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ETERFATAZFaZ R NI ULAERERSEDLZ LT vRRFEAFY
TE#RL, ROWTHIREFRIC L TRETE 2, flxid, BE6 2 3ITRTHRIC
. DMF 2 & LTHW, 1IN KBEFT R DLADEET, FAA PFV T
NI DLEDRIETAFATFAE (ka1 d) PRETE S, £/, R'H, K
BT NVXNFAEOEE, EY A, FlAIEmCPBATELT 5Z &iI2LY
AFNANT 4 2AVERDPAF LAV =AM EERETE D, Bx—BRIERISIE
B BEEELTAY )N, 2F )= NEOT IR AV, SRR
. BB, RO —tHEES L MBGERT A I L TITH 2R TE B,

o) o}

+ Hs/\( —_— - -
NO, OAlkyl NO, NO,

\ |

L, U 1,
AGOH

refiux

= F S CH;30 s
FUF o pE - \)LOA&VI CHaS0;Na  VH39%) \/U\omm

AlkylO g KOH AlkylO s°k°®
\@ />“NH: —_— U:
N Hy0, reflux NH,

(XFR"T, EBETALIFNVE EBRTAXIAVANLS=VE, Elid by
RFERT,)

X —AMNR-S-CHe-OR S F 7V ) VEOBE, LRt > CRET S Z
EMTE D, BlziX, R'EN, "aFUVRETFOLEeEWmiE., 4o a s EFx
FTd2—-7nNrtu= bhaxXUEBUHEARREOFETT A7) a— BT V¥V
TRTNVERWTC7 yRFFEAAVRFCEBRL, RWT, = beE2ETT
DEMRFICRILL TRETHZENTED, FAT ) a—ABTALFNLZ ATV

BRRSIT, e LC, THF, DMFERERTE, HEL LT, KB
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YL, REETFT Y 7L, KFERT R DA tert—T hXTH U U LHEHNE
Fonsd, iz, Bx—RESOFMEIL. XPBEEORELRAKTHD, Hlx
i, R'"B7vEFEFOAEY] gDIFE, 2, 4—YI7rtu=taxXrEr%
DMF HREED YV U LDHFET., ATV a—LVEAFLLEBO0CTMHRTSZ
ETC5—T7Ntu—2—=hraFFz—FE~EHRL, RWTT Y ) —/)LHgk
—HEEE L MBGET A L CRIETE S (WEHIS5 1 RURER 5 4), £720 R
A, ARIRT A XA ARV EOBR AR, ARt b5 -7 Adr—2—=aFF
T—T NVEEBEBRTVINANLT 4 VBEF Y U LAZDMF 2L L THW,
MEG 2 Z & TIERBTAF N ANVKZNAE~EB L, RWOTREIRE L LD ICET
CRBFIZEAR L CTRIETE S, FIXIE. AFNVALT 4 VEEFT Y D LERAVD
ZET B MI I (R'2PCHsSO0:) Z#BLETE 2 (RLERI5 2 R UBLERI 5
3). |

R'2, EJETAaXNVEDEDEL, 2—TI/—6—TLaxs X/ F
TS = NETNAYVIKRGEL, ERTDTFAT7 =/ %y MEp o s o (LERBR
TIAXNTZRATMZEY S=TAF AL, ROTEEREZ: &2 0N UEBRESRNGT
THEGET L., BRLTHZ L TRETE 5, MKSBERIGCIE, KEELT D 7 LK
BIR. KEELT B U O LKBREDOKEELT V) FMBNEIR T 2 HIENZET S
nad, 7. ~aF AEEET7 AL 250 L LTI LERE A Fv, B{CEE
BrF, BRACEEBEA F L, X O(LEEETFLERPIRTE D,

REBRIRD ZBMUMEEA IF Y —AFEEL, vt rF—F-21
9 HMOHEEEEAA L TRY, EBREOEVIRREA L LTERATH S,
Flo, EREMEL 22 L5 RABERITHER STV,

AFEHIL, ZREBE A ¥ Y —ABEREEYMS & LEFER, RARICFF
BINDHEERFNMDEEFT 2 EAMRD & RIET 5, ARRSOZRERE
A IFY—AFFEMEIT, 1HYE72980. 001 ng~K100mgOFHATHE
522 ENFRETH LN, bHAAER, Fln, KEORE, AT EAZ
CITEL, BWERR Y24 LRI ICFDOREBZEBIRTHZENTESL,
HEEESG 1 AYZY 1EALZAU EOEEEIE Vo7 X D ICHEERIRYT 5 =
ENRTE D, BIRDOZRUMEA I —AFEEKIT, ®/ANZO0. 0001
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%~50%DEHEHETEET DI LATELIH, LEZSLEZOETEERRT S
ZLIEIFEETH D,

AEBAORAMEEDILIRS R LI Lo TRk S, BELEILSC TEELA
. p HIAEH, REEHER. BEAl. St DEAL EF. BH. HRE. TE
Al HEEA], BEREREA. TSR, FREH. UEH. BBRLA. SBHE. #
FF. LA BEAEH], RIRAL. REEA. EMER], RTEERL. REEH. BEEH.
AR, RAFA. PUEEEF. AR, RIEA, ERF, FHEBLA. ERFR
CEREML LIIMADECERIRH I ENTED, BEAIELTE. 7Y
VUREDT I JBEHDHVIIZEDE, T RO, valEllofE, v =b—n
INE NN EOET VA A DO ZFE TAT IV, BETF U
raz )y, TagIvREDR U RIE, XTFRRENRFETOND, p HF
Eifl& Uik, dRBE, WREE. BEEE. IRER7e L OEMEEE, 7 T UERR L OF B,
HDHVIENOLDIENRZET 6D, £Ofl, EELICEESINTHWD Z L35
LRATVALONLBEELBEISUER L THWD Z ENHKD, FAEADESR
AL, FE UIEE GRAeF MY o a, U UBRER L), MEAl (FLEE. B
vERALT oS URE) REREA (HERUVRD . RNTT7 40 FU—TH,
v /ud—1400, v/ ad—LRERY), BRA (EFREEK 7R
=T, Tab by s a—nl), Bk BR - FGH (BieyT 1
— AV R—=N Nyl 7R E) EEEETHIENTE S,

AREAOEFEMEEMIL. bHAAMOMRER R EDERLHATDHZ L LA
BTHD,

AFERAOEFMERM L, BA, RWET. B, #IRN., HAN. BT, KAbLL
ITEERNEGICER LGS0, EREEB~OEEKRESELAETHY., dHd

BIIEFETLH D, FFFE LI P2 ELHILEITROMIC, HDHN
IR OB (B, BN, BRI, RN, KT, RN, IERERN. BERN. F5E
FERN. REERIRY. B, RER. SRR, HEOMBE~DBAMLRLE) 2K
B35 enTE D, AERAOEEMBRMWIT, BH, BRHF, A, I 7L
Al A TR AE =A 7 ahTEAR, RERA, EERA. BERAL KH.
WAL 7V —bF, SRLE RNy TR V= AR m—va U =T
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— VAL AT L—F REBH BERE. LB, FooxA RERKA. KIRA
AR, ERGAA], FEEA, MMH BEA, EHEA. ERRERRL SO
DERA], HRECRUAELTEITRIRT 5208 TE D,

SERN. T eAER EOBEOBMBERETIE, BRAOFEDOLDTINA
 BIZEARBEPEOZR/EMEA IF Y —NVFHEEE, hyEwayT oy A
vAvaT 7y TAVXVEEFT R UL INKFIAFLELT—Z (CM
C). EFFUREDRER], XA, TI7ET7IAL FFH M, PUE
nalFrry. A b RFukxi o ikero—R (HPC) & EOREAH
VATTYUEHE (A1, K, Na, Ca, Mg) ZREDOBRAI, AbE, &t
Na—2 HiEEREALT—R Ty IR EORELIRE SN, BELINTE
Bl A 7RAKIREOBRGBRAIC NS, FERAKEIZIET. REEERROTZOD
DOFEZIIHFRE SN DA EZMZ 50, HDHWITMRAFIZ, K. =& /=X
O K D e EE OREMIZHTE SN DRETIZHERD 5 WITBREROEEICE
Fban s, MANCERINDBME LTI, KA, B8 D VITEROBIEE
NEF LN, iz —F Vi, hvEoa vl KER, JERREOHEYH
VET LD, —RIINZIE, K. BIEK, 7F 2 bo—ZKEKR, £OMBEEL
¥EDWK, =&# /) —), TarLrys)a—) R)zFL o )a—Liy
DY S —VERFE LOERFIREEREE S LTHT N5,

COX- 2% @IRMNCPAET A LIV RIECHETHAT 4 =—F—THDHP
GE2DEAMBNEEL A L, HLERMEEORIER O R WILREER SR S
ns,
ki)

