846, 826 cm™!

Mass, m/e:456 (M'™+2), 454 (M), 268 (base)

EiEf 4 2
5— (3, 4—=VAMFVT72=WVTEFNTI)) — 3= (44— T 2
=) —1=AFI—4—- (4-EYIIL) ES5SV—-IV

A 128, 1~129. 6°C

'H-NMR ( CDC13 6:8. 45 (dd, J=1. 5, 4. 4Hz, 2
H), 7. 41-7. 22 (m, 2H). 7. 20-6. 68 (m, 8H), 3.
89 (s, 3H), 3. 81 (s, 3H), 3. 76 (s, 3H), 3. 69 (s
. 2H)

IR (KBr) vmax:1676, 1606, 1516, 1448, 1262,
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1224 cm™!
Mass, m/e: 446 M), 151 (base)

EiEH 4 3
3— (4—INABT =) —1—=AFN=5— (3, 4—AF Vo IFFY
TV EFINTI)) —4— (4—EVY DN ESV—I

Aig:113. 6~116. 5C

IH—NMR ( CDC1l3) 6:8. 47 (dd, J=1. 5, 4. 4Hz, 2
H), 7. 42—7. 26 (m, 2H), 7. 10-6. 63 (m, §H), 6.
00 (s, 2H), 3. 77 (s, 3H), 3. 65 (s, 2H)

IR (KBr) vmax:1603, 1502, 1489, 1447, 1262,
1246 cm™

Mass, m/ e: 430 (M), 135 (base)

EHep 44
5— (3, 5—UAMFV T2V TEFNNVTI)) —3— (4—-T7AuTx
W) —1—AFI—4— (4-EYDN) ESV=I

i 174, 4~180. 3T

'H-NMR ( CDC1l3) 6:8. 44 (dd, J=1. 7, 4. 5Hz, 2
H, 7. 41—-7. 26 (m, 2H), 7. 09—-6. 87 (m, 5H), 6.
40 (s, 3H), 3. 76 (s, 9H), 3. 67 (s, 2H)
IR(KBr) vmax:1602, 1448, 1207, 1157cm™!
Mass, m/7e: 446 (M), 151 (base)

EitEp 45
5— (3, 5= M) I7NAQAFNT 2= VTEFANTI)) —3— (4—-7
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VA7 z=ZW) —1—AFN—4— (4—-EVIIN) —ESY =L

M 228, 3~230. 6C

'H-NMR ( CDC1ls 6:8. 40 (dd—1ike, 2H), 7. 86
-7. 61 (m 3H), 7. 40—-7. 26 (m, 2H), 7. 12-6. 8
7 (m, 4H), 3. 88 (s, 2H)., 3. 77 (s, 3H)

IR (KBr) vmax:1680, 1606, 1526, 1380, 1280,
1222, 1176cm™!

Mass, m/s7e: 522 (M), 268 (base)

EHieh 46
5— (2, 6=VI7NF a7 = VFEFNTI)) —3— (4—TNA07T =
=) —1—AFN—4— (4-EYVIN) ESV =

mlm:239. 9~242. 5C

'H-NMR ( CDC1s) 6:8. 42 (dd, J=1. 7, 4. 5Hz, 2
H), 7. 46—-6. 84 (m, 10H), 3. 79 (s, 5H)

IR (KBr) vmax:1694, 1606, 1470, 1014m™!
Mass, ms7e: 422 (M), 127 (base)

EHEH 47
5= (3, 4=V I7NWF0 7 2= VTEFLTI)) —3— (4—-TNAvT 2
=) —1—=AFNV—4~ (4—FEYIII) S J— )L

MR 214. 2~217. 7°C
'H-NMR ( CDC13) 6:8. 44 (dd, J=1. 4, 4. 5Hz, 2

H), 7. 44-6. 84 (m, 10H). 3. 76 (s, 3H), 8. 69 (s
. 2H)

52



10

15

20

25

WO 00/39116 PCT/JP99/07186

IR (KBr) vmax:1606, 1498, 1220m!
Mass, m/7e: 422 (M*), 127 (base)

EHH 48
5— (3, 5= Aa 7 = VTEFITI)) —3— (4—TNA0 T+
ZN) =1 = AFI—4— (4-EV) D) S5-I

Al 208, 5~210. 2°C

'"H-NMR ( CDC13) 6:8. 44 (dd, J=1. 4, 4. 5Hz, 2

H), 7. 42-6. 70 (m, 10H), 3. 77 (s, 3H), 3. T2 (s
, 2H)

IR (KBr) vmax:1624, 1600, 1514, 1450, 1120
m-!

Mass, m/7e: 422 (M), 268 (base)

EiEpl 49
5— (2, 3=V 7 NA0T7 2= )VTFEFILTI)) —3— (4-7N0Fa7T <
W) —1—AFN—4— (4=-EYDN) S5/ —I

i 181. 3~182. 5C (YxzFiz—F\)

'"H-NMR ( CDC1l3) 6:8. 43 (dd, J=1. 5, 4. 4Hz, 2
H), 7. 42~6. 87 (m, 10H), 3. 78 (s, 5H)
IR(KBr) vmax:1678, 1606, 1494, 1220m™!
Mass, mZe: 422 (M), 127 (base)

EHEFR 50
5— (3, B=VAFNT2ZNTEFALTI)) —3— (4—TNF4n7 2=

W) =1 —=AF)N—4—- (4—-EY D)) ¥S5 =)L
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211 2~212. 4°C

'H-NMR ( CDC13) 6:8. 43 (dd, J=1. 5, 4. 6Hz, 2
H), 7. 41-7. 22 (m, 2H), 7. 08—6. 87 (m, 8H). 3.
77T (s, 3H), 3. 67 (s, 2H) 2. 29 (s, 6H)

IR(KBr) vmax:1670, 1606, 1522cm™!

Mass, m/7e: 414 (M), 268 (base)

EiEp 51
5— (2, 5=V AFNT 2=V TEFNANTI)) —3— (4—7)A07T7 =
W) —1—=AFI—4— (4-EY2I)I) ES5—)V

Al 179, 9~185. 1°C

'H-NMR ( CDC13 6:8. 46 (dd, J=1. 6, 4. 5Hz, 2
H), 7. 40~7. 22 (m, 2H), 7. 09~6. 78 (m, 8H), 3.
78 (s, 3H), 3. 70 (s, 2H), 2. 31 (s, 3H), 2. 15 (s
. 3H)

IR (KBr) vmax:3236, 1672, 1606, 1504cm!
Mass, m/7e: 414 (M), 268 (base)

EHEH 5 2
5= (2, 4=VAPF VT2 NVTEFLTI)) —3— (4—-TNA07
) —1—=AFI—4— (4—-EY D)) 5=

s 179 3~182. 2°C

'"H-NMR ( CDC13 6:8. 39 (dd, J=1. 7, 4. 5Hz, 2
H), 7. 41-6. 84 (m, 8H), 6. 58-6. 44 (m, 2H), 3.
84 (s, 3H), 3. 76 (s, 2H), 3. 67 (s, 6H)
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IR (KBr) vmax:1674, 1604, 1512, 1450, 1208,
1156cm™!
Mass, m/7e: 446 (M*), 151 (base)

Ehepl 53
5— (2, 3—=VA YT 2o VT EFANTI)) —3— (4—TNFAo T2
ZN) ~1=AFN—4— (4=-EVUDI) ES/—I

Aigi: 185. 4~193. 4°C

'H-NMR ( CDC1l3) 6:8. 33 (dd, J=1. 7, 4. 5Hz, 2
H), 7. 85 (br, 1H) 7. 41-6. 83 (m, 9H), 3. 88 (s,
6H), 3. 72 (s, 5H)

IR (KBr) vmax:1603, 1477, 1225cm™

Mass, m/ 7e: 446 (M), 91 (base)

EiEgH 54
3— (4—7NAaT7L=z)) —1—AFNV—4— (4-YYIN) —5— (3,
4, 5—RFUYARNFI T2 NTEFALTI)) ST =)L

A 178, 1~180. 4°C

'"H-NMR ( CDC1l3) 6:8. 45 (dd, J=1. 5, 4. 6Hz, 2
H), 7. 41-7. 26 (m, 2H), 7. 19-6. 84 (m, 5H), 6.
45 (s, 2H), 3. 85 (s, 3H), 3. 79 (s, 9H), 3. 68 (s
. 2H)

IR (KBr) vmax:1672, 1592, 1507, 1462, 1237,
1125cm™

Mass, m/s7e: 476 (M), 181 (base)

29
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EhE#l 55

3— (4—7NnFa T2 V) —1—=AFN—-5- (2, 3, 4, 5, 6=V
ZINAOQT 2= NWVTEFIVTI)) —4— (4-EYDN) EF )=V

5 MK TENLT SR

'H-NMR (CDC13) 6:8. 45 (dd,J=1. 1, 4. 8Hz, 2H),

7. 89 (s, 1H), 7. 5~6. 7T (m, 6H), 3. 85 (s, 2H),
3. 82 (s, 3H)

IR(KBr) vmax:1686, 1608, 1506,

10 m!

1010, 840c¢

Mass, m/ 7e:476 (M), 268 (base)

EWE# 56

5— (2—/upu7 1= VvTEFNVTIJ)) —3— (4—TNAa T 2=)V) —

B 1=-AFN—4—- (4-EVII) ESV=N
Al 215, 9~217. 8C (n—~F4 2V -FRZTFI)
'H-NMR (DMSO—de) 6 :8. 48 (dd, J=1. 5, 4. 6Hz,
2H), 7. 53~6. 97 (m, 10H), 3. 85 (s, 2H), 3. T2
200 (s, 3HD)

IR (KBr) vmax:1680, 1604, 1520, 1222cm!

Mass, m/e:420 (M), 125 (base)

g 57

2% 5= (2—7TOEILZNVTEFNANTI/)) —3— (4—7)An T 22)V) —

1—AFN—4—- (4—-FEYDN) ESY =)

i 223 8~227. 6C
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'H-NMR ( CDC13) 6:8. 41 (dd, J=1. 6, 4. 5Hz, 2
H), 7. 96 (br, 1H), 7. 66—6. 85 (m, 11H), 3. 88
(s, 2H), 3. 80 (s, 3H)

IR (KBr) vmax:1692, 1604, 1224cm™!

Mass, m/e:464 (M), 268 (base)

Eihl 58
5— (3=—7wnE7 2 NWVTEFIVTI)) —3— (4—TNFa 7 2=)V) —
1—AFNV—4— (4-FEYIN) ESY—I

s 78, 5~80. 2°C

'H-NMR (CDC1l3) 6:8. 45 (d, J=5. 9Hz, 2H), 7. 4
7T~6. 89 (m, 10H), 3. 76 (s, 3H), 3. 71 (s, 2H)
IR (KBr) vmax:3244, 3064, 1682, 1604, 1570,
1508, 1476, 1408, 1224, 840cm™!

Mass, m/e:466 (M+2), 464 (M), 268 (base)

EW#EF 59
5— (4—7aE¥72=)VTEFNTI)) =3 - (4—TNAa 7 2=)0) —
1—AFN—4— (4—-EVJ ) ESY— )

Al 199, 8~202. 1C

'H-NMR (CDC1l3) 6:8. 45 (d, J=6. 2Hz, 2H), 7. 5
9~6. 88 (m, 10H), 3. 75 (s, 3H), 3. 69 (s, 2H)
IR(KBr) vmax:3228, 1664, 1602, 1568, 1514,
1488, 1448, 1220, 844cm™!