AT, EMFNZ LD . AEAZEITFHEMRICHEAT L8, T L > TEREHD
HEIIRESND O TRV, ERFITAVONIKEDT. UTIORTEKEZ
K7,

DMF : NNN-VAFAFRNLLT I K, DMA:NN-UAFLT7EF7I KN N
BS:N-7utZ|3<@AIF, NCS:N-7uwoZliZ<{® IR, NIS:N-=
— FZIE<BEA I R, TEBAC: it XA M) xzFAT o E=U A, TH
F: 77t Fe77>, mCPBA :m-7uuiZEEE. PdPPhy).: 7 +F
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FARN) T2 VERAT 428507 5(0), DAST: A7 57— hUZ7AAY
F PxFALT7Iv avy7FLr7 A, NaH: kFLF+rY oA DMSO: TR
FNANT XN,

BEF 1 : 6-70BALF=L-34-Tk Fu-20H)-% /Y /> (L&WS-1) D5
% : (Chem. Pharm. Bull,, 31, 798(1983))

3,4-t Fu-2(1H)-¥ 7V / /(40.0 g, 0.27 mol) D IUH{L K (190 ml)iAHKRIZ
k@b B o AR CEEQ126 mDE N A, EIR T 3RFMER L, RISIKZK
KIZEENEY 2R ARk, K, =—FT A THE, KOTERL, BaEEE
& LTRBEILEW9.7g, IE T4%) % 187-, 'H-NMR(DMSO-ds) 6 (ppm) : 2.43
(2H, t, J=THz, CH.), 2.86(2H, t, J=7THz, CH2), 6.76~7.40(3H, m, aromatic-H
), 10.05(1H, br, NH). IR(KBr): 3178, 3059, 2908, 1686, 1582, 1484, 1374, 116
8, 853 cm™. EI-MS m/z : 245(M"), 247(M'+2).

BEF 2 : 34-Vk Fu-6- A h 7 F-20H)-% /Y /L ({kEWS-2)DHE - (C
hem. Pharm. Bull, 31, 798(1983))

L& #S-1(10.0 g, 40.7 mmol) DEEEE(50 ml)IAKIZ, =R CIEMH(LEER(10.0 g
YEMAZ, 1LAEFRIMBGEG Uiz, RISKRIZ/KZMAZ, KB THE%, itz %k
5IAH LTz, Z0OHD%0.5 NAERLT b U 7 LKA (98 ml, 48.9 mmol)IZ A
iR, Rahax AEL, AKIZ6 NEFE9.5 ml, 57.0 mmol) & il % . HrH7 5
a2 LT, AEMEKTHRERERL, BattEA s L TRELE®WE2.8
1g, INE 39%) %7, 1H-NMR(DMSO-ds) § (ppm) : 2.40(2H, t, J=7Hz, CH:
), 2.81(2H, t, J=7THz, CH>), 5.01 (1H, s, SH), 6.73~7.10(3H, m, aromatic-H),
9.96 (1H, br, NH). IR(KBr): 3177, 3053, 2935, 2526, 1685, 1491, 1372, 1197,
815 cm™. EI-MS m/z : 179(M").

REFI1 0 34-VE FE-6-AFAFA20H)-¥F/V /L ((bEY T a)DRIE -
{LE#S-2(5.20 g, 29.1 mmol) KX h Y =F /L7 I 2(3.09 g, 30.5 mmol)?DD
MF(G0 m)EHKIZ, KT AT KRR T & 5 (A F v (4.33 g, 30.5 mmol) DD
MFU40 m)EREZHET L. 28BHE#R L, KINRIZZ makLrsaz iz, faf
BHOK TR, KBRS MY U A CHBEBETICRELE L, RE®E Y
HENI TG hrsa< T 7EZaaRLINI L 0ERML, BEEEEE LT
-17-
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RE(LEW(4.86 g, INFE 87%) %157=, 'H-NMR(CDCL/TMS) § (ppm): 2.46(3
H, s, CHs), 2.63(2H, t, J=THz, CH>), 2.95 (2H, t, J=7Hz, CH.), 6.71~7.12(3H,
m, aromatic-H), 8.20 (1H, br, NH). IR(KBr): 3177, 3047, 2909, 1711, 1494,

1375, 1198, 812 cm™. EI-MS m/z : 193(M").
RERFI2 ¢ 34-VE Fu-6-AFALFA-1-2-AX/Tuabn)2-x /) ) v dbd
W1 1a)nhl .

&% 1a(6.66 g, 34.5 mmol), 7 7t k1 (12.8 g, 138 mmol), REEH

Y 7 2(14.3 g, 104 mmol), TEBAC (3.93 g, 17.3 mmol), X 5{bH U 7 1(2.86
g, 17.3 mmol) 2 7 & F > A00m)IZMA 7T AT KR T, 16RE MBS L /-
o RINREDZBETICRMEEE L, ZEWICZ7 aaRLii iz, BMEEK
THE, BARRBEST ) U LATHEBE L, WOCTHRETICERMERZE L, ZEYE
VOB FNAT LI a= ST TR 7 an A F o7 aaR L)l LY Bl
L. fEsmtEE A S L CRE(LEW(4.57 g, INE 53%) %187, 'H-NMR(CDCL/T
MS) 6 (ppm) : 2.22(3H, s, CH:), 2.46(3H, s, CHz), 2.71(2H, t, J=7THz, CH>), 2.9
4(2H, t, J=7THz, CH.), 4.67(2H, s, CH.), 6.556~7.12(3H, m, aromatic-H). IR(K
Br): 3059, 2919, 1724, 1661, 1494, 1369, 1186, 797 cm™. EI-MS m/z : 249(M")

RERF 3 : 45-Pk Fu 2 AFNT-AFAFAALIFV[1,2-a]% /) ) v ({LEW
11 1a)0flE:

L& 1 1a(5.89 g, 23.7 mmol) X O'FEfET > & =17 1 (18.2 g, 237 mmol) &
FERR(60 mDIZANx . 3 RERIMBGER Ui, RISIRAM A BE TICRMER. RE
Wi fafnRBEAKFE T LY U A7J<“fé?1§%7mipH8~9z:§Jﬁ$% L. 7 anrk/\ A Chl
H U7z, AHBEaMAEK TS, BB MY ¥ ATERE, BETICRE
EEEL, EHE ) W TNV ?A-& nv hT7HEA%A S ) —)N-on
RN L VR L, EaEEAEE L TRELEY(3.58 g, INFE 66%)%1&T-,
"H-NMR(CDCIL/TMS) 6 (ppm): 2.32(3H, d, J=1Hz, CHs), 2.50(3H, s, CHs), 3.0
0(2H, t, J=THz, CHz), 3.14 (2H, t, J=THz, CH>), 7.07~7.23(4H, m, aromatic-
H). IR(KBr): 2965, 2948, 1527, 1496, 1423, 1310, 1188, 822, 744 cm™. EI-MS
m/z : 2300M"). |
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BEHI4 0 45-Pk FO2- A FIL-T-AFNLALF=NA I F[1,2-a]F /Y /(
{LEH T 1 1b)DRIE :

L& 1 1 1a(0.94 g, 4.09 mmol)DE(k A F L > (15 ml)IERIZ, K& FTmC
PBA(#iEE70%, 2.42 g, 9.82 mmol) DL A F L » 20m)BEREZH T L. €DK
. EiR TL1AREH Lz, ROSKRIZERREEKE T Y v LKEKRZ M TpH
8~QIZFABIL, s uuRALATHE L, AHEZKTHRE. BARET LY
UATHEERE BRETICRGEZEL, REME VW TN AT L ou< 777
(ZuuaRLbol1%AY ) —/L-Z7oaRALNILDBERIL, BREEEE LT
FELEW(0.54 g, INE 51%) % &7z, 'H-NMR(CDCL/TMS) § (ppm): 2.31(3H
, d, J=1Hz, CHs), 3.08(3H, s, CHs), 3.09~3.18 (4H, m, CH: X 2), 7.12 ~7.91 (
4H, m, aromatic-H). IR(neat): 2951, 1496, 1399, 1317, 1143, 957 cm™. EI-MS

m/z : 262(M").
BERFI5 : 1-78%F-45-Vk FR2-AFNVT-AFAFAA IFV[1,2-a]% /Y
YUEEY 1 Va) D RLE -

L& 1 1 1a(3.58 g, 15.6 mmol) DEFEL(30m)AE#KIZ., NBS(3.05 g, 17.1 m
mol) &Nz, R T1MMERE L, RIGKREBETICRELZEL, REY%
I aa RN AR L. T %REKFET N U AKERR OS8R K THE
HOKBREE T bV U A THEEE, BUETICRGHRE Lz, BEMEL VIS F
L= NI 7EEZoaRL )L OBERIL, BeattEE L L TREED(
257 g, WK 53%) #7187/, 'H-NMR(CDCI/TMS) § (ppm) : 2.27(3H, s, CHs),
2.51(3H, s, CHs), 2.92~3.04(4H, m, CH: X 2), 7.20~8.03(3H, m, aromatic-H).