Mass, m/e:466 (M*+2), 464 (M*), 268 (base)
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EREF 60
3— 4d—TNnAvT72=)V) =5 — (2= Fa T = )VTEFINVTI/)
— 1= AFN=4—- (4-EJDI) ES5V—I

Al 196, 8~198. 1C (n—AFHV—FRITFIN)

'H-NMR (CDC1l3) 6:8. 42 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 53~6. 80 (m, 10H), 3. 77 (s, 3H), 3. T7 (s,
2H)

IR (KBr) vmax:1678, 1606, 1516, 1222cm™!
Mass, m/7e:404 (M), 109 (base)

EEH 61
3— (4—7NFu7z=2)l) —=5—-—(3—-T7NF0T = )VTEFITI))
—1—AFI~4—- (4-EJ2I) 5=

i< 196, 9~199. 1T

'"H-NMR ( CDC1l3) 6:8. 43 (dd, J=1. 5, 4. 4Hz, 2
H), 7. 44—-6. 87 (m, 11H), 3. 76 (s, 3H), 3. T4 (s
. 2H)

IR (KBr) vmax:1671, 1604, 1522, 1488, 1448,
1222cm™!

Mass, m/7e: 404 (M), 268 (base)

EHEH 62
3— (4—TNAaT2=)V) —5— (4—INA0T 2= VTEFATI))
—1—AFI—4— (4-FYVUII) ES— I

AR 217 3~219. 7C (n—~FH v —FfETF)l)

o8
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'H-NMR (CDC13) 6:8. 45 (dd, J=1. 8, 4. 6Hz, 2H)
7. 45~6. 65 (m, 10H), 3. 75 (s, 3H), 3. 72 (s,
2H)

IR (KBr) vmax:1668, 1602, 1512, 1222cm™!
Mass, m/e:404 (M), 109 (base)

EhfH 63
3— (4= FaT22)) — 5= (3= AMFVT 2 NVTEFIVTI )

—1—AFNV—4- (4-EVY D)

i 135, 0~141. 2°C

'H-NMR ( CDC1ls) 6:8. 43 (dd, J=1. 5, 4. 6Hz, 2
H), 7. 43—-7. 22 (m, 2H), 7. 06—6. 79 (m, 9H), 3.
79 (s, 3H), 3. 76 (s, 3H), 3. 72 (s, 2H)

IR (KBr) vmax:1604, 1491, 1448, 1221, 1157
cm™!

Mass, m/e: 416 (M), 121 (base)

EHX 64
3— (4—7TNnFAaT7r=)V) —5— (4—=APMFVT72NVTEFIVT I /)
—1—AFIN—4—- (4-FEVDIN) ESY—IL

A 172 3~176. 1°C (n—AFH>—-FRRTFIL)

'"H-NMR (CDC13) 6:8. 46 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 46~6. 65 (m, 10H), 3. 82 (s, 3H), 3. 76 (s,
3H), 3. 68 (s, 2H)

IR (KBr) vmax:1660, 1606, 1510, 1250cm™!
Mass, m’7e:416 (M), 121 (base)
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EiEhl 65
3— (4—7nAvT72=)V) —1—AFNV—-5— (2—=bu7 = VTEF
VN73I)) —4— (4—-¥YII) ESY—L

i 240. 9~242. 4C

'TH-NMR ( CDC13) 6:8. 47—-8. 40 (m, 2H), 8. 14—

8 04 (m, 2H), 7. 68~6. 83 (m, 9H), 4. 01 (s, 2H)
, 3. 82 (s, 3H)

IR (KBr) vmax:1694, 1604, 1575, 1522, 1342,
1227cm™!

Mass, m/s7e: 431 (M), 268 (base)

EHeH 66
3— (4—=—oNnFa7dz=V) 1= AFN=-5—-(3—=bua 7= /IVTEF
W73)) —4— (4-¥EY D) ESU—)

A 220 2~230. 2°C

'H-NMR ( CDC13) 6:8. 47-8. 11 (m, 4H), 7. 70—
6. 87 (m, 9H), 3. 86 (s, 2H), 3. 78 (s, 3H)

IR (KBr) vmax:1698, 1687, 1630, 1604, 1562,
1526, 1484, 1477, 1450, 1354, 1225, 841cm™!
Mass, m/7e: 431 (M), 268 (base)

EhE# 67

3— 4d—INAaT7z2=) —1—AFNV=—5—-(2—AFNT 2= NVTEF
W73I)) —4— (4-EYIN) S5 —b
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B 197 6~200. 5C (n—~FH¥—FRTFI)

'H-NMR (CDC13) 6:8. 45 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 45~6. 70 (m, 10H), 3. 78 (s, 3H), 3. 75 (s,
2H) ., 2. 20 (s, 3H)

IR (KBr) vmax:1670, 1606, 1506, 1222cm™!
Mass, m/ e:400 (M), 105 (base)

EHHX 68
3— (4—7NApT2=V) —1—AFN—4— (4—-FYD)N) —5—- (2
— MY TINWNAOAFNVT 2 ZI)VTEFINTI)) ES—I

s 242 7T~244. 5C (n—AFHU-FRIFI)

'H-NMR (CDC1l3) 6:8. 46 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 80~6. 65 (m, 11H), 3. 92 (bs, 2H), 3. 77 (s,
3H)

IR (KBr) vmax:1696, 1608, 1316cm™!

Mass, m/e:454 (M), 159 (base)

EWEF 69
3— (4—7NhFaT7=V) 5= (2= APFVT2ZNVTEFITI))
—1-AFIN—4—- (4—-EYIN) S5 /=l

Al 206. 8~209. 2°C

'H-NMR (CDC1ls) 6:8. 35 (dd, J=1. 5Hz, 4. 5Hz,
2H), 7. 46~6. 80 (m, 10H), 3. 76 (s, 3H), 3. T4
(s, 2H), 3. 68 (s, 3H)

IR((KBr) vmax:3224, 1674, 1604, 1498, 1248

cm!
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Mass, m7e: 416 (M), 91 (base)

EiEf 70
5— (4 —RUONAFVT 2z VTFTEFNTI)) —3— (4—-T70WFa7 <
ZI) =1 = AFIN—-4— (4—-EY D)) ES/—IV

At 147, 8~150. 1C

'H-NMR (CDC1s 6:8. 39 (dd, J=1. 5, 4. 5Hz, 2H)
. 7. 47~6. 85 (m, 15H), 5. 09(s, 2H), 3. 7T3(s, 3
H), 3. 65 (s, 3H)

IR (KBr) vmax:3216, 1660, 1606, 1510, 1240,
840cm™!

Mass, m/e:492 (M), 91 (base)

EF 71
3— (4—7NnFa7 =) —1—=AFIV—=5—= (4 —AFINVFAT 2=)VT
2FNTI)) —4— (4—-EVDN) ES)—V

Mimi:182. 5~184. 7%C

'H-NMR (CDC13) 6:8. 44 (dd, J=1. 5, 4. 5Hz, 2H)
7. 41~6. 88 (m, 10H), 3. 75 (s, 3H). 3. 70 (s,
2H) , 2. 50 (s, 3H)

IR (KBr) vmax:3212, 1658, 1604, 1518, 1448,
1228, 836cm™!

Mass, m/e:432 (M*, base)

Ehgl 72
3— (4—INFAaT2=2)V) —1—-AFNV—4— (4—-¥)2)) —5— (3

62
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— MU TINAOAF N T 2 NVTEFANTI)) EST— )L

Al 193, 4~195. 8C

'H-NMR (CDC13) 6:8. 39 (d, J=5. 9Hz, 2H), 7. 6
2~6. 86 (m, 10H), 3. 80 (s, 2H), 3. 75 (s, 3H)
IR (KBr) vmax:3236, 2952, 1678, 1608, 1568,

1506, 1450, 1334, 1222, 1164, 1126, 840cm™!
Mass, m/e:454 (M*), 268 (base)

EiEsl T3

3— (4= NFaTdz=)V) —1—AFN—-—5—-—(2—T7 = )VTatt=)L
TI/)) —4— (4-FEUYVN) 5=

i 210, 0~214. 9C (n—~FH v —FBTFIV)

'"H-NMR (CDC1l3) 6:8. 37 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 50~6. 65 (m, 11H), 3. 90~3. 55 (m, 1H) 3. 7
2 (s, 3H), 1. 60 (d, J=T7. OHz, 3H)

IR (KBr) vmax:1672, 1606, 1508, 1222cm!
Mass, m/7e:400 (M), 105 (base)

s 7 4

3— (44— T 2=2)) -5— (a—TNFA0 T 2= VTEFNVTI )
—1—AFIN—4— (4-¥YYII) S /=)L

AR 92, 1~96. 1C (n—A~FH o —FEELFIL)

'H-NMR (CDC1l3) 6:8. 43 (dd, J=1. 5, 4. 4Hz, 2H)

o 7..93 (m, 1H), 7. 50~6. 90 (m, 11H), 5. 97 (d,
J=48. 1Hz, 1H), 3. 79 (s, 3H)
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IR(KBr) vmax:1698, 1606, 1510, 1222cm™!
Mass, m/e:404 (M), 109 (base)

EMEf 75

5—- [ (2—TFv—=1—)4N) T3] —3— (4—-7NFaT7 =) —
1= AFNV—4— (4-EVINV) ESYV—IEIUVE- [ (3—-TFv—1-
JAN) T3I)] —83— (4—7NFaT =) =1 —AFN——4— (4—
EU ) ESY—ILVORED

Rl : 7EIVT 7 R

'H-NMR (CDC1ls) 6:8. 6~8. 3 (m, 2H), 7. 5~6. 8 (m
, 6H), 6. 2~5. 8 (m, 1H), 5. 5~5. 1 (m, 1H), 3. 8
2 (s, 3H), 3. 21 (d, J=7. OHz, 1. 2H), 1. 94 (dd,
J=1. 5, 7. OHz, 1. 2H)

IR (KBr) vmax:1680, 1606, 1222, 840cm™!
Mass, m/e:336 (M), 268 (base)

EiE#F 76
3— (4—-7NWAaT2=Z)) ~1—AFN—4—- (4—-—EYDI) —5— (2
—EBYCNNTEFITI)) ESU =)L

M 148, 9~149. 4°C (n—~"F4 > —FB=F))

'H-NMR (CDC13) 6:10. 04 (bs, 1H), 8 50~8. 20
(m, 3H), 7. 78 (dd, J=1. 8, 7. 9Hz, 1H), 7. 50~
6. 80 (m, 8H), 3. 90 (s, 2H), 3. 81 (s, 3H)

IR (KBr) vmax:1670, 1604, 1222cm"™!

Mass, m/7e:387 (M), 93 (base)
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EER 7T
3— (4—7NFvaT72=)V) —1—-AFI—4— (4—FEYI)) —5— (3
—EBYINTEFINTI)) ESY =

Bigi: 220, 0~220. 9C (n—AFY U —FRIZFI)

'H-NMR (CDC13) 6:8. 60~8. 15 (m, 4H), 7. 95~7.
53 (m, 2H), 7. 46~6. 75 (m, 6H), 3. 78 (s, 3H),
3. 69 (s, 2H)

IR (KBr) vmax:1700, 1604, 1220cm™!