IR(KBr): 2964, 2901, 1527, 1491, 1410, 1382, 1194, 806 cm™. EI-MS m/z : 3
08(M"), 310(M*+2).
BEFI6 : 1-7aE-45-Vk RO 2 AFNT-AFNANVF=)VA I FV[1,2-a]
X/ (eea 1 VDR

BUER] 5 & FRRDOERBIEICE Y, /LA T 1 1b(0.29 g, 1.11 mmol), NBS
(0.29 g, 1.62 mmol) X O'BFEE(5 m)» 6., FhEdatERE A & L TRELEW(0.16 g,
MR 42%) %1%7=, 'H-NMR(CDCL/TMS) § (ppm) : 2.30(3H, s, CHa), 3.07~3.'
14(7H, m, CHs: & CH:X2), 7.92~8.32(3H, m, aromatic-H). IR(KBr): 3002, 29
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10, 1581, 1533, 1488, 1379, 1294, 1143, 971, 784 cm™. EI-MS m/z : 340(M"),
342(M'+2).

BERF 7 ¢ 45-Uk RE-1-F— R2-AFNT-AFAFHA IFV[1,2-al% /Y
YULEY 1 Ve )DRLE .

RER] 5 L RFOERBIEICELY, {LEH 1 1 1a(1.00 g, 4.35 mmol), NIS(
1.08 g, 4.78 mmol) % O'EEEL(10 ml)» 5, FE&MEEAEE L TRELE%(1.06 g,
= 68%) %1537z, 'H-NMR(CDCL/TMS) § (ppm): 2.35(3H, s, CHs), 2.52 (3H
, s, CHs), 2.94~3.09(4H, m, CH: X 2), 7.21~8.12(3H, m, aromatic-H). IR(KBr

): 2974, 2901, 1539, 1488, 1412, 1380, 1186, 827 cm". EI-MS m/z : 356(M").
1-7 V=145Vt RO2-AF )T AFNVFAA I X /[1,2-a]F% /) AFHD—
X & RRIE

L&MW 1 VaEizid{bad4% 1 Ve(100-400 mg, 0.32-1.12 mmol) K& OV FE &
ERETH7 = =/WE)EBREQ2Y%E)E LT (3-10 ml)— T4 / —/1(3-10 ml)
RIRIZIEMREIIEE L, 2 MRET MY U LKEAEKAG.0LE) L PA(PPhy): (5E
N%)EMAZ, TAITHTAFERTEL < HELA2N 53 5RFMMEGER L,
RISRE D & E TICRMGERZE L, BEYE 7 na iV AICEiE L, KEOE
BEKTHE L, BAGEET M) ULACHELL, BERERABETICEEL. BE
MuE BTN AT L NI T 7HEICLVER L CRELEMEE S,
EREFI1 0 4,5-PE RO 2-AFNVT-AFANFAH1-T =NV A I FV[1,2-a]F /
Jy(dkethv—1):

LEM I VaR U7 == MIHSBEE RV, F—/VRME & L TRELEWRE

88%) % 157-, 'H-NMR(CDCIL/TMS) § (ppm): 2.23(3H, s, CHs), 2.43(3H, s, C
Hs), 2.99~3.03(4H, m, CH: X 2), 6.48~7.43(8H, m, aromatic-H). IR(neat): 29

51, 1489, 147, 816 cm™. EI-MS m/z : 306(M").
EREH 2 0 45-Pk Fu-1-3-TNA A0 T 2= )2 AFNT-AFLFAAIF
Y [1,2-alF% / U v ({LEHV —2) :

LE®H 1 VakP3-7NFA a7 = =)WiE58ae AV, Z—/VIRWELE L TRE
ILEH(NE 86%) % 157~, 'H-NMR(CDCl/TMS) § (ppm): 2.24(3H, s, CHs), 2.4
4(3H, s, CHs), 2.99~3.03(4H, m, CH: X 2), 6.48~7.40(7TH, m, aromatic-H). IR
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(neat): 2948, 1488, 1432, 1264, 868 cm™. EI-MS m/z : 324(M").
EHiFI3 0 1-B-TuET 2 =) 458 RB2AFLT-AFAFAALIFY
[1,2-a]% / Y ({LEHV —3)

KEWMIVRU3-TaE7 == /MESBEE AV, faatEEE s LTRELE
MR 56%) %157, 'H-NMR(CDCIL/TMS) § (ppm) : 2.26(3H, s, CHz), 2.46(3
H, s, CHs), 3.00~3.11(4H, m, CH:x 2), 6.49~7.55(7TH, m, aromatic-H). IR(K
Br): 2910, 1488, 1413, 1377, 810, 781cm™. EI-MS m/z : 384(M"), 386(M'+2).
EfiF 4 0 45-Pt Fo1-BG-A XL T 2=W)2-AFNT-AFAVFAA I L
Y [1,2-a]F%/ V) (LEHV —4) :

LEWM I VaRU3-A X 7= VZHIBERV., F—ARPEL LTRE
LBMNE 89%) %157z, 'H-NMR(CDCL/TMS) § (ppm) : 2.24(3H, s, CHs),
2.44(3H, s, CH:S), 2.99~3.03(4H, m, CH:CH>), 3.80(3H, s, CHs0), 6.54(1H, d

, J=9Hz, 9-H), 6.83~6.86(3H, m, 8-H & aromatic-H), 6.91(1H, m, aromatic-
H), 7.16(1H, d, J=2Hz, 6-H), 7.32(1H, t, J=8Hz, aromatic-H). EI-MS(m/z) : 3
36[M’]

ERifl5 : 45-Pk Fu-1-4-IAFA0 T 2 =) 2 AFNVT-AFAFAAIHF
Y[1,2-al% /Y ({bEHV —5)

LA I VakU4-7vtu 7=/ 58BE RV, BREEEE L TREL
EW(NE 70%) % 1§72, mp.101~102°C, 'H-NMR(CDCIL:/TMS) § (ppm): 2.13
(3H, s, CHs), 2.36(3H, s, CHs), 2.90~2.98(4H, m, CH:X2), 6.38~7.20(7TH, m,

aromatic-H). IR(KBr): 2942, 1501, 1412, 1382, 1290, 839, 811 cm". EI-MS

m/z : 324(M"),
ERiBI6 0 1-4-7 a7 x2=0A)-45-Vt Ra2-AF)NLN-T-AFLFAHALIEFY
[1,2-a] ¥/ U > ({LEHV —6) :

beaw 1l VakU4-7na7 = =) ViZH58aeRAv., 7—RKHE L L TEREL
EULE 100%) %157, 'H-NMR(CDCI/TMS) 6 (ppm) : 2.22(3H, s, CHs), 2.4
5(3H, s, CHs), 2.97~3.03(4H, m, CH: X 2), 6.48~7.40(7H, m, aromatic-H). IR
(neat): 2950, 1488, 1417, 1091, 834 cm’. EI-MS m/z : 340(M’), 342(M"+2),
ERBI7 0 45-Pk P2 AFN1-@-AFNT =WV T-AFAFAAL IFV]
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12-al%/ Vv (k&Y V-7 :

ICEMIVaRU4-AFNT7 2= VG5 BEEZ AV, #—/VIRME & L TRE(L
EWULE 98%) %157-, 'H-NMR(CDCL/TMS) § (ppm): 2.22 (3H, s, CHs), 2.4
1(3H, s, CHs), 2.43(3H, s, CHs), 2.96~3.04(4H, m, CH:X 2), 6.52~7.23(7H,
m, aromatic-H). IR(neat): 2922, 1492, 1434, 825 cm™. EI-MS m/z : 320(M").
EHiBI8 : 45-VE B2 AFNT-AFNFA-1-4- bV INVF B AFNLT =
=WAIFY [1,2-a]% /Y L ({LEHV —8) :

B 1 VakUd-F ) LA e AFAL T 2= MFHEE AV, 2— NV IRWE
L LTRBEILEMUNER 96%) %1572, 'H-NMR(CDCI/TMS) 6 (ppm) : 2.26(3H
, s, CHs), 2.45 (3H, s, CHs), 3.01~3.05(4H, m, CH: X 2), 6.44~7.68(7H, m, ar
omatic-H). IR(neat): 2950, 1490, 1323, 1127, 846 cm™. EI-MS m/z : 374(M").
EREBIO : 4,5-Pk FE-1-4-2 b XV T2 = W)2-AFN-T-AFALFAA IF
V[1,2-a]% /) o UkEHV —9) :