Mass, m/e:387 (M), 92 (base)

EHEF T8
3— (4—=7NVFa7L=)V) —1—AFI—4— (4—-FVUYIN) —5—- (4
—-EYIONVNTEFIINTI)) EST—Ib

Al 141, 3~143. 4C (n—AFH U -HEIFI)

'H-NMR (CDC13 6:8. 57 (d, J=5. 9Hz, 2H), 8. 4
0 (d, J=5. 9Hz, 2H), 7. 61 (bs, 1H), 7. 47~6. 7
0 (m, 8H), 3. 76 (s, 3H), 3. 76 (s, 2H)

IR (KBr) vmax:1668, 1604, 1516cm™!

Mass, m/e: 387 (M), 92 (base)

Eiepl 79
3— (4—=—INFn 7)) —1—-AF)V—-5— (1 —-AFNVFo—)ji—2 —

ANWNTEFINTI)) —4— (4—=EVV) ESY— )L

M<:165. 1~168. 1C (n—~FH > -FRIFIL)
'"H-NMR (CDC13) 6:8. 49 (dd, J=1. 5, 4. 4Hz, 2H)
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, 7. 50~6. 80 (m, TH), 6. 64 (dd, J=2. 2, 2. 4Hz,
1H), 6. 13 (d, J=2. 2Hz, 2H), 3. 79 (s, 3H), 3.
70 (s, 2H), 3. 33 (s, 3H)

IR (KBr) vmax:1672, 1606, 1506, 1222cm’’
Mass, m/e:389 (M), 94 (base)

EiEH 80
3— (4—7NFn T =)V) —1—AFN—4—- (4—-EUDN) —5— (3
—F T NVTEFNTI)) ES =V

s :151. 9~154. 6C (n—~FH U —FRTFI)

'H-NMR (CDC1l3) 6:8. 46 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 50~6. 83 (m, 9H), 3. 77 (s, 3H), 3. 77 (s, 2
H)

IR (KBr) vmax:1668, 1606, 1506, 1222cm"!
Mass, m/e:392 (M), 97 (base)

EiEefl 81
3— (4—7nWAa72=)V) —1—AFN—5— (1 -ESYIVITEFIT
I)) —4— (4—-EVYVN) ES—V

B 144, 7T~146. 3C (n—~F4 0 -FlRTF )

'H-NMR (CDC1l3) 6:8. 55 (bs, 1H), 8 44 (dd, J=
1. 5, 4. 4Hz, 2H) ., 7. 64 (d, J=1. 8Hz, 1H), 7. 5
5~6. 83 (m, TH), 6. 40 (dd, J=2. 0, 2. 2Hz, 1H)
4. 95 (s, 2H) ., 3. 79 (s, 3H)

IR (KBr) vmax:1690, 1606, 1518, 1222cm™
Mass, m/e:376 (M), 295 (base)
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Eieh 8 2
3— (4—7NVAa72=V) =5 — LV K=N=3—ANTEFNTI/)
—1—AFN—4— (4—-¥FUII)I) ESY—Ib

ABis:66. 9~68. 8C

'H-NMR (CDC1l3) 6:8. 65~6. 75 (m, 13H), 3. 86 (d
, J=4. OHz, 2H), 3. 75 (s, 3H)

IR (KBr) vmax:3418, 1694, 1607, 1439, 1221

cm™!

Eiehl 83

5— (2—=7nu—6—7NVAo—-3—=ba T VTEFALTI)) —3—
(4—7)Ag7 2=)V) —1—AFV—4— (4—-EYVIN) ESY—-ILVDE
5%

(a) 2—7ou—6—7NAn—3—=bO7 2 ZI)VEFBRDOERK
2—/uu—6-—7Au7 2 )VER]. 89 g ZREER2 Om 1IZRE L.
BEEE L Om 1 2nA. 3R, MBARK U7, RIGKEKKIZH T, Frdd
ZREL. DBOBROKTHRE®R. R L. BEHROEEILEm 1. 83 g (K
R:T7T8%) /I,

Al 145, 0°C

'H-NMR (CDC13) 6:7. 88 (dd, J=9. 2, 5. 3Hz, 1H)
, 7. 17 (dd, J=9. 1, 7. 9Hz, 1H), 3. 98 (d, J=2.

2Hz, 2H)

IR (KBr) vmax:3500~2500. 1698. 1536, 1342

cm!
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Mass, m/ e :233 (M), 198 (base)

(b) 5— (2—/wpu—-6—-7/A0-3-=ba 7 2= VT7EFLTI /)
-3 (4=7NFaT V) —1-AFN=4—- (4-EJV)N) ESY—
WD ERK

EMEHI3 5ICBNT, 2, 5-V 70t u 7 I VEBORD DI R (a)
IETEL2-/n0—-6—-7)4to—-3—=to7 = )VEEREH O THEBRIC
RIS X7, EELEMER

sl 129, 2~130. 6C

'TH-NMR (CDC13) 6:8. 47 (d, J=4., 8Hz, 2H) . 7. 8
9 (m, 1H). 7. 36~6. 97 (m, TH), 4. 07 (d, J=2. 0
Hz, 2H) . 3. 83 (s, 3H)

IR (KBr) vmax:1684, 1606, 1532. 1352cm"!
Mass, m/7e:483 (M), 268 (base)

EitEs 8 4
3— (N —ANWVHEXR Y FV—L—=—T5=NVT7T3I)) - 55— (4—7NAn 7=
) —4— (4—-—EYIN) ESV—=ILDERK

TIWIVHAZHE. Z—L—=-T75=2421mgBXUAINVKRNI A I F
V= (CDI) 306mg%:5 5t rfur75r10mlicEML. ZERIZT
104 LI, D0WT, 5—-T3I/-3— (4-7nFud=)l) —4— (4
—EUYON) ESY-AM150mgkiV]l, 8—VUTF7HEY 7w [5. 4. 0]
DyFh—=T—x2> (DBU) 28 Tmg#hmi. BRICTARRERRLL, K
INEAERBTEERBEL. BonicBEZ LV VAXNVASLIu< 574+ —-20g
(BHEE, 7oakiVh X5/ —L=50:1) CTHEL. ABRHERDE
B8 8mg (R : 32%) 2Bk,
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miri: 190 0~191. 3C

'H-NMR (CDC13) 6:8, 48 (dd, J=1. 5Hz, 2H), 7.
41~6. 99 (m, 11H), 5. 09 (s, 2H), 4. 04 (m, 1H),
1. 45 (d, J=7. OHz, 3H)

IR (KBr) vmax:3500~2500, 1682, 1608cm™!
Mass, m/7e:459 (M), 91 (base)

K8 4 LRBRIZULT, LITOERHI8 5~8 9Dit&#E &k Ui,
EhEpl 85

3= (N' =ANEXRF LY T3I)) —5— (4—7NVFa 7=
W) —4— (4=EVVN) ESV—)

A 231, 1°C

'"H-NMR (CDC13) 6:8. 47 (dd, J=1. 5, 4. 4Hz, 2H)
. 7. 40~7. 21, 7. 03~6. 91 (m, 9H), 7. 14 (dd, J
=1. 5, 4. 4Hz, 2H), 6. 02 (br d, J=9. 2Hz, 1H),
5. 10 (s, 2H), 4. 10 (m, 1H), 2. 18 (m, 1H), 0. 9
8§ (dd, J=3. 7, 6. 8Hz, 6H)

IR(KBr) vmax:3500~2500, 1688, 1610, 1512
cm!

Mass, m/e: 487 (M), 91 (base)

EHH 86

3— (N = #ANK—-t =T+ —L—-T5S=V73)) —5— (4—T7)F
07 x=)V) —4— (4-¥YIUYIN) S — )b

M 223, 0~224. 7C
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'H-NMR (CDC13) 6:8. 53 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 42~7. 27, 7. 08~6. 92 (m, 4H), 7. 18 (dd, J
=1. 5, 4. 4Hz, 2H), 5. 40 (br d, 1H), 4. 30 (m,
1H), 1. 44 (d, J=6. 8Hz, 3H), 1. 38 (s, 9H)
IR(KBr) vmax:3600~2700, 3280, 1680, 1608,
1516cm™!

Mass, m/e:425 (M), 281 (base)

Emehl 87
3— (N —ANVKE—t—TrFo—L—"YNT73I)) —-5— (4—7An
Txz=) —4— (4—-EJDI) S5-I

At 217, 1~217. 6°C

'H-NMR (CDC1l3) 6:8. 54 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 42~T7. 24, 7. 11~6. 92 (m, 4H), 7. 18 (dd, J
=1. 5, 4. 4Hz), 5. 36 (br d, J=8. 8Hz, 1H), 4.

00 (m, 1H), 1. 42 (s, 9H), 0. 99 (dd, J=3. 7, 6.

6Hz., 6 H)

IR (KBr) vmax:3600~2700, 3208, 2980, 1664,
1608, 1512cm™!

Mass, m/e:453 (M), 254 (base)

£l 88
3— (N = ANK—t-=TrF+v—-L—-Tayl73I/)) —5— (4—7%

07z=)V) —4— (4-EUD)N) ESY— )

s 124 6~125. 7C
'"H-NMR (CDC13) 6:10. 43 (bs, 1H), 8. 60 (dd, J
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=1. 5, 4. 4Hz, 2H), 7. 46~7. 22, 7. 08~6. 88 (m,
4H), 7. 16 (dd, J=1. 5, 4. 4Hz, 2H), 4. 51 (br

d, J=5. 9Hz, 1H), 3. 41 (m, 2H), 2. 04 (m, 4H) ,

1. 34 (s, 9H)

IR (KBr) vmax:3600~2400, 1652, 1604, 1506
cm™!

Mass, m/e:451 (M), 281 (base)

EiEH 89
3— (N —HWNVFE—-t—-TrFV—N —AFN—-L—-T VTS5 )T3
J) =5 —(4—7N0FuaT72=)V) —4— (4—EYIN) S —)L

Al 232, 4~233. 1°C

'H-NMR (CDC1l3) 6:8. 52 (dd, J=1. 5, 4. 6Hz, 2H)
. 1. 42~7. 26, 7. 01~6. 91 (m, 9H), 7. 08 (dd, J
=1. 8, 4. 6Hz, 2H), 4. 89 (m, 1H), 3. 23 (m, 2H),
2. 77 (s, 3H), 1. 33 (s, 9H)

IR (KBr) vmax:3336, 2976, 1672, 1590cm™!
Mass, m/7e:515 (M), 57 (base)

EiEF 90
3— (L=75=nV73/) =5— (4—7NFAn7T7=)b) —4— (4-FY)
N SV =)L HEEEOLSE

O— (4—TNnAn72=b) =3 - (N —ANVE—t—-TrFo-L-7
TZNTIJ)) —4— (4-EVIN) ESY-LE80mgArHiELF L 2m
ZEMU. 2. 9mo 1L HC | —BETF AR5 m | 0%, FHRIcT
W Udcy BUSHOE RERSE Uy 8 5N/l A T 7 IS L. 47
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LTWBBREASR L, BEHROEELEMO6 Omeg GRET 3%) 287,

A 210 2~211. 5°C

'"H-NMR (CD3;OD) 6:8. 73 (br d, J=6. 2Hz, 2H),

7. 86 (br d, J=4. 8Hz, 2H), 7. 56~7. 13 (m, 4H)
., 4. 14 (q, J=T7. OHz, 1H), 1. 69 (d, J=7. 2Hz, 3
H) A

IR (KBr) vmax:3500~2500, 1700, 1632, 1514
cm™!

Mass, m/e:325 (M*), 254 (base)

EHEHO 0 LEBRICULT, ITOERES 9 1 ofb&mE &R LI,
EhepH 91

05— (4=TNFuTz)b) —4— (4—-EYIN) —3— (L="Y 73
J) €5V - RS

i 205, 3~206. 4°C

'H-NMR (CD3OD) 6:8. 72 (br d, J=3. 7THz, 2H),

7. 90 (br d, J=3. THz, 2H), 7. 55~7. 13 (m, 4H)
, 4. 06 (m, 1H), 2. 37 (m, 1H), 1. 26~1. 05 (m, 6
H)

IR(KBr) vmax:3500~2500, 1692, 1632, 1500
cm™!

Mass, m/e: 353 (M), 72 (base)
EiEH 9 2
5— (4—-7NfuaT7 =) —3— (2==bPa72=VT7TEFATI)) —

4= (4—-EVYVIN) ES/—ILDOEE
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FTIVIUVHAGHRT. 2—=bo7 2 VEEEES5 4 Smgb L UANEZ LY
437 =1486mgEF bS5 Fua7510mlICERL, FRICTL10
FEE LI, 20T, 3—-T3I/—-5— (4-7NABT2=2)b) —4— (4—
FUYL) ES5YV—=1254mgBLUDBU45 Tmgimi, ERICT—B
B U7, RGKRERTEE L. 7oV ABE L, MIEEAkELU, f1
MAEEKTHE. BKREB~< 7 RV LTERE. BRE LU, BohiREE Y
YATNVAS LI a< b 574 —-40g (BHEBE, 7ookVh: Ay ) —
V=100 :1) IKTHE L. DERROEELEMTOmg ONE: 14%)
/1,

AR 242 4~244. 1C

'H-NMR (CDC1l3) 6:8, 47 (m, 2H), 8. 05 (br d, J
=8. 1Hz, 1H), 7. 66~6. 98 (m, 10H), 4. 62 (s, 2
H)

IR (KBr) vmax:3500~2500, 1670, 1602cm™!
Mass, m/e:417 (M), 254 (base)

EhEH 93
5— (4—70WAu72=)V) —3— (2=TF3I) 72 )VT7FATI)) —
4— (4-EYVDN) ESYV—ILDOER

5— (4—7NAaT72=)V) —3— (2—=pbO 72 VT7EFIALTI))
—4— (4-EYDN) ESV—=I]11mgx2 A7) —=5mlIZiER L. V7
ANFE100meg. 5BV VU L—RFE20megEinA. 1 ERENARK
U7c, MBRBERGE L. KEBEEHROEELEM8mg (NKR: 79%) %2E
7o
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Bisi:196. 3~197. 1%C

'H-NMR (CD3sOD) 6§ :8, 35 (m, 2H), 7. 59~6. 84 (m,
10H), 4. 60 (br s, 2H)

IR (KBr) vmax:3500~2000, 1676, 1602cm™!
Mass, m/e:387 (M), 254 (base)

Ea 9 3 LEBRICUT. UTOERH 9 4 DiLE&EWEER LT,

ErEHl 94

5— (3=T73I)72=NWTEFNTI)) —3— (4—TNAaT =)b) —
1=2AFN—4— (4-EYIN) ES/ -

Al 110 6~119. 0%

'H-NMR ( CDC13) 6§ :8. 45 (dd, J=1. 6, 4. 5Hz, 2

H), 7. 60—-6. 46 (m, 11H), 3. 76 (s, 3H), 3. 63 (s
. 2H), 1. 63 (br, 2H)

IR (KBr) vmax:1675, 1608, 1509, 1449, 1222
cm™!

Mass, m/e: 401 (M), 106 (base)

ERB 95
5— (44—t FoF 72 )V7EFNANTI)) —3— (4—7AFa7 2=)b)
— 1= AFN—4—- (4-EVYDI) ES—ILDER

TIWIUVARARIRE, 85— (44— RXRUIONWVAFU T2 VTERFATI)) —
3— 4—=TNAudLz)l) —1—-AFIV—4— (4—-EUI)) S5-I
0. 11g, KERIL XSOV L-K#F22. Img., YZundtr8ml iz
7/=15mliZmA, MBGERT 2 SRR Lic, RUSEREZERICEL
fetk, MEZEEL. BETEEEEE L, BOoWIREE VY AFIVAS L
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s b 7574 —-30g (BHEE, 7ookVh: A7 /)—=1=100:0
~40:1) ICTHEL, OBEEROEELEAME6 1. 3mg (NX: 69%)
2181,

B 127. 1~128. 6C

'H-NMR (CDsOD) 6 :8. 29 (d, J=6. 2Hz, 2H), 7. 8
4~6. 68 (m, 10H), 3. 73 (s, 3H), 3. 58 (s, 2H)
IR (KBr) vmax:3224, 1676, 1606, 1514, 1450,
1224, 840cm™!

Mass, m/e:402 (M), 107 (base)

EiEh 96

5—T73/=3— (4=-TNFaT7 =) —1—AFNV—4— (4-EY VL)
ESYV—-NVEXIC3-T7I/-5— (4-TNFaTz)l) —1—-AF)—4
— (4—EV V) ESV—-LDER

6 0%KEIFPYYLD., 17 gD AFIVFRIVAT I NEBIKIZ, KE T
3—73I/)—-5—(4—-7NFa7=lV) —4— (4-EUINL) ES5V—)
1. 00gDPAFIVARIVLT I FE#E1O0ml ZFH T UK, ERICT3 09
B Lico DUT, EEAFL0. BT gDYAFIAVLT I FEKSm |
AT UK, FRICTIBEER LU, YAFVAVLT I FEREZEL.
7aaRV LITHHE, ABELZKE. SRR 7 x0T LTHR LI, B
ETEEEREE LUK, VIASVASLIu< b rS5T740—-250g (AHA
B, JoohRlVh A5 ) —=20:1) ICTHEL., E—BEdmE LT, 3
—T73I/)=5—-—(4-T)AaT7=)) —=1—=AF)—4— (4-EYII)
ESV—=/0. 34¢g (REBEEERE MR 32%) , FEMMELT. 5
TI/)=3—- 4= FaT72=2)V) —1—AFN—4—- (4-EYIIL) ¥
V-0, 45g (KBEEE X 43%) =8k,
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B—E Y

Bimi: 194, 6~195. 7C

'H-NMR (CDC13 6:8. 43 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 35~6. 95 (m, 4H), 7. 02 (dd, J=1. 5, 4. 4Hz,
2H), 3. 81 (bs, 2H), 3. 61 (s, 3H)

IR (KBr) vmax:3308, 1600, 1218

Mass, m/7e:268 (M", base)

BIE Y

Mii: 155, 2~157. 9C

'H-NMR (CDC1s3) 6:8. 53 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 50~6. 83 (m, 4H), 7. 08 (dd, J=1. 5, 4. 4Hz,
2H), 3. 77 (bs, 2H), 3. 77 (s, 3H)

IR(KBr) vmax:1598, 1212

Mass, m/ e :268 (M", base)

EHEFO 6 EEBRICULT. UTOE®BH9 7T~10 3DIkEMEER U,
£ 97

1-xFNV—3— (4—-7NAaT72=)V) =5 -T2 VTEFALTI)—4
— (4-EVVI) ESU—

i :219. 0~221. 2C (n—~"FHU—FBTFIL)

'"H-NMR (CDC1l3) ¢6:8. 43 (dd, J=1. 5, 4. 6Hz, 2H)
,» 7. 50~6. 70 (m, 11H), 4. 02 (q, J=7. 5Hz, 2H),
3. 74 (s, 2H), 1. 45 (t, J=7. 5Hz, 3H)

IR (KBr) vmax:1680, 1604, 1528, 1218cm™!
Mass, m/7e:400 (M*), 282 (base)
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Eipl 98
5—(2—/2un7=z)VTEFVTI/)) —1-2FNV=3— (4=-TNFn
Z7zz)) —4—- (4=-EVDII) ESFV =N

i :226. 0~232. 3C (n—~F¥U—FRTFIV)

'TH-NMR (CDC1y) 6:8. 43 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 55~6. 70 (m, 10H), 4. 06 (a, J=7. 3Hz, 2H),
3. 87 (s, 2H), 1. 46 (t, J=T7. 3Hz, 3H)

IR (KBr) vmax:1672, 1606, 1510, 1220cm™!
Mass, m/e: 434 (M), 282 (base)

EiEhl 99
3— (4—7NVAa T 2=2)V) =5 —T 22V 7EFINTI ) —1—-—TobN—
4— (4—EV2N) SV =L

B 176. 5b~178. 5°C (n—A~F¥y v —FfgFIL)

'H-NMR (CDC1l3) 6:8. 43 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 50~6. 70 (m, 11H), 3. 90 (t, J=7. 5Hz, 2H),
3. 73 (s, 2H), 1. 86 (m, 2H), 0. 91 (t, J=7. 5Hz,
3H)

IR (KBr) vmax:1668, 1606, 1524, 1220cm™!
Mass, m/e:414 (M), 91 (base)

g 100

1—-xFNV—3— (4—T7NFArT2=)b) —4— (4—EYIN) —5— (2
—BYINTEFLTI)) ESY—Ib

17
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Birdi: 147. 5~149. 5C (n—~F4% BT FI)

'"H-NMR (CDC13) 6:9. 89 (bs, 1H), 8 53~8. 40 (m
1H), 8. 32 (dd, J=1. 5, 4. 4Hz, 2H), 7. 86~T.

55 (m, 1H), 7. 50~6. 83 (m, 8H), 4. 08 (q, J=T.

3Hz, 2H), 3. 89 (s, 2H), 1. 48 (t, J=7. 3Hz, 3H)
IR (KBr) vmax:1668, 1606, 1512cm™

Mass, m/7e: 401 (M), 309 (base)

Eies 101
1—-x2FNV—3— (4-7NFuaTdz=)) —5— (1 —-FESYYLTEFILT
1)) —4— (4—-E)VVN) ESU—IL

e 161, 6~169. 7C (n—~FH¥ > —EfTF )

'H-NMR (CDC13) 6:8. 44 (bs, 1H), 8. 44 (dd, J=
1. 5, 4. 6Hz, 2H), 7. 65 (d, J=1. 8Hz, 1H), 7. 5
6~6. 83 (m, TH), 6. 40 (dd, J=2. 0, 2. 2Hz, 1H),
4. 94 (s, 2H), 4. 05 (q, J=7. 3Hz, 2H), 1. 47 (t,
J=T7. 3Hz, 3H)

IR (KBr) vmax:1690, 1606, 1522cm™!

Mass, m/7e:390 (M), 309 (base)

Ehe#l 102
1—(2=CAFNTI)ZFN) —3— (4—TNFAa 7 2=)V) —5— (2
—ANFUT2ZNWTEFNTI)) —4— (4—-FEVYIN) ESY—IL

MR TEILT 7 X
'H-NMR (CDC1l3) 6:8. 36 (bd,J=4. 4Hz,2H).7. 5

~6. 8 (m, 10H), 4. 13 (t, d=5. 9Hz, 2H), 3. 75 (s
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. 3H), 3. 68 (s, 2H), 2. 75 (t, J=5. 9Hz, 2H), 2.