LEH I VakU4-2 hX 7 2= MEH5BERAV, F—LVIKPEE L TRE
{LEYULE 100%) % &%7-, 'H-NMR(CDCL/TMS) § (ppm) : 2.20(3H, s, CHs),
2.42(3H, s, CHs), 2.96~3.02(4H, m, CH: X 2), 3.84(3H, s, CHs), 6.53~7.20(7

H, m, aromatic-H). IR(neat): 2982, 1507, 1488, 1244, 835 cm™. EI-MS m/z : 3
36(M").
EMiFIL0 : 45-V8 Fa2- AFN-T-AFAFF1-G-AFAF AT 2 =)A
IFV[1,2-al% /Y (LEHV —10) :

LEM I VakD4-AFNLNFA 7 2= MTSBEAV, F— A IRPEL LTK
BILEMUNER 81%)%57-, 'H-NMR(CDCI:/TMS) 6 (ppm) : 2.24(3H, s, CHs),
2.45(3H, s, CHas), 2.54(3H, s, CHs), 3.00~3.07(4H, m, CH:X2), 6.55~7.30(7
H, m, aromatic-H). IR(neat): 2983, 1489, 1417, 1093, 826 cm™. EI-MS m/z : 3
52(M").
EMEFIL 1 : 1-3-7rE-4-T0F a7 =)L) 45-Uk Ra-2.AFNL-T-AF )L
FAAIF/1,2-a]F% / J ULV —11) -

bkEMmIVak3-7un4- 70t 7= /WiEHBeE AV, #—LRPE L
L CRELEWUNER 83%) %57, 'H-NMR(CDCL/TMS) § (ppm) : 2.21(3H, s,
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CHs), 2.45(3H, s, CHs), 2.99~3.03 (4H, m, CH: X 2), 6.47~7.36(6H, m, aro
matic-H). IR(neat): 2947, 1490, 1429, 1258, 824 cm™. EI-MS m/z : 358(M"), 3
60(M'+2).
1.7V —=N-45-V RB2-AFNV-T-AFNVANVT 4 = VA I ¥V [1,2-a]F /Y
VD IRERRIE ¢

AFNFAEALEHV —2-4, 8, 9, 11)EHF{L A F L 2/ (10-50 mg/ml)iZ & fiE

L. K® FmCPBA (1.OE/MV) &M A. EiR CLRHBE L, RIGEEYME R
FETFICEMGEER L, BEWE 7 o RV AIZEBRE L, T%REEKET R 7oK
B OEMBHEARTHE Lz, ABEBEZ IR L. BARBEET F) UL TRBR
WETICBMER U, BEME VATV T LI a~w b7 T 7EICE D RBR
L TRELEMEEF/,

EREBI1 2 :4,5-P Fa-1— (3—7iAFAuaTdxz=/l) —2—AFN—7—
AFNANT 4 = A IFY1,2-alF% /) ({bEHV—1 2) :

bamvV— 2% AT, EatEEE L L TREBLEMUNERE0%) 25T, 'H-N
MR(CDCI/TMS) § (ppm): 2.25(3H, s, CHs), 2.73(3H, s, CHs), 3.09~3.13(4H,

m, CH:X2), 6.69~7.65(7TH, m, aromatic-H). IR(KBr): 2906, 1582, 1485, 1417
, 1378, 1048, 866 cm™.EI-MS m/z :340(M").
EEBI1 3 : 1-B-7aETx=)1)-45-Pk RE2.AFNT-AFNVANT 4 =
NAIFY[1,2-al% /Y (bEWMV—13):

L&V —3% AWV T, #EatEEEE L TRELEWINES6%) % H7-, 'H-N
MR(CDCIs/TMS) 6§ (ppm): 2.29 (3H, s, CHs), 2.73(3H, s, CHs), 3.14~3.16(4H,
m, CH:X2), 6.71~7.67(7TH, m, aromatic-H). IR(KBr): 2908, 1487, 1417, 1376
, 1049, 824 cm™ EI-MS m/z :401(M"),403(M'+2).

EHEf 14 4,5-Uk FE-1-B-A ML T 2= V) 2. AFNT-AFINVANT 4
=AAIFYV1,2-a]% 2 Y ({LEHV —14)

EMV—42ANT, F—VRPWE L L TRELEHUET2%) % 157-, 'H
-NMR(CDCL/TMS) 6 (ppm) : 2.25(3H, s, CHs), 2.72(3H, s, CHsS0), 3.06~3.12
(4H, m, CH:CH), 3.81(3H, s, CH:0), 6.75(1H, d, J=8Hz, 9-H), 6.82~6.86(2H,

m, aromatic-H), 6.95(1H, m, aromatic-H), 7.21(1H, dd, J=2, 8Hz, 8-H), 7.35(
-23.
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1H, t, J=8Hz, aromatic-H), 7.63(1H, d, J=2Hz, 6-H). EI-MS(m/z) : 352[M"]
EREBHI15 0 45-Pk Ra-2-AF)L-T-AF)NVANT 4 =)L-1-(4- b ) 7L A4
AFNT =ML I FV[1,2-a]% /U L ({bEHV —15) :
LEWMV—8 2 HWT, HRMEEEL L TRELEWINEE8%) A1z, 'H-
NMR(CDCI1/TMS) ¢ (ppm): 2.34(3H, s, CHas), 2.74(3H, s, CHs), 3.15~3.26(4H,
m, CH: X2), 6.68~7.75(7TH, m, aromatic-H). IR(KBr): 2946, 1504, 1379, 132
4, 1119, 845 cm™.EI-MS m/z :390(M").
Efifll1 6 0 45-P F-1-(4-A XL T2 =) 2-AFNVT-AFNVANT 4
=NAIEY[1,2-a]% /U ((LEHV —16)
kEHV—9&EHNT, RRMEEEE L TRELEDULE 64%)5HF, 'H
-NMR(CDCL/TMS) 6 (ppm) : 2.22(3H, s, CHs), 2.71(3H, s, CHsS0), 3.07~3.11
(4H, m, CH.CHz), 3.88(3H, s, CH:0), 6.74(1H, d, J=9Hz, 9-H), 6.972H, d, J=
8Hz, aromatic-H), 7.18~7.22(3H, m, 8-H & aromatic-H), 7.62(1H, d, J=2Hz,
6-H). EI-DI(m/z) : 352[M"]
EREFI1 7 0 1-8-788-4-I0F 0T 2=0)-45-Vk Ka2. XAF)VT-AF L
ANT L =N A IFY[1,2-a]F% /) ((bEHV —17) :
L&V —1152HWT, FaEEE L L TRBILEMNE8%) %5, 'H-
NMR(CDCI1/TMS) 6 (ppm): 2.23(3H, s, CHs), 2.73(3H, s, CHs), 3.07~3.13(4H,
m, CH:x2), 6.67~7.67(6H, m, aromatic-H). IR(KBr): 2909, 1489, 1416, 1362

, 1255, 1052, 824 cm”. EI-MS m/z : 374(M"), 376(M'+2).
1- 7V —=N-45-Vk Fa-2-AF)L-T-AF )V ANVEK=NA I HFV[1,2-a]F /)~
RO IR ERE

LB I VDR OEBEERELZFTH 7 2=/ WEIBEEZAVT, 1.7 ) — -
45-Vt Fa-2-AFN-T-AFNF A A I FV[1,2-a]l% /U EBO—RERRIE
FERICBOS, %ROAEE L CRELED* /i,

o, BEL LTAFAFAME (kEHV —2-6, 8, 9, 11) ZiELAF L
(10-50 mg/m)IZFEAE L, K% FTmCPBA 2F M) %EMA, 1-7 Y — /145Ut
RE-2-AFNT-AFNVANVLT 4 =) A I FV[1,2-a]F /) ) AFADO—RERKIE L
FRICAOS, %A L TRBELEY 2/,
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Ehafl1 8 1 _4,5-Vk FR-2-AFNT-AFNVANVK=)-1.-T 2= VA IF V1
2-alx / V) (kv —18) .