24 (s, 6H)
IR(KBr) vmax:3220, 2948, 1668, 1606, 1224,

842cm!
Mass, m/e:403, 58 (base)

EzmH 103
1— (2 RXvoOnAFvzFIV) —3— (4—T)VFAa7 =) —5— (2
—AMFUT2ZNTEFNTI)) —4—~ (4—-EYDI) ESS—)

142, 9~144. 2°C

'H-NMR (CDC13) 6:8. 39 (dd,J=1. 5, 4. 6Hz, 2H),
7. 65 (bs, 1H), 7. 5~6. 8 (m, 15H), 4. 38 (s, 2H)
, 4. 22 (t, J=5. 3Hz, 2H), 3. 79 (t, J=5. 3Hz, 2
H), 3. 67 (s, 3H). 3. 63 (s, 2H)

IR (KBr) vmax:1684, 1604, 1248, 1224, 1104,
838cm™!

Mass, m/7e:536 (M), 91 (base)

EfEF 104
3— (4—7)Fa7z=V) —1— (2—kFpFvzF)l) —5— (24
P T 22T EFIVTI)) —4—- (4-EYDN) ESY—=ILDOERK

1= (2-RXVINWAFLIFN) —3- (4=-TNVAuT2=)) —=5— (2
—APEVT VT EFNTI)) —4—- (4-EYDN) 5V —-IEEH
B9 5 LRIRICIE U TEBILE M E B,

200 6~204. 2C (%) ——n—~FH%>)
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'H-NMR (CDC1,) 6:8. 36 (dd,J=1. 5, 4. 4Hz, 2H) ,
7. 61 (s, 1H), 7. 5~6. 7T (m, 10H), 4. 09 (m, 4H),
4. 22 (t, J=5. 3Hz, 2H), 3. 79 (t, J=5. 3Hz, 2H)

, 3. 71 (s, BH), 3. 03 (bs, 1H)

IR (KBr) vmax:3216, 1672, 1608, 1512, 1246
cm™!

Mass, m/e:446 (M), 91 (base)

EBR1 03 BKT104 EEBRICLT. ITOEMH 1 05~1060DkaE
& &k Lo

Eg 105

3— (4—-7NFu72=)V) —1— (2—-bboFrzFi) —5-T=z=)
TEFNTI/)—4— (4-EYDIN) ESV—)

Ais: 180. 3~183. 6°C (n—AFH - LAFL )

'H-NMR (CDC1ls) 6:8. 44 (dd, J=1. 3, 4. 6Hz, 2H)
, 7. 5~6. 8 (m, 11H), 4. 23~3. 90 (m, 4H), 3. T1
(s, 2H)

IR (KBr) vmax:3444, 1668, 1608, 1450, 1222,
840cm™!

Mass, m/e:416 (M), 91 (base)

£l 106
5—(2—7vo7 2 WVTEFAVTI/)) —3— (4—=7NFa 7 22)b) —

1- (2—-tbbFaFizFiN) —4—- (4-EYIN) EST—V

B TEILVT 7 R
'H-NMR (CDC13) 6:8. 43 (dd,J=1. 5, 4. 6Hz, 2H),
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7. 5~6. 8 (m, 10H), 4. 3~3. 9 (m, 4H), 3. 84 (s,
2H)

IR (KBr) vmax:3464, 1670, 1608, 1222cm™!
Mass, m/e:450 (M), 254 (base)

Emehl 107
5—(2—=/v0ua7 =z )VTEFNTI)) ~3— (4—7)FAnT7=)V) —
1—-7x=)V—4— (4—-EVDNV) ESV—ILVOERK

ERHI3 4 (c) TRIZEWT, 1 —AFI—t —TFLUHNAE—ORD
DIZ7 2= )VE RSV VvERWALNEERICRIEXE, B5h55—-73 /) —
3= (4—7NAnT722)l) =1 =T z=v—4— (4—-FBYI)) ES5Y—
WEAERH 35 EFERIC2 — 7007 2 VR S UG S B CTEE(L S A BT,

M 265, 2~268. 0C

'"H-NMR (DMSO—de) 6:10. 25 (s, 1H), 8. 55 (d, J
=4. bHz, 2H), 7. 67~7. 10 (m, 15H), 3. 69 (s, 2
H)

IR (KBr) vmax:3224, 1648, 1606, 1520, 1498,
8§36cm!

Mass, m/7e:482 (M*), 330 (base)

KREFLOTEEBICLT, UTOERKF 1 0 8DIL&mE &/ LT,
EiE# 108

33— 4-=TNAuTzzV) —b— (27Tt V7)) —1
—TzZ)—4— (4—-EVJVDN) ESY =)

M 240 4~242. 5C
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'H-NMR (CDC1s3) 6:8. 45 (dd, J=1. 5, 4. 5Hz, 2H)
, 7. 50~6. 88 (m, 16H), 6. 71 (s, 1H), 3. 62~3.
44 (m, 1H), 1. 46 (d, J=7. OHz, 3H)

IR (KBr) vmax:3248, 1668, 1608, 1598, 1500,
1452, 1360, 1218, 844cm™!

Mass, m/7e:462 (M), 105 (base)

EiEH 109
1—AFN—3—- (3, 4—AFVLooAF T 22)V) —5—T 2= VT EF
WFPI)—4— (4—-EUDNL) ESV—ILDOERK

EBI3 4 (a) TRICBWT, 2, 5—-VFFVvERU Y=L 4-7F
N/ T—-hORDOYIZZ, 5-VFFVERY I 3, 4—-AFL Y
FFoRvY - bEAVBLSNIRERIIRESE, B5h53—- (3, 4-4
FLOFAF VT 2Z)V) —3—FFV—-2— (4-EVUD)N) Tott=MY
WaeERH3 4 (c) THRERBICUEBLTS -7/ -1-AFI-3— (3,
4—XAFLoIAFUT2z) —4— (4-EVDVII) ESYV ViR, &
Db EYEERA 3 5 EEBRICUE LU CEELEYEB 1,

Birl: 127. 5~132. 1°C (n—~FH U —FETFI)

'H-NMR (CDC13) 6:8. 45 (dd, J=2. 8, 4. 4Hz, 2H)
, 7. 4~6. 6 (m, 8H), 5. 93 (s, 2H), 3. T4 (s, 2H),
3. 74 (s, 3H)

IR (KBr) vmax:1670, 1464, 1038, 1352cm™!
Mass, m/7e:413 (M), 293 (base), 91

EKie#1 0 9 LEBICLT. UTOEMHI1 1 0~1 1 50k&WEEK LI
EfEp 110
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5— (3—/0m—4—704A07 2= V7 €FNTI)) —1—AF)L—3—

Bigi: 206. 9~208. 7C (n—~FH—FBRIFI)

'H-NMR (CDC13) 6:8. 48 (dd, J=2. 8, 4. 4Hz, 2H)
» 7. 4~6. 6 (m, 8H), 5. 93 (s, 2H), 3. 83 (s, 2H),
3. 78 (s, 3H)

IR(KBr) vmax:1669, 1494, 1040, 1352cm™!
Mass, m/e:464 (M), 294 (base), 142

EHEH 111
3— (3, 4—=C/7vun7=)b) —1—AFN=-5—-T 2 NVTEFINTI)
—4— (4—-¥EYIN) ES)—=)V

Al 198, 4~199. 1C (FeEE=F)1)

'H-NMR (CDC13) 6:8. 48 (dd, J=1. 5, 4. 4Hz, 2H)
., 7. 7T0~6. 76 (m, 10H), 3. 76 (s, 3H), 3. 75 (s,
2H)

IR (KBr) vmax:3400, 1700, 1604, 1248cm™!
Mass, m/e:436 (M), 61 (base)

ErEpl 112
3— (3—/npn—4—-I7N0AvT7 V) —=5— (2—7wvwu—4—7)%n
T2ZWVWTEFNVTI)) —1—AFNVN—4— (4—-FYI)) ES— )l

i 162 8~163. 9°C (e )
'H-NMR (CDC13) 6:8. 47 (dd, J=1. 7, 4. 4Hz, 2H)
, 7. 62~6. 82 (m, 8H), 3. 80 (s, 3H), 3. 80 (s, 2
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H)
IR (KBr) vmax:3472, 1694, 1606, 1246cm™!
Mass, m/7¢e:472 (M), 143 (base)

EHep 113
3—(3—7up—4—7NAaT72=N) =1 AFN—-—5—-—T 2= )VTEF
WF73I)—4— (4—EYDI) S5 —Ib

Biri:194. 2~194. 7C (FeBgx= V)

'H-NMR (CDC1s) 6:8. 47 (dd, J=1. 7, 4. 4Hz, 2H)
, 7. 58~6. 66 (m, 10H), 3. 76 (s, 3H), 3. 76 (s,
2H)

IR (KBr) vmax:3448, 1688, 1606, 1236cm™!
Mass, m/e:420 (M), 91 (base)

Eiepl 114

3— (3—Vwvou—4—7)NVAvu7=)b) —1—XAFNV—-5— (2, 3, 4,
5, 6=RUZINVA0T 2ZNVTEFILTI)) —4— (4—-EYIN) ES
=)V

Al 194, 7T~196. 0°C (FeEg 7))

'H-NMR (CDC1l3) 6:8. 50 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 60~6. 95 (m, 5H), 3. 81 (s, 3H), 3. 81 (s, 2
H)

IR (KBr) vmax:3456, 1706, 1606, 1238cm™!
Mass, m/e:510 (M), 181 (base)

XiE# 115
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5— (2—/00—4-70A07 2= AT ®FANTI/)) —3— (3, 4—
raa =) —1—AFN—4— (4—-EY VI ESY—I

i :279. 3~280. 1°C (Fefg~7F L)

'H-NMR (CDC1l3) 6:8. 48 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 62~6. 86 (m, 8H), 3. 81 (s, 3H), 3. 81 (s, 2
H)

IR (KBr) vmax:3480. 1692, 1606, 1244cm™!
Mass, m/7e:488 (M), 143 (base)

EhEHl 116
5— (4—-7)ABT722V) —1—AFN—3—-T2Z)VTEFILTI)—4
- (4-EVY 2N ESV—IVDERK

3—F73I/)-5—(4—7nFnTd7=V) —1—AFN—4—- (4—-EY Y
V) ESY—=n338mgi 7 hSE a7 5 U0ER20m LML, MY
FNTIv140mgEMNAl, DOWT, 722 TEFNVI/aY F214mg
DFFSE P75 EKRSmM ] /T Uik, BRICT—HwER L, RIGE
Ik EMZ, 7 ook ACTHRE Uiz, BEE K. BkFEB< 72V
LTHRH%. BRETEEEZEE LI, BEBEEZVIASNASLIaT NI 57T 4
—80g (BHARE, 7okl X5/ —=b=40:1) iITTHMUL, K&
BREEOEELEM310meg (NR: 64%) 2B,

M<:157. 6~160. 1C (r1vFoEz—F)1)

'"H-NMR (CDC13) 6:8. 33 (dd, J=1. 6, 4. 5Hz, 2H)
, 7. 47~6. 90 (m, 10H), 6. 77 (dd, J=1. 6, 4. 5H
z, 2H), 3. 73 (s, 2H), 3. 73 (s, 3H)

IR (KBr) vmax:1602, 1220
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Mass, m/e:386 (M), 268 (base)

Ef 116 EEBICUT, UTOEBHIL17~1 1 8D{b&mEER LI,
EEg 117

3— (4—I7N0FaTd2=)V) —1—AFIN—=5-T 2 NVTEFINTI/)—4
— (4=¥UIN) ESV=

s 164. 9~166. 5C (n—~FH¥ v —FRRLFIL)

'TH-NMR (CDC1ls) 6:8. 40 (d, J=5. 9Hz, 2H), 7. 5
0~6. 66 (m, 12H), 3. 74 (s, 2H), 3. 74 (s, 3H)
IR (KBr) vmax:1602, 1220cm™!

Mass, m/7e:386 (M), 91 (base)

EHEF 118
3- (2= 7)VTEFNTI)) —b— (4—TNAaT2=)V) —
1—AFNV—4— (4= 2IN) ES—)V

A 193, 8~195. 3C

'H-NMR (CDC1ls) 6:8. 32 (dd, J=1. 5, 4. 5Hz, 2H)
7. 48~6. 99 (m, 8H), 6. 84 (dd, J=1. 5, 4. 5Hz,

2H), 3. 86 (s, 2H)., 3. 73 (s, 3H)

IR (KBr) vmax:3236, 1662, 1602, 1512cm™!

Mass, m/7e:420 (M), 125 (base)

Eg 119

5— (4—7NFa72=)V) —1—AFNV—3— (N—AFI—-N—-T7 =)l
TEFNTI)) —4—- (4-EYDIL) EST—ILDER
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6 0%KFNIFINIDL20mgDYAFIVAINLT I FBEK 2m 112, XK
BT 5— (4—7NFa722)) —1—AFN—=83—T 2= )VT7EFIT 3
J—=4— (4-EYVN) ESV—=I180mgDYAFIVKIVLT I FIEHK 3
mlZHT UK, Z2RICT3 04 LL, 20T, 2EAFLVE80mgD
VAFIVRIVLAT I FEKZ2m 1 2/ T LcE, BRICT2HBEER L, DA
FIVKRIWVLT I FEBEEELILE, DVAFNVAS LI a5 T74—-30
g (AHEE, J7oofkibh A5 )—=70:1) ICTHRL., AEEES
OEELEM149. 2mg ORE: 80%) %8B,

s 169 8~1T71. 1°C

'TH-NMR (CDC1ls) 6:8. 35 (dd, J=1. 6, 4. 5Hz, 2H)
, 7. 40~6. 90 (m, 9H), 6. 67 (dd, J=1. 6, 4. 5Hz,
2H), 3. 79 (s, 3H), 3. 66 (s, 2H), 3. 15 (s, 3H)
IR (KBr) vmax:1658, 1600, 1492, 1354cm™!
Mass, m/e:400 (M), 91 (base)

EHEFI1 19 EEBRICLT, UTOEBH 1 20~1 3 50{b&MEER L,
ZeH 120

3— 4-TNnAaT2zV) —1—AFN—5— (N=-AFNV-N-7 =)V
TEFNTI)) —4— (4-EVIN) ESY—N

A<:168. 5~171. 2°C

'H-NMR (CDC13) 6:8. 55 (dd, J=1. 6, 4. 5Hz, 2H)
» 7. 60~6. 75 (m, 11H), 3. 35 (s, 2H), 3. 31 (s,
3H), 3. 23 (s, 3H)

IR (KBr) vmax:1670, 1600, 1224cm™!

Mass, m/7e:400 (M), 91 (base)
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£mH 121
5— [N=— (2—7v0g72=VT7EFN) —N—AFNTI/)] —3— (4-
INAR T 2=2V) —1—AFN—4— (4—FEUIIL) ESV—

Misi: 168. 6~171. 2C (n—~FH—FBRTFI)

'H-NMR (CDC1l3) 6:8. 56 (dd, J=1. 5, 4. 6Hz, 2H)
, 7. 53~6. 83 (m, 10H), 3. 66 (s, 3H), 3. 32 (s,
3H), 3. 32 (s, 2H)

IR (KBr) vmax:1680, 1600, 1222cm™!

Mass, m/e:434 (M), 125 (base)

Eiehl 122
5— [N= (2, 6—27v0o71=NVTEFIN) -~ N—AF)VT73I/)] —3—
(4—7nAv72=)) —1—AFN—4— (4—-F¥YII) ¥SJ—)l

Atrl: 205, 7~207. 8C (n—~FH > —FeBETFIL)

'H-NMR (CDC13) 6:8. 56 (dd, J=1. 8, 4. THz, 2H)
, 7. 66~6. 83 (m, 9H), 3. 95 (s, 3H) 3. 57 (s, 2H)
, 3. 33 (s, 3H)

IR (KBr) vmax:1694, 1604, 1440, 1220cm"!
Mass, m/7e:468 (M), 159 (base)

EEH 123
3— (4—7NVAaT7=V) —1-AFNV—5— [N=AFIL—-N- (3-F

YONNTEFNV) TI)] —4— (4—=EVIN) S5 — )

AR R
'"H-—NMR (CDC13) 6:8. 66~8. 30 (m, 3H) 8. 13 (bs,
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1H), 7. 63~6. 83 (m, 8H), 3. 56 (s, 3H) 3. 29 (s,
2H), 3. 29 (s, 3H)

IR (KBr) vmax:1682, 1604, 1220cm™

Mass, m7e:401 (M), 282 (base)

EhEs 124
3— (4—7NAB722)) —1—=AFNV=5— [N=AFIV-N- (4-F
VONTEFNV) TI/)] —4— (4—-EJ)IN) ES)—

A R

'H-NMR (CDC1l3) 6:8. 58 (dd, J=1. 5, 4. 4Hz, 2H)
, 8. 48 (dd, J=1. 5. 4. 6Hz, 2H), 7. 53~6. 73 (m,
8H), 3. 50 (s, 3H), 3. 28 (s, 3H), 3. 28 (s, 2H)
IR (KBr) vmax:1680, 1602, 1222cm™!

Mass, m7e: 401 (M), 92 (base)

EWEH 125
3— (4—7NFAnT72=)V) —5— [N— (4—7)Fa7 2= )VT7EFI)
~N—AFWNTI)] —1—AFN—4— (4—-EYJIN) S5-I

M 124, 1~125. 6C (n—~FV-FBETFI)

'H-NMR (CDC13) 6:8. 56 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 53~6. 73 (m, 10H), 3. 43 (s, 3H), 3. 28 (s,
2H), 3. 25 (s, 3H)

IR(KBr) vmax:1672, 1604, 1508, 1222cm™!
Mass, m/e:418 (M), 109 (base)

EEBl 126
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3= (4—TnAuad =) —1=AFN—=5— [N=XAFIV-N- (44
FEYT72zVT7EFN) T3] —4— (4-EVIVN) ESY -

i 175, 8~178. 1°C (n—~FH¥—FERZFI)

'H-NMR (CDC13) 6:8. 54 (dd, J=1. 5, 4. 4Hz, 2H)
., 7. 60~6. 70 (m, 10H), 3. 77 (s, 3H), 3. 37 (s,
3H)., 3. 25 (s, 2H), 3. 23 (s, 3H)

IR (KBr) vmax:1674, 1600, 1510, 1248 cm™!
Mass, m/e:430 (M), 121 (base)

EHep 127
1—xFNV—3—- (4—7NAaT72=)V) —=5— (N—AFNV—-N—-T =)l
TEFNVTI)) —4— (4—-¥VDI) S =)

Al RS

'H-NMR (CDC1l3) 6:8. 53 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 56~6. 80 (m, 11H), 3. 85~3. 40 (m, 2H), 3.

32 (s, 2H), 3. 24 (s, 3H), 1. 41 (t, J=T7. 3Hz, 3
H)

IR (KBr) vmax:1680, 1600, 1218cm™!

Mass, m/7e:414 (M), 91 (base)

Eiepl 128
3— (4—-TNWAo72=) = 5= (N=—AFIN—N-T 2= )V7EFIT 3

J) —1—=7ToEN—4— (44— IIN) ESY—)V

B 124. 5~127. 3C (n—~"FH 2 —FBTFIL)
'H-NMR (CDC13 6:8. 51 (dd, J=1. 5, 4. 4Hz, 2H)
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, 7. 55~6. 83 (m, 11H), 3. 58 (m, 2H), 3. 33 (s,
2H), 3. 23 (s, 3H), 1. 88 (m, 2H), 0. 94 (t, J=T.
5Hz, 3H)

IR(KBr) vmax:1674, 1602, 1496, 1218cm™!
Mass, m/e:428 (M), 91 (base)

Eiehl 129
3— (4—7NnFApT2=N) —1—AFN—-5— [N=AFIN-N- (2—-F
YINTEFIV) TI)] —4— (4—EVDN) ESV—

i 144, 0~145. 2°C (n—~FH > —HEELFI)

'H-NMR (CDC13) 6:8. 63~8. 40 (m, 1H), 8. 55 (d
d, J=1. 5, 4. 4Hz, 2H), 7. 63~6. 86 (m, 9H), 3.
72 (s, 3H), 3. 53 (s, 2H), 3. 27 (s, 3H)
IR(KBr) vmax:1674, 1600, 1224cm™!

Mass, m/7e:401 (M), 92 (base)

Erepl 130
3— (4=7NAa72=)) —5— [N=AFIN—-N—- (2—7wwo7=J)b
TEFINV) TI)] —1—Tz2=)v—4— (4—FEUYIJ)) ESY— )

A 203. 8~205. 6°C

'H-NMR (CDC1l3 6:8. 58 (d, J=6. 2Hz, 2H), 7. 5
7T~6. 74 (m, 15H), 3. 41 (s, 2H), 3. 18 (s, 3H)
IR (KBr) vmax:1686, 1604, 1496, 1228, 770c
m-!

Mass, m/e:496 (M*), 344 (base)
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=mes 131
33— (4—77NAa7=)V) —5— [N=AFIN—-N— (2—A bFVT =
WNTEFNV) TI)] —1—-AF—4— (4—FYDI) ES/—)1

Ais:143. 6~145. 3C

'"H-NMR (CDC1l3) 6:8. 55 (br, 2H), 7. 50~6. 75 (m
, 10H), 3. 66 (s, 3H), 3. 56 (s, 3H), 3. 33 (d, J

=8. 6Hz, 2H), 3. 23 (s, 3H)

IR (KBr) vmax:2940, 1670, 1608, 1496, 1252,
1228cm™

Mass, m/Ze:430 (M), 282 (base)

EiEH 132
3— (4—TNAa7z=)V) —1- (2=t FpFrzF)) —5—- (N—-X
FIVN=N—=—T2=ZVTEFNTI)) —4— (4-EVYIIL) ESY—)

B TEILT 7 X

'H-NMR (CDC1l3) 6:8. 56 (dd, J=1. 7, 4. 6Hz, 2H)
, 7. 6~6. 9 (m, 11H), 4. 1~3. 4 (m, 4H), 3. 32 (s,
2H), 3. 26 (s, 3H)

IR (KBr) vmax:1674, 1608, 842cm™!

Mass, m/e: 430 (M), 91 (base)

EhEpl 133
5= (IN=-7EFNV-N—-—T7 xFINT73I)) —3— (4—=T7NFm7 2=)V)
—1—-XFN—4—- (4—-FEYIN) 5= )L

S : 7EILT 7> X
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'H-NMR (CDC13) 6:8. 567 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 5~6. 9 (m, 11H), 4. 2~3. 2 (m, 2H), 3. 66 (s,
3H), 2. 9~2. 5 (m, 2H), 2. 02 (s, 3H)

IR (KBr) vmax:2852, 1680, 1604, 1448, 1220,
840cm™!

Mass, m/e:414 (M), 91 (base)

EHs 134
3— (4—7nFva72=V) —5— (N=FKRIVINWN=N-TxFINT3I/)
—1—AFN—4— (4-FEYIIN) ES )=l

B TEIVT 7 R

'"H-NMR (CDC1ls) 6:8. 68 (dd, J=1. 5, 4. 4Hz, 2H)
, 8. 35 (d, J=2. 4Hz, 1H), 7. 5~6. 8 (m, 11H), 3.
9~3. 4 (m, 2H), 3. 67 (s, 3H), 2. 8~2. 5 (m, 2H),
2. 02 (s, 3H)

IR(KBr) vmax:1694, 1604, 1450, 1222, 840¢c
m-!