EM I VIR 7 == MEIBEAWT, TEALT 7 AR E LTRELLE
WINE 92%)% BT, "H-NMR(CDCL/TMS) § (ppm): 2.26(3H, s, CHs), 3.04(3
H, s, CHs), 3.12~3.16(4H, m, CH: X 2), 6.71~7.88(8H, m, aromatic-H). IR(K

Br): 2951, 1489, 1378, 1307, 1143, 758 cm™. EI-MS m/z : 338(M").
ERBIL 9 ;0 4,5-VE Fa-1-3-IN0A 0T 2 =)-2-AFN-T-AF )N A)NFE=
NAIFZY[1,2-a]X/ Y L (LEHV —19) -

LBV -2 T, FatEEEE L TRELLEHMUESO%). #5z, 'H
-NMR(CDCI/TMS) § (ppm): 2.25(3H, s, CHs), 3.05(3H, s, CHs), 3.09~3.13(4H
, m, CH.X2), 6.73~7.89(7H, m, aromatic-H). IR(KBr): 2914, 1487, 1424, 137

8, 1309, 1143, 758 cm™'.EI-MS m/z :356(M").
EHiFI2 0 : 1-(8-ToEFET7x=/)-45-Ut F2-2-AFN-T-AF LA F =)L
A IFV[12-alF% /Y v (LEWV —20) :

L&V —3% T, fEEEEE L TRBILEMIREII%) %52, 'H-N
MR(CDCL/TMS) 6 (ppm): 2.28(3H, s, CHs), 3.06(3H, s, CHs), 3.14~3.18(4H,
m, CH:X2), 6.74~7.91(7H, m, aromatic-H). IR(KBr): 2913, 1488, 1420, 1376
, 1309, 1145, 758 cm™.EI-MS m/z :417(M"),419(M"+2).

EEFI2 1 4,5-PE FE1-@ A MXT T 2=/ 2 AFNVT-AFNVANF =
NA IHFYV[1,2-alF /U o UbEHV —21) :

L&V —4%FANT, F—/VIRPE L L TRE(LEYILE 86%) 557, 'H
-NMR(CDCL/TMS) § (ppm) : 2.25(3H, d, J=1Hz, CHs), 3.04(3H, s, CH3SO:), 2.
99~3.13(4H, m, CH:CH:), 3.82(3H, s, CH:0), 6.77(1H, d, J=9Hz, 9-H), 6.83(2
H, m, aromatic-H), 6.96(1H, m, aromatic-H), 7.36(1H, t, J=8Hz, aromatic-H),

7.54(1H, dd, J=2, 9Hz, 8-H), 7.86(1H, d, J=2Hz, 6-H). EI-MS(m/z) : 368[M’]
ERF 2 2 0 45-PC FE-1-A-IAA T T £ = )L)-2-AF)L-T-AF )L ALK =
A 2K V[1,2-alF /7 U v ({kEHV —22) -

L&YWV —5x2HWT, FamEETE L TKRELLEMUNE 56%) %157, mp

.112~115C, 'H-NMR(CDCI/TMS) § (ppm): 2.25(3H, s, CHs), 3.06(3H, s, CH
-25.-
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3), 3.12~3.19(4H, m, CH: X 2), 6.71~7.90(7H, m, aromatic-H). IR(KBr): 2915
, 1526, 1454, 1379, 1313, 1145, 840, 758 cm’. EI-MS m/z : 356(M").

ERiFI2 3 : 1-4-7uu 7 z=/1)-45-Pt FO-2-AF)L-T-AF LA )LKF =)L
AIFV[1,2-a]% /) U L (LEHV —23)

&MV —6%x AV, RBEEKE L TRELEMINE65%) % F-, 'H-NM
R(CDCL/TMS) 6 (ppm): 2.29(3H, s, CHs), 3.06(3H, s, CHs), 3.21~3.25(4H, m,
CH: X 2), 6.76~7.92(7TH, m aromatic-H). IR(KBr): 2989, 1488, 1377, 1309, 11
45, 759 cm.EI-MS m/z :372(M"),374(M"+2).

ERFI2 4 0 45-Pk Fa-2-AFN-1-(4-AFINT = =)V)-T-AF )L A)LFE =)L
AIFV1,2-a]% /) U {LEWHV —24)

IELEW I VDR AFNLT 2= MEH5BERAWT, BEatEEEE L TREL
EMUNE 100%) %457, 'H-NMR(CDCL/TMS) § (ppm): 2.24(3H, s, CHs), 2.
44(3H, s, CHs), 3.04(3H, s, CHs), 3.10~3.14(4H, m, CH: X 2), 6.75~7.87(7TH,
m, aromatic-H). IR(KBr): 2910, 1489, 1377, 1309, 1144, 759 cm™. EI-MS m/z
. 352(M).

EWiB 25 0 4,5-Vk Ra-2-AFN-T-AF)VA)NEHE=/-1-(4- F U 7041 A
FNT =L IFV[1,2-a]F /U {LEHV —25)

LEmvV —8% AV, FAMEEL L TRELSHWUNET8%)Z -, 'H-NM
R(CDCI/TMS) 6 (ppm): 2.31(3H, s, CHs), 3.06(3H, s, CHs), 3.16~3.20(4H, m,
CH: X 2), 6.69~7.93(7TH, m, aromatic-H). IR(KBr): 2915, 1504, 1324, 1146, 1
115, 846 cm™ . EI-MS m/z :406(M").

EWiFI2 6 0 45k Ka-1-(4-A FFXFL T 2= /)2 AFN-T-AF /N RAJLF=
NAIFV1,2-alF% / Vv ({LEHV —26) : |

LEHV -9 2RV, TELT 7 ABRE L TRELEHULR 47%) 2™
. 'H-NMR(CDCIl/TMS) § (ppm): 2.22(3H, s, CHs), 3.04(3H, s, CHs), 3.09~3.1
1(4H, m, CH:X2), 3.88(3H, s, CHs), 6.76~7.86(7TH, m, aromatic-H). IR(KBr):

2909, 1532, 1506, 1378, 1309, 1246, 1145, 835 cm.EI-MS m/z :368(M").
EREF 2 7 0 4,5-VE RO 2 AF N T-AF )RV KR=)NV-1-(4-AFLF AT =
=MA I FV[1,2-a]1% /U L (LEHV —27)
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LB I VORU-AFATF A7 2= MF 5BV, FREERTE LT
BbaYUNER 93%) %#457-, 'H-NMR(CDCL/TMS) § (ppm): 2.31(3H, s, CHs),
2.55(3H, s, CHs), 3.06(3H, s, CHs), 3.14~3.29(4H, m, CH: X 2), 6.84~7.91(7
H, m, aromatic-H). IR(KBr): 2912, 1489, 1376, 1308, 1144, 759 cm™. EI-MS
m/z : 384(M").
EfEFI28 : 1-(3-7un-4-7)0A4A0T7 x2=)1)-45-Vk Ra-2-AF)L-T-AF )L
ANEB= A IFJ[1,2-alF /) Vo ({LEHV —28) :

L&V —11% A, fE@EEEE L L TRELEDUNES2%) % 5=, 'H-NM
R(CDCL/TMS) § (ppm): 2.22 (3H, s, CHs), 3.06(3H, s, CHs), 3.07~3.12(4H, m,
CH: X 2), 6.71~7.90(6H, m, aromatic-H). IR(KBr): 2911, 1490, 1361, 1309,

1145, 759 cm™. EI-MS m/z : 390(M"), 392(M'+2).
BRI 8 : 3,4-Pk Fa-6-A FX-1-@2-AF Y Fuab)2-% /U ) ({bEY
I Ib)yD&E .

3,4-Vkt Fu-6-A h%-2(1H)-*% / U / > 1b(4.77 g, 26.95 mmol)®> 7 & k
VAR (100 ml)IZTEBAC(2.06 g, 10.79 mmol), REEH UV o L(5.75 g, 41.60 m
mol), Z7ru 7t . (3.15 g, 34.04 mmol) A% . 48FFRIE BT LT-, BLE
B2 LRRICEOAEL, BEYE VAN T bhra~ I T 7EGEE
ZaaR )LD B L TRELEW0.37 g, INFE 6%) %157, H-NMR(C
DCL/TMS) § (ppm): 2.21(3H, s, Me), 2.71(2H, t, J=7Hz, CH>), 2.93(2H, t, J=7
Hz, CH), 3.78(3H, s, OMe), 4.66(2H, s, CH>), 6.56(1H, d, J=8Hz, aromatic-H
), 6.76(1H, m, aromatic-H), 7.62(1H, m, aromatic-H). EI-MS(m/z):233(M").
BUEHIO : 45-UF Fu-T-A hF -2 A FAA I F/[1,2-a1% 2 U L (bt I

I 1o)ypilsE -

{t-5% 1 1b(110 mg, 0.48 mmol) DEFEAVAIR(10 ml)IZEEEE T > £ = 7 A (520
mg, 6.75 mmol) & AN A, 208¢IAFRE L7z, BIEH] 3 & RFRICERLE L, 7%
BMuE VTN 7 Ay a< 7T 7EFER - BT F/Ln-~F Y =4:1)
I L D HERLL CRELAYO0 mg, IXFE 88%) %157, 'H-NMR(CDCL/TMS) § (
ppm):2.26(3H, d, J=1Hz, Me), 2.94~3.04(4H, m, CH.CH>), 3.81(3H, s, OMe),
6.79~6.82(2H, m, aromatic-H), 7.02(1H, d, J=1Hz, 1-H), 7.12~7.17(1H, m, a
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romatic-H). EI-MS(m/z):214(M").
RIERF 10 : 1.7 2E45-VE FO.7- X bFL-2-AF NV A I FV[1,2-a]F% /Y
(b EW 1 VA)DiLE .

tE&#H 1 1 1¢(90 mg, 0.42 mmol) DEEELYAHR (10 ml)iZ, NBS(188 mg, 1.06
mmol) &M%, ZEiR T3REMBH L7z, BEHI5 L RARICELE L, KEME
YAFNAT By v kST 7 EGEREEE T F L~ =4I K DR
R THRELAEY(G0 mg, IR 41%)%2HF7-, EI-MS(m/z):292(M"), 294(M+2).
EREHI2 9 1 45-Pk Fa-T- XA FF -2 AFN-1-4AFNVALVK=)NT o=
A 2 FY1,2-a]% / VLAV —29)DERK

Pd(PPhs)s (18 mg, 0.016 mmol)FET. k&% 1 Vd (50 mg, 0.17 mmol)®
T4 /) —=NGml), AT (6 m)REBERICZMEKEET b U U AKE#(0.35 ml
YR O4-AF NV ANK=T = =1iE ) EE(4]1 mg, 0.20 mmo)Z %, B L <K
L7222 21 A BIE LTc, BUNEEWZBE TICRMEERE L. BB
KEMZ., 7 aaiRV LTl Uz, MEBTEXEET F) v LATEEL, I8
BL, BEEZBETREZE L, KEME VA TNI T L7 a< s 7T 75
BENE BB — F Lon-~F =4 )T LV ER L, RE(LEH(20 mg, IXR 32
%)% 187-, "H-NMR(CDCL/TMS) § (ppm):2.29(3H, s, Me), 3.02(4H, s, CH.CH:
), 3.14(3H, s, SO:Me), 3.77(3H, s, OMe), 6.42~6.54(2H, m, aromatic-H), 6.86

(1H, d, J=3Hz, aromatic-H), 7.46~7.49(2H, m, aromatic-H), 7.96~7.98(2H,
m, aromatic-H). EI-MS(m/z):368(M").

BEHI3 . 6-£E Fuxi 1.7 b T (kaWS-3)DRE . (EP 0325963 AZ M
)

6-A FF¥-1-7 b T 1 /(50 g, 0.28 mol) & 47% R ALK K EE(500m]) I B L |
1.5 A PNER LTz, FUNIEEMZ WAL, 7K(500 ml) %N x Kl F /1 (500
ml) C3EMH L7, MHiEE & L, fafngifk cre, KRBT ) AT
IR BUE TICIRMERE Uiz, BE®MEAn-~FY o — T DO BHEREL T8
BHREHMRORBE(LEW(38.52 o) % 15T1-, AUKEZBIE TICIRMERCE L, 728
MEL ) BITNRT L0 NI T T7EA% AF /—Nv—7aafikLb)II LD
BR L CRELEW(5.20 g, HRINE43.72 g, ILE 95 %)% 157-, 'H-NMR(CD
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Cls): 2.09(2H, m), 2.61(2H, t, J=7Hz), 2.88(2H, t, J=6Hz), 6.70(1H, d, J=2Hz),
6.78(1H, dd, J=2, 9Hz), 7.01(1H, s), 7.97(1H, d, J=9Hz).

BEF4 © 6-CAFNFAINNEALANFXV-1-T b T u L (bEWS-4)DhbE

: (EP 0325963 AZHR)

{LE#5-3(56.06 g, 0.35 mol)% 1 N/KER{L A U 7 A/KES# (346 ml, 0.35 mol)
AR L, ZOBRIOKE TRE LB LEILY A FNFF I NRFA )L (55.55
g, 0.45 mol) DTHF (200 m)AR # 1B CH T L=, WM THRGEAY =R
TOLRFIBHE L, BEFE—F /L (1.5 U v hA)THIH L7z, ik 2 fafn&EKQ.

0V v hA)THRE L, EKFEE~ 7 R 7 A CHIBRBIE TICEREE L,
BEMEL VTN T LI~ VT T T7EA% AF /) —N— 27 mafRLb)Z
F OB L CEBEKEBRYE S, ZOBKYICT—T /(200 ml)E X,
BREHRMLUTRMBEL, BEiZn-~F¥2(300 m)Z M TAER, BE FICHE
LCEARIRK L U TRELAW(77.04 g, 1L 89 %)%757-, 'H-NMR(CDCL): 2
.13(2H, m), 2.63(2H, m), 2.95(2H, m), 3.32(3H, s), 3.43(3H, s), 6.94(1H, d, J=
2Hz), 6.99(1H, dd, J=2, 9Hz), 8.05(1H, d, J=9Hz).
BEFIS 1 6-TAFNLANLNEALANFA-1-T b 7o ((bEWS-5)DRE . (EP
0325963 A% &)

tE&S-4(10.0 g, 0.04 mol)% I R T /LF A /(60 mD)IZEFB L., BRAICHIBEL
THI270°C TIRFRMEL L7, F/=, FAKIZ11.0 g(0.04 mo)ZMFE L, AL TLL
TORUMEEZITo>7c, RISEEW AR ICERICHEHT 2 L KB AEE S EEadt
WEREBLIRTNAFANDAUBITHBE LT, EEREEZASWML, n-~FH
THEHERETICEE L TRELLEMWA.68 955, FEAEMKEIZII ookl
LDIZEREL, YAV AT Asa~w b T7EZ aaFR L)L BRI
o BNAFY U —T—T N b S L CHREAEKE L TREILAY(16.87g :
MBIV E18.55 g, INE 88 %)% 157, 'H-NMR(CDCL): 2.12(2H, m), 2.63(2H, m
), 2.95(2H, m), 3.02(3H, br-s), 3.07(3H, br-s), 7.37~7.43(2H, m), 7.99(1H, d,
J=8Hz). ‘
BEPI6 : 6-AFTNTFA-1-T T u ({LaWS-6)DRE : (EP 0325963 AL
)
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LA #S-5(19.36g, 0.08 mol)% A % / —/L(230 mD)IZHEE L. Z OIETRIZ/KER
£+ bV 7 4(13.67 g, 0.34 mo) & NN X 2FFFEIE WBIBFE L7=. RICIREW % K&
L, B LML X H5{AFI/(13.23 g, 0.09 mol) % /N x 2HE[HEIE IR IK L 7=,
FOGIRE W % BIE TICIRMEEZE L, RE®IZKEZIMZ 7 o akL s T2EE L
., AL A L. fafiRiEK T, BAREBE~ /XU ATHEL, BET
BT E L, BEWE 7 aafR LV AICERL, EERAEL-ZEBETICE
TR L, MR OMAERD LB, HERD En-~F VL~ naRLLnbiE
mfb L. #@E7 ) X LBOREILEW11.79 )& fHle, AREZBETICR
MEEL, BEWE VAV T A~ ST 7HEZ aa kL)l K 0
B TREAY1.37 g $INE13.16 g, INF 88%)% 7=, 'H-NMR(CDCl):

2.10(2H, m), 2.49(3H, s), 2.60(2H, m), 2.90(2H, t, J=6Hz), 7.02(1H, d, J=2H
z), 7.11(1H, dd, J=2, 8Hz), 7.92(1H, d, J=8Hz).
BEGFT . 6 AFNTFA1-T FTuAx v LA(LEYS-HORE - (PCT/US9
2/02271% FR)

KE2 m)ICER TEBELLRPOEEET U ¥ A(11.23 g, 0.14 mo) R UMERR
Faxi 7 (951 g 014 mo) 2 &ML, ZDHEKIZTF ) —/ (70 mD) X
WMLEWS-6(13.16 g, 0.07 mo) &Mz 7=, RIGREWHENIRTSCE THRAIZH
iR L(#J40~5047), 75~80C TT6@lE#E L7z, RICIREM & WNIR32°CLLTIZ
WHRL, KRGO m)FUTEE, KA DERBILERY % AB L, W8k LT,
AR E T —T L THE, WETICERE L, MEREHKRE L TRELEY14.09

g, INEK 99 %)% 7-, 'H-NMR(CDCl:): 1.85(2H, m), 2.47(3H, s), 2.71(2H, t,
J=6Hz), 2.78(2H, t, J=7Hz), 6.99(1H, d, J=2Hz), 7.06(1H, dd, J=2, 8Hz), 7.78
(1H, d, J=8Hz), 8.09(1H, br-s). EI-MS m/z: 207(M").