Mass, m/e: 400 (M*), 296 (base)

EHEH 135
3— (3, 4—-2/7vgua72=lV) —1—AFIN=-5— (N=AFNV—-N-7=
VT EFNTI)) —4— (4—EV D)) ES -

R R

'"H-NMR (CDC13) 6:8. 59 (dd, J=1. 5, 4. 4Hz, 2H)
, 7. 7T3~6. 76 (m, 10H), 3. 30 (s, 3H), 3. 30 (s,
2H), 3. 23 (s, 3H)
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IR (KBr) vmax:3448, 1682, 1600, 1250cm™
Mass, m/7e: 450 (M), 91 (base)

EHEH 136
3— (4—TNnFa T 22V) —1—=AFN=—5—-T2=IVT I ) HIVKRZIVT
I )—4—- (4—EYDI) ESV—ILDOERK

5—73I/)—83— (4—TNFaTz=)V) —1—AFN—4— (4-¥FY
V) ES—=n150mgeyrauiAyrbmlIERU. T4V YT
x—=hF80mghBLUVAFLTIIEYI Y8 0mgAimi, BRT—HBH
Ufco BUGKR Z7KBE. BEKEREES MU~ LA THBREK, MEEEELL, YU AHS
W (208g) AL =57 4=, 7oafRibb—45 )= (5
0:1) THEL. E8LteMT0megx2E. T—FITHERILL,

MR 287. 5~290. 2°C

'"H-—NMR (DMSO—-ds) : 8. 46 (dd—1like, 2H), 7. 55
~6. 90 m, 11H), 3. 87 (s, 3H)

IR (KBr) vmax:3320, 1660, 1602, 1212, 181c
m-!

Mass, m/e: 387 (M), 268, 93 (base)

EfEFI1 36 EEBRICULT. DITOE®H 1 3 Tolb&WEER LI,
Elpl 137

5— (2, 3=9/0u7z=VTI/)ANKZNTI)) —3— (4—-T7)F
07 zZ)V) —1—AFN—4— (4-EYDN) ESY =

Bisi: 300°CRLE
'H-NMR (DMSO-dg) :13. 2 (bs, 1H), 9. 1 (bs, 2H)
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, 8. 52 (d-1like, 2H), 8. 08 (m, 1H), 7. 45-7. 1
(m, 8H)

IR (KBr) vmax:3340, 1660, 1220cm™!

Mass, mZe:441 (M), 280, 161 (base)

Eieh 138
5— (4—7NnFuaTz)V) —4—- (4-¥EYVIN) —3—FAToEA=V
TI)ESY—IVDERK

5= (4—TNWAT72=)V) —3—TabEA=ZNVTI/)—4—- (4—-EYY
V) ESY—=1175mgk2, 4—ERX (4—-A+bFv72=0) —1, 33—
VFT—2, 4=V RRT I =2, 4-VANT 4 F450mgE bLT Y
30m b 2RRIMBGER U7c, wH. RISERIC T 0 %ERR SRR — F L&
ZKBESRU., fARREBKEF MY D LAThHIL, ZaakiVh: A5 ) -V
=5 LICTH L, BRELZHKERR< 7 X VY L THERR. BETARE%.
BElLl, BohkBEB:X VIV AT NVER/ u< 57 4 — (BEBE, /o
ORIVL A7) —==10:1) ICTHE L., #BRBEEROEELEM1 13
mg (NR:61%) =Bk,

'"H-NMR (DMSO—-de) 6:13. 40 (bs, 1H), 11. 28 (b
s, 1H), 8 45 (d, J=5. THz, 2H), 7. 50~7. 20 (m,
4H), 7. 12 (dd, J=1. 4, 4. THz, 2H), 2. T1~2. 4
1 (m, 2H), 1. 19 (t, J=7. 2Hz, 3H)

IR (KBr) vmax:1598, 1510, 1236, 838cm™!
Mass, m/e:326 (M), 254, T3 (base)

£ 139
5— (47040 T 22)V) —3—T7 2= WVANKRZNTI/)—4— (4—F
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YY) ESYV—IVDER

TVIVHAKHT 3=T31/)=5— (4—-7N0Fu7220) —4— (4
-EUVW)Eﬁf—wl50mg£&U%Ul%W7£>191mg@?b5
EFRT7S VBB AMI~N RvE R/ F333medlFL, =R
KT1. SRR U/, RIGHERTEE L. BEE LU ASXVAS Lo
br574—-20g GRHMAE, soahib A5 )—0=100:1) icT
BEL. RREVKOEBELASYWSE5mg (NR: 15%) 2@7-,

Ms:181. 0~183. 3¢C

'"H-NMR (CDC1y) 6: 8. 43 (dd, J=1. 5, 4. 4Hz, 2H)
» 7. 69~7. 06 (m, 9H), 6. 97 (dd, J=1. 6, 4. 4Hz,
2H)
IR(KBr)umaX:332O,1602,1528,1450,1384
cm!

Mass, m/ e:394 (M), 225 (base)

KHEHI T 39 LB LT, LIFOEMS 1 4 0 DIL&MAE SR Uiy
EiEhl 140

0= (4=TNFuT22) —4— (4-FYYL) =83~ (p— FLT>X
WERZNVT I)) ESY =)

AR : 221, 2~221. 5C

'H-NMR (CDC1l,) 6: 8. 45 (dd, J=1. 5, 4. 4Hz, 2H)
,7.58~7.03(m,8H),6.96(dd,J=1.5,4.4HL
2H), 2. 41 (s, 3H)

IR(KBr)umax:3316,1602,1524,1446,1382

cm!
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Mass, m/e: 408 (M), 225 (base)

KICERPOLEYEEH T 2 EHORAP 2RI,

BIFIBIA -8RI
sEA
mg /8

SRS 10. 0
TAH 15. 0
L 127. 0
ANWVEF A FNENLO—=ZAAIN T L 15. 0
ZIvy 2. 0
ATT ) VBRI R YT L 1. 0

170. 0

EHRSET 070 DITOREICHRFEL, ThICTAK. ILERUA VR
FURAFNENO=ZANY T LEZMZTEIKBET S, 1 0BDTAKRDD %
LFERRSBHEICNA THEBPRES L. B 2RET 5, mRENEE10003 72
OVAIRBICER L. CHIZIVIRURATTY VB2V LE2RE L, T8t
T 5,
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R,
X! RUX? Beheh by UTKFRRFE N ay VEFERD
O, BMEIX! £X? EXRBEWCHBETAMNBEICES LTV
By TNOSRFL—MIIB->TEETLVF L VA FVEREDT
ZEHTE,
QIFEY VIEXIZF ) VIVEERDL,
R [3KZERF. Bt d L IARBROBRT VEFIVEIZERE D
UL BREBEBOT Y —IVEEEDL.
R?2 BAKZRF. BRTIVFNVEIIBEICL DT Y - AEHNE
BRINTHTHIOTIVFAEEEDL,
R? 3kZEFF. BBV AZAVEXIET-C(=Y)-R* &b L,
ZCTRY WARRETRGEREEERD L. Y 3B X R
FEEDT.
122U, R? KFRRFERDITEEICIE. R BAERFUND
#HERDUHDR? BKFERFERDLTHIDELT B,
TREINDT I/ ESY—IVERKEXIIZFDHE,
2. X! M4 —onFoErEblL, X? 2KkERFERZRDLTEROWHEE 115
REDT I ES Y- IVEERE I Z 0,
3. QW4 -E) VNEEZRDLITHEROGHE | HLEHOT I /Sy —LEY
HXizz i,
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4. R' DREBROEHRT VFIVEEFZDTHROGHSE 1 THEEHOT I/ ES
V= VB3 Z D,

5. R? 2kFRFXEA FNVEAFEDTHROBHEE L HE#HOT I /ESY
—IVEREIIZ DR,

6. R® 2"=C(=Y)—R*" &b L. HOYHBEFEFEERDLTHEROHHEHE
1EE#KDOT I/ S —IVEREXIZZ DIE,

7. R* TROINAERBEEN, B L IRER TS LT Mafo
B8R, R IBRORILKFEE., Bfd L BREROEZERAE. B
B UK REKBROT I/ EXIBERANINVAZNVEERDTHROEHHES 6 I
HWOT I ES Y- VEREIIEODIE,

8. R TERDINBEBE MRS L ITKRBEHBRTHIMNDS U ITFRBAMOBE IR, i
HRNEBRRDIRAKZED, Bfd L BREROTIVFIV, B LIEEK
BBROT V=)V, BHfd LEKREBROTIVF =V, BD U IIRERD Y
sa7ivEFIL, B UCRBREBBROY 7 o7 r=)ib, @b UL ITKRERD
TU—Ib, B U IREBROERFY 707 L+ IVXIEBERS LIIRBERD
AEOTIVERNETSHBHEROMWEMAE THEDMOT 2/ ES V- VESkK L
DI,

9. R TRbah 3B LIIRBROERBAEICK Y 2HEBREMN.
N, ORUSHhoBENSEATORFZE1I~4BEELED>—DODENI4~8 8
BTHHHERAS LA BERAOERBETH V., ZEERIIE SICBROBRILK
RELESLUTOTHIVEROEHSE THEHO T I/ ES VY — Vi85
i3z DI,

10. R* TRLINBZBH L FREBROT I JEDN, BHRTNLVFLT I
B, VERTNVFLVT I BEXIBHRD LIIRBROTY-LVT I ) ETHS
RO THEHOT 3/ S5V — VF#EkIZ 0D,

11. R* TERDLINZEBEHBRANVKRZIVEN, BED LUIRBEROTVF LA
FUANEZI, BERE U RBERBEROTAFNVANRZLIEIBIRDS UL 13k
BEOT Y —NVANVKZNVETH 3EROGHE THDHOT I/ ES5 Y/ —ILE
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B3 Z DIE,

12. R TERbOIHERBEEN, B LIBREROTVF IV, BB L
CREFBHROT NV =)V, BB LIRBKRBROY 707 IVFNVITE RS L L
BREBRDOT Y —)VE BB ULCBREROEERAETH D, BZHZERAE
3. N. ORUSHoBBEhA~N\TuRF:1XIB2MEE LE>—D20HMN5
BULCIROERTHAMBEADL LARBIHRAOEZERAETH-T, X517
ZNVEEHELTOTHIVERRAE  Bd LSRRBEROTY —-AT I/
B 0 dERD LAEREBROBRTAVFLAFUANVELRIZE RS LY
BREBDT 2 ZIVANARZNVETH BEROFHEAE THIZHKOT I/ ES Y —
WVHERGE X3 Z DI,

13. R TEbINIEREEN,

BEICEO oS URF. EReF B BRETVIFVE BRTAVA A
WAFVE TUV—NWANVKRZNVAFVE, TU—NVAF VR ANVAT VE,
BRTIVFENFAE, BRTIVA)ANFLE, TV —=NVALRZIVFAE, 7
J=VFAE, TIJE, BRTVFANTIJE, VERTLVFLT I JE, K
WTNAIANT I JE, TV=IVANVRZNVT I JE, TSAFVAFU A
RZVT7 I B BRTNVIFVANK=ZNVT I JE N—BERTIVFIV—-N-—
BRTNVIAFIHANKZNT I B, TV )E, AVKRFVE, BRTIVa
FUNNKRINE, TISIVFNAFUANRZIVE, AIVNELIVE, BRT IV
FNWANRZIVE, TV —=IANKRZIVE, Y r7aTVFEILE, 7Y —IVE (2
D7 Y —=VERBIFEITE DS VRF. BRTAFVE, ol ) BT VF
VEE, BT NVaFVE, BRETAVFLUULFVE, ERoF IR, TIUF
WAF VB, BRTNVA ) ANVAFVE, ANVHT MR BRTIVFIVFAE,
TIJE BRTNVFNVT I B VEBRTNFNT I )R, BERT VA AN
TI)E TIVFENLFOANKNT IR, BERETLVIAFOALVEZLT
L RRUS FoEhSRITNA 1 ~5HOBBETERINTUTEELY)
HKIN, SRUO»SREIENANToRF2 1 X3 2HEEE LE>—o 00BN
S5HLAIEB6EBTH- T, ISIINVEVREGEESLTOLTHLVLEERL L
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CHIZBAOERBRAE (CORRBREIFZEICLIa Y VEF, BET IV
FNE, BETNVaFVERVUZ FoEISEIINS 1 U I2EOEBRET
BRINTOTHED) poETNS 1 ~3BEOERATERIATHTHLL
TIVFIVE ;

BEIZED, "aF UVEFXRTY —VE (o7 - LVERESICLD o
7URF BRTIVERIVE, o ERTIVEVE, BERT V¥ VR, B
TVFLVYIOAFVE, EFaF VB TINVFVAFVE, BRT VA ANV
FFE ANVATME BRTVFVFAR, TI & BRTLVFLVT )
B, VERTNVFNVT I )E BRTVAIANTI)E, 7S5NVFELAFUA
WHRZNT I B, BRTVIFVANKILT I ) ERUCZ baiEdr oRidh
51~bEOBBRETERINTHTHI) »oRINS1HLE2HDE
BETBEBRINTOTHLIOT VY= VE

BAEICEKDERTIVFVE, E FoF o, BRTIVaFVE, BRTIVA )
ANAFVE ANVKFUE, BRTNVIFVHANRZIVERCAFVED OFE
31 b LR 2HEDERETERINTHTHLIN Y 70T FE ; B
¢

BARICEO oY VRTF, BRTIVERLE, BRTVIFOE, BRTVFL
YIOAFVE, EFaF R, TSIVFMAFVE, BRTNVN ) ANVAFVE,
ANWAT VR BRTVFVFIE, 73 & BRTIVFILT I JE, VER
TIWFNT I )E BRTVA)ANT I ) ERT= boEIORIENS1~5
BOBHRETERINTHTHLIOLT U —E
ThHEROBWEAFE 1 2IHEHOT I /) €5 V- NVFEERIZZDIE,

14. R* TROLINHEHES L BREBROTIVFIVED, BEHICKD oy
VIRF. EFaF VR, BRTVIFVRE BRTIVH ) ANAFVE T —
WAFEE TIJE BRTVFLVT IR, VERTVFLTIIE, 75
WENAFANKZNT I B BRTVIFVANELVT I JE, N—&
BTIWVFN-—N—EJZETNVIAFHANEINLT I ) E, ANVEFVE, BTV
IFANEZNVE, BRC7aTVFILE, TY—-VE (207 Y —)VEI3E
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Btk 1~5@0 oy VRF, IBERTIVFVE, Ny ERTVEIV
HEOEZKTLVaFOE BRETALFLOVAFIOE, ERaFUE, TSVFEL
xR B BRTNAIANEFVE ANVAT MR BETNVFNVFAE, T
I)E, BRTNVIFUVANKRLT I JERTZ PoENSREIINS 1~3H
DEBETERINTOHTH L) | BRIINRFSHSEITh AT RRTF%
1R 2EEE LED—DOBNEXIB6BRTH-> T, ISRV EUBEH
ELTOTHIVEEAS UCRIRAOFERERERE (ZOFERERR
REFBEICID 1AOBERTVFNETEBRINTHTH L) MoEITNS
IXEF2EOBBRETERINTOTHIWERTVFIVETH 5FROWGHE
1 2EE#HOT I/ E5Y —IVFEREXIZZ DI,

15. R TROLINZE MRS LI BREBRDOTIVFIVEN, TY—-VE (ZD
TU=IVRIIBEICLD I ~5@o oy VEF, UMER T IVFIVE, oy
BT VFIVE, BERT VX VE BRTIVFVOOAFVE, EFoFY
B, 7S5NVFENAFVE BRTVFLVFAE, 73 JERTZ boEhroRE
M5 1~3EOBRETERINTHTH L) XRENERUTSHLEITNEANT
oFRFZ21 X 2HAEETS55XIEL0 EROFERERRAE (LOFERER
BREFBEESIZID 1HEOEKTVFNETERINTHTH L) TE#SH
THAERR T IV FIVETH 53FROFHMAE 1 2IREBHO T I/ ES V- IVEHEXIT
Z 0D,

16. R TROINDPEBEHRS L BRBEBROT IV ZIVE, B#RD ULITRE
BOY 7 a7 VFNVERVERD U ZRBROT Y —VEN, £hZh, RE
BMTRERTHEN2~4ABOT NV r =B, RBEBTRERFENS~THED v
70T INVFIVEIREBRTRERFHENPE6~1 0BDOT Y —NVETHEHERD
HWHE 1 2THLHOT I/ SV —VERKE T ZDHE,

17. R* TROINSE D L BRBBROFEBEAED, BAICLY 0¥
VIRTF. EETNVFNVE, BRTVIFVE BRTVFLOOAFVE, EFR
O E, BRTNVA)ANAFVE TIJE BRTVFELT I JE, V&
WMTIVFNT IR BRTNVA)ANT IR, TSVFLAFO AR

102



10

15

20

25

WO 00/39116 PCT/JP99/07186

B, BHETNVIFOANRINERTZ boEdoRETNS 1 ~3EOBHRET
BHINTOTHIVERBRETH 2 ROEHE THIBROT I/ ES Y —
IVERG I3 Z DI,

18. R* TROLINBE RS LITKREBROERBEIEN. BEICLY 1HD
TINFNAF U AINVAZNVEXBERTVIF O AINVARIIVETERIATH
TH&. NRUOISEEINSEIANTORF: 1 XIZ2HEE LE>—2DHEHN
S5 ULAR6BBTH->TISIERVEVBEFELTOLTHIWEEBERS UL
BRIBXOERRAE THSFHKROBMAE THELHDOT I/ ES Y —)VFEHEN
I3z Dk,

19. R TEDLINBEMHRL LIBRERDOT Y —IVT I JEMN 7Y -
SAPGFHEICE D 1 ~5EDO oy VRF. XBERT VFIVE, oy ) BRT
WEVE, BRTNVIF R BRTLVFLUOFFVE, EFoF LR, TS5
WE VA F R, BRTNVFVFAE, TIJERUZ FoEdoRIThS 1~
SEHOBMETERINTOTHINWT Y =T I JETH B3RO 1 2
IHEE#DT I/ 5 —IFEKEXITZDIE,

20. R* TROENSEHL LB REROBRT VFIVAF O ANRZNEK
UE#H S LIIRBIO 7 c 2V ANVKRZVEDN, 2hEh

B&ICEDE FoF o BRETIVIFVE 7T E BRETAFLT I
ERUT Y —VE (ZOT ) —VERBBEICEID oy VRF. BRT VFIVE,
Ny BERTVELVE, BRTLVIF VR, BRTAVFL VUL FVE, ER
oFVE, TINFNAFUE, BRTVA I ANVEFVE, ANVAT ME, &
WTNVFEFNVFARE, TIJE, BRETLVIFVANKZNLNT I ) ERV= foE
POREEINDL I ~5HOBRETERINTHTLL) hoREIFh3 1 T2
HOBHBRETERINTOTHIWERTIVF VA F U AR VE ; SN
BN VRT. BRTIVFVE, BRTVaFOR, T, E
MTNAFANKRZNT I ERVF= boEMSRETNS 1 ~3EOBHRET
BRINTHTHEOT 2 VAR VE
THHHEROMPAE 1 2WHLWOT I/ ES V- VEREKRIZZDIE,
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21. R* THEDLINIBE RS U IREROBEZET VFIVAF L ANKEZIVE
BRUBHSE U IZREIO 7 £ Z VA NVEZIVEDR, 2hZh, REBROERT

NAFVANKZNERUERBRO T c VA NVEZINVETH S8 ROHEHE 1

QWEILHOT I ) ES YV —NVERGEITEDIE,

2 2. HROHAE1~2 1HOWThMIEBOR (1) 0TI/ ESY -
FUENIZOEEEVRAELTEE TSI LERMETS5p38MAP+5

—ERHEH,

23. HROEWEAE 1 ~2 1HOWThNME#HOR (1) DT I/ ESY -
FERENIZOEEEYRDELTEFTHIEERHMLET IEEHEERT —a

BlLEERE, 1 v —uAF - 1HEEE, 17 —oA4F 20— 6HERENI

viuAF -1 | BEEEBEDLER,

2 4. BEESERT— oBEES, 1y —of/F0— | BEER, (-0

1% —-6HEERNI Y 7arF -1 1 [ EEREREN, BHEEY V<

F. SREFE(E. EHEBEEE. £8. HI V. BE. Rtk 2 v 7 RIE
WIBERE, 70— ViR, TV A 7 —R, BRA. BKE. BHEE. SR
WEER. RAFREAERE. BIREL. MR, RIREBEL. 5 -more,
BEERER. RIMIE. K< S5 V7. BREE(restenosis). &, 28T

V7= b—F X, MIE, BRI (born resorption disease). BHMRIELR

# (chronic pulmonary inflammation disease). [NEHEERIEE, BHEHRREE,

B, 45 —ERE. UBRE. B2, REBMIERRIE, RIE. BB N—F =
v MR MR, BEIRK. BT, EMMERER. SHEREL. FHE. BEk

(muscle degeneration), MEH A, IRK., FRERIER. ¥ IV AELHL.

B, BIFE. D, BEEE. =V P bR vy ay s, FERBRE, % O
BBEEE, Nt VR, BRFRERERE. BSEBEREC(L B S), BHEER. X

B, JEXR. BIMEOKRE, 8. %, BROEM® (remission of swelling)
< BRERE. WAMEERZS. IR, BB XIIT P E—HRERTH SEROEHEE

2 3IEELHMDILER,

25. WROWHES 1 ~2 1HOWThACEBOR (1) 0TI/ ESV—
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FHRGE I 2 DEFRCREZHIHFE L 2 S0MAID & 15 5 EHHB Y.

26. BEESERF- afEEE, 1 v y—u/F— 1H#ER, 15—
1% - 6HERBXIE Y 7 utF o rr—+ 1 | BEEROTH IIRED:
WOFEROHHE 1 ~2 THOWTIANMIEBHOR (1) OT7 I/ ES Y —IVE
VAT ZDEDHER,

27. #HROHAE 1 ~2 1HOWThMIEHORK (1) OF7I/ESY -V
FRENBZOEEE PXBEZOMOWIABYICRE TSI 0645 PRI
Z DO EYNIC B S EEBEERF - o FEER. 1 v/ —o1F 20— 18
BER, 1 7o/ F U -6HERBEXEB Y /7atrF oy r—¥ 1 | BHEER
DFBE XA IE F o
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