WEFI1 1 T-AFNVFA-2845-7 Tk Fa-1H-1- XU X7 EE-2-F /(
e 1 )DL -

85 % 1 AEE(60 mDIZHEHR L7270 A Y AEE(100 g) % MZ90°CIZMEAL 7=,
FDIRAEMITILEHS-7(8.58 g, 0.04 mol) & 4y EI L T(#I30~40) Nz, 4B
B L, RIGIREMZERICHAL, B LA oKkAKPITmA, i+ 2k
By 4 FEE— L C2RIH L, fitlikaa L. fafngik T, EKmnE
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v XU L TR, EEROEZBETICREGE L, BEWEV Y h 50
ATL7aw  NTTTHEABAY ) ==k LN LD ERL, %Rike
Bk L L TRELEW(2.76 g, WK 32 %)% 157/-, 'H-NMR(CDCL): 2.20(2H,
m), 2.33(2H, m), 2.47(3H, s), 2.76(2H, t, J=THz), 6.88(1H, d, J=9Hz), 7.07~7
.13(2H, m), 7.58(1H, br-s). EI-MS m/z: 207(M").

a1 cDBIREE

{LAHS-7(1.56 g, 7.53 mmol)% &Y > (15 m)IZERE L, = OIEIRICH bp-
FLx o AR =/1(1.58 g, 8.28 mmol) & Ml x. 50~60°C T1EE@EH L7, K
WT, RIGIBEM % 1055 AR L. BE TIZRMERZE Lz, ZREMITIKK
Mz, B FAC2EHE L, itk E e L, 1 NiEBE R OREmREK Tk
W, KBS~ 7RV U A THER, EHERCOEL, BETICREEE L, 7%
B VTN T hoa<s NTTT7HEA%AY ) —NL—7aafR)Lb)Nl &
DL, REEEMEL L TRBEILEM(648 mg, IR 42 %) 2157,

BIEFI1 2 : T-AFNFA-1-2-AXY Tt )N)-2345-T hTk a1~
ATRE-2-A (LAY T 1) DREE -

RAET = b (25 mDIZILEY 1 c(960 mg, 4.63 mmol), FAKREED U & A (96
0 mg, 6.95 mmol) %X O'TEBAC(369 mg, 1.62 mmol)Z Mz, ZDREWIZI o
27 b (1.54 g, 16.67 mmol)Z3ENZSEI L THMZ, L <HBH L2524
FRFA PRI Lo, RISIREMDOREMETRE L. 7 2 aR/L AT, 85
WEa L, BETIKEBE L, ZBME S VATV T L0~ 7T 7150.5

%AZ ) —N—7aaRALN LD ERL, BESERRY & L TREEY(
1.10 g, X 90 %)% B7=, 'H-NMR(CDCL:): 2.15(4H, s), 2.17(3H, s), 2.31(2H,
t, J=THz), 2.45(3H, s), 4.50(2H, s), 6.92(1H, d, J=8Hz), 7.06(1H, d, J=2Hz),

7.09(1H, dd, J=2, 8Hz). EI-MS m/z: 263(M").
REFI1 3 0 2-AFN-8AFNLFA-456-b) b KagfIFV[1,2-al XV XT
P (LEH T 1 1HDORGE .

e 1 1¢(1.10 g, 4.18 mmol) % FEEE(20 mDIZEREL . Z DERICEEEET »
F= U L(3.22 g, 41.80 mmol) &M%, SKFRIEFHEN L7z, WEH 3 & RERIC
BB L, BEME IV ATN DT LIa<w NI T THRQA%AS ) —N—7 0
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PRV LN L VR L CREBEEE S L TRELE®(730 mg, INFE 72 %)%
7=, 'H-NMR(CDCls): 2.29(2H, quintet, J=7Hz), 2.31(3H, d, J=1Hz), 2.57(3
H, s), 2.63(2H, t, J=7THz), 2.76(2H, t, J=7THz), 6.86(1H, d, J=1Hz), 7.20-7.33(3
H, m). EI-MS m/z: 244(M")

BEF 14 1.70F-2-AF N8 AFNFA-456-F Uk Fus I FY[1,2-3]
RUARTPE (ka1 Ve)DRIE -

&% 1 1 1d(300 mg, 1.23 mmol) % FFEL(6 m)IZIEREL . Z DEIRIZNBS(2
40 mg, 1.35 mmol) /1 %, X L CEIR T1:MEE Lz, BEH 5 & Rk
BN L, BEWE VI IAD T A aw NS T TEG aabmL L)LY
B CHEEaRE L L TRELAY(250 mg, LR 63 %)% 157-, 'H-NMR(CDC
l): 2.05~2.13(1H,m), 2.22~2.61(4H, m), 2.23(3H, s), 2.51(3H, s), 2.85~2.93(
1H, m), 7.17(1H, d, J=2Hz), 7.21(1H, dd, J=2, 9Hz), 7.30 (1H, d, J=9Hz). EI-
MS m/z: 322(M").

BIVEBI1 5 2-AF/L-8-AF )N ALKR=/L-456-FJ b KA I #V[1,2-a]=
VATEE(LEYM I 1 1e)DRIE :

tE&® 1 1 1d(240 mg, 0.98 mmol) (L A F L /(5 m)IZIEREL . Z DK
IZmCPBA(373 mg[90 %], 2.16 mmol)%# i1 %, FiR CIRHEEHR L=, KIGRE
MEBAF L THIRL, 7T%REEKFET N U LKERE ORI EEK T
. EAKRREET MY U LA TEIRE, BIETICREEE Lz, BEWME Y DTV
SLruw NI T7EO05%AE ) ——runRLLN LD ERL, EaE
k& LTRELEW(R00 mg, INER 74 %)% 157-, 'H-NMR(CDCls): 2.25(3H, d,
J=1Hz), 2.30(2H, m), 2.66~2.74(4H, m), 3.09(3H, s), 6.86(1H, d, J=1Hz), 7.4
1(1H, d, J=9Hz), 7.85~7.95(2H, m). EI-MS m/z: 276(M").

BEH16 : 1-70F-2-AF)N-8AFNANK=/L-456-F) b RafIFY

[1,2-a] XV AT ((bESD T VHORE -
a1 1 1e(180 mg, 0.65 mmol) % EEfE(5 mDIZEEAE L. Z OBERIZNBS(
28 mg, 0.72 mmol)Z M % . # L CTER TIRFRIEH L, WEF| 5 & RERIC
BB, BBWE LIV ITN T L7 0w NI T T7EOL %AY /) —NV—r 0
BARLLNC L DRERL, BAEEE L TRELAY (220 mg, INFE 95 %) 257
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. 'H-NMR(CDCLy): 2.11~2.20(1H, m), 2.24(3H, s), 2.29~2.43(2H, m), 2.53~
2.64(1H, m), 2.71~2.80(1H, m), 2.91~3.02(1H, m), 3.12(3H, s), 7.58(1H, d, J
=8Hz), 7.93(1H, d, J=2Hz), 7.95 (1H, dd, J=2, 8Hz),). EI-MS m/z: 354QM").
EMHI30 : 1-AAPXL T2 AFNL-8-AFAFA456-F )k o
A IFV[1,2-al X AT (LEWMV —30) DA :

L& 1 Ve(150 mg, 0.46 mmol) X Up- A F F 7 = =T ) FE(85 mg, 0.56

mmol)% ML T2 ml)—x ¥/ — A2 ml)BRIZIEREL., ZOBEKIZ2 MREE
F bV 9 LKEE (2 ml) & O'PA(PPhs)«(37 mg, 0.03 mmol) & Mx., 7/ I H
AFEKTEL B LA 522 B BRI L, RINREWEZBIETICHR
BL., ZEWE 7 aaR/VAIER L, T%REAKFET b U LAKERK O
RIEKTHES, HEKEBES ) UL CRERE, BETICRGEZE L, REDE v
VHHENIT LIa< T T T7HEO5%AY ) —/—7 ok LR
L. REGMERES & L CRELAY (155 mg, ILFE 95 %)% 157z, 'H-NMR(
CDCl): 2.22(2H, m), 2.26(3H, s), 2.45(3H, s), 2.56(2H, t, J=7Hz), 2.69(2H, t,
J=THz), 3.78(3H, s), 6.48(1H, d, J=8Hz), 6.80(2H, d, J=9Hz), 6.87(1H, dd, J=
2, 8Hz), 6.94 (2H, d, J=9Hz), 7.16(1H, d, J=2Hz). EI-MS m/z: 350(M").
EHEF 31 : 1-A-A PFT T2 =)1).2- A FN-8-AFNANK=/V-456-bY
E RoA 2 FYV[1,2-a AT HLEHV —31D)DEEK :

L&V — 3 0(155 mg, 0.44 mmol) (L A F L > (10 m)IZIEM L, Z DA
#IZmCPBA(196 mg[90 %], 1.02 mmol) % X, ZEiB CIRFEBEH L7z, KGR
EMEBCATF L THERL, 7T %REBEAFET MY U LKEERROERIIBEKT
Verg., MOKRREET RV U ATHMER, BIETFICRGEEZE L, BEME )70
HThraw v T T T7EOS%AY ) —/—raoR/LLIZLDERL, BE
TENT 7 AEKE L TRELLED(QT0 mg, INE 96 %)% &=, 'H-NMR(CDC
l:): 2.10~2.48(3H, br), 2.27(3H, s), 2.78~2.87(2H, br-m), 2.90~3.08(1H, br),
3.07(3H, s), 3.79(3H, s), 6.73(1H, d, J=8Hz), 6.82(2H, d, J=9Hz), 6.93(2H, d,
J=9Hz), 7.58(1H, dd, J=2, 8Hz), 7.91(1H, d, J=2Hz). EI-MS m/z: 382(M").

LMV —31BIERARKE : {LE&% 1 V(210 mg, 0.59 mmol) & Up- A b F ¥
7 = =/UiE ) BE(108 mg, 0.71 mmol)% x> (3 ml)— =4 / —/1(3 ml)iRiK
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IR L, T OWIRIZ2 MREET b U U AKEEK(3 ml) S U'Pd(PPhs)s (46 mg, 0.
04 mmol) &Nz, TN HAFERITE L B LA OIRHAHER L -
o FEEf3 0 LEHRICHELE L, BEME ) AITN AT L av b T T TEQO
S %ALY ) —N—raaRN )N LV IER L TRELEY(78 mg, INE 35 %)
25Tz,

@EFI1 70 34-VE FR-6-AFNTFA20H)-F /Y v FAL(LEHV 1a)D

N

i

i
(o

b
(ol

LA 1a(3.07 g, 15.9 mmol) DTHFE#& (150 ml)iZ Lawessond#(3.29 g, 81
4 mmol)Z M %, EIR T22RRIBEIE L, KINEAYEBE TICBMBEE L,
BEWIZTE ) —NVEMAAEYEES., R T5Z LIk VRELLEWEOg,

X R90%) % 7=, EI-MS(m/z):209(M").
BEFI 18 . 34-VE Fu26-PAFATFAX /YL ULEHV I 1a) Dl .

KET. LBV 1a3.0 g, 14.5 mmol) DTHFE (150 mmol)iZk3&{k7F b
U 725041 g, 17.1 mmo)ZMA, 160MHEH LIz, KT, L IEAF/LQ25

g, 17.7 mmol) % Mz, TR CI18FfIEH: L=, RIGIREW & BIE T IZIRMERE
L., BEMITKEMZ, 7 aar/LLTHl Uiz, MBERITEKEEST MY O L
THREL, AL, AREBETICREERR Lz, BBME VATV T LT
nv NS 7EFEE: JoaRL )L 0ERL, RELAWA.84 g IR
57%)% 57, "H-NMR(CDCL/TMS) § (ppm):2.47(2H, t, J=8Hz, CH>), 2.48(3H,

s, Me), 2.51(3H, s, Me), 2.75(2H, t, J=8Hz, CH:), 7.00(1H, m, aromatic-H), 7
.12(1H, dd, J=2, 8Hz, aromatic-H),7.18(1H, d, J=8Hz, aromatic-H). EI-MS(m/

2):233(M").
REEF19: 34-Yk Fa. (2-@-APXTTx=)l) 24XV EIFATI )]
G AFNFAX /) VA ALEHV I T Ta)DhE -

MU =F A7 32(0.36 g, 3.56 mmol)FET., {LEHV I 1a(0.76 g, 3.41 m
mol)D 7 & k= kU AYER(E0 mI)ic2-7 2 /-4~ A hF LT ® N7 x /) VIERIE
(0.70 g, 3.48 mmol)Z M x ., 24RRIEPIRN L7z, SUSIRE W% BUE TICHRAE
BEL., BEWMIKkEML, 7ok s T Uz, fiHKRITEKREET MY
ULTHMEL, AL, AREZEETICEMREZE Lz, ZEMIOEORRRTF
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NEMZ, NEYE 5B, BT 52 & TRELE®(0.88 g, INFE 76%) % #5/-
» "H-NMR(DMSO-ds/TMS) § (ppm):2.47(3H, s, SMe), 2.92~3.04(4H, m, CH:
CH>), 3.89(3H, s, OMe), 5.21(2H, s, CHz), 7.10~7.22(5H, m, aromatic-H), 8.0
4~8.07(2H, m, aromatic-H), 11.38(1H, br-s, NH). EI-MS(m/z):340(M").
EHEFI3 2 : _45-VE Fa-1-4-A X T2 =W T-AFAVFAA I FV[1,2-a
¥/ ) UkEYMV —32)DERK

L&V I 1 Ia(l.71 g, 5.0 mmol)® kL= U EFHR(300 ml)iZ EKp- h x>
AV E2(0.44 g, 2.56 mmol) A NN R, 18KFFIEMER L7z, RIGIREY &
ETICREREL, BEDICKEMA, 7 ard A THE LUz, MERiTEX
WEEFT FY U ALTRHEL, AL, AREZBETICRGLE L., BEWE Y
HENH S A T T T7EGeaRLLII L 0BERIL, RELEWQ1.38g
, IR 86%)%757-, "H-NMR(CDCL/TMS) § (ppm):2.46(3H, s, SMe), 2.97~3.0
9(4H, m, CH:CH>), 3.86(3H, s, OMe), 6.72(1H, d, J=8Hz, aromatic-H), 6.88~
6.97(4H, m, aromatic-H), 7.19(1H, d, J=2Hz), 7.26~7.29(2H, m, aromatic-H)
. EI-MS(m/z):322(M").
EhEiFl3 3 0 4,5-Vk Fa-1-4-A X T2 =/W)-T-AFILVANLF=AVA I HZ
V1,2-a]¥% / VL ULEHV —3HDERK

L&V —32(0.59 g, 1.83 mmol) DHE{L A F L L EHK (30 m1)IZmCPBA(0.79
g, 4.60 mmol)Z AN x . ZEiR C22RFMIHBH L7, RINREW & BE TIZRMEFE
L. BEYIIKEMZ, 7 ook ATl Uz, MEHRISEKRES Y U A
THREL, ABL., AREBIETIRMGEE L, ZEWMEL VATV NI L0
M7 7EG ra RV VERL, RELEW(0.56 g, ILFR 86%) %1%
7= 'H-NMR(CDCI/TMS) § (ppm):3.06(3H, s, SMe), 3.10~3.14(4H, m, CH.C
H:), 3.87(3H, s, OMe), 6.95~6.97(2H, m, aromatic-H), 7.02(1H, s, 2-H), 7.24

~17.27(3H, m, aromatic-H), 7.59(1H, dd, J=2, 8Hz, aromatic-H), 7.89(1H, d,
J=2Hz, aromatic-H). EI-MS(m/z):354(M").
EMEFI3 4 2-708-45-U€ RE-1-4-A X T 2 =/W)-T-AF VA )NFK=
NA IHFV[1,2-alF% /U ({bEHV —3HDERK

{t&#V —33(100 mg, 0.29 mmol) DEEFLYE R (5 m)IZNCS(55 mg, 0.41 mmo

-35-



WO 01/29038 PCT/JP00/07201

DZEMZ. 24FFREFERR L. RINREWZAKKPITEE, 7 ok A TH
U7, MMEHRITEARET Y O LATHEBEL, ABL. AREZBETICRGEL
Lz, BEWE ) W TNI T Ly a<w 87T TEEBETSF LV n-~%H =4
DIZE VBRI, 7TEALT 7 AR L L TRELEH (A0 mg, INFE 36%) % 157

» 'H-NMR(CDCL/TMS) § (ppm):3.05(3H, s, SO:Me), 3.07~3.15(4H, m, CH:C

H:), 3.89(3H, s, OMe), 6.84(1H, d, J=8Hz, aromatic-H), 6.99~7.01(2H, m, ar
omatic-H), 7.27~7.29(2H, m, aromatic-H), 7.58(1H, dd, J=2, 8Hz, aromatic-

H), 7.88(1H, d, J=2Hz, aromatic-H). EI-MS(m/z):388(M").

EMBI3 5 ;0 2-TuE-45-Vk Ru-1-(4-A b F T T2 =) T-AF L ALK

NA I V1,2-a]%/ ) (LEHV —35)DERK

L&V —33(0.56 g, 1.58 mmol) DEEEATA K (20 ml)iZNBS(0.31 g, 1.75 mmo
DA, =R CT24REMBEH L, RISEREWEKKICEE, 7 ook s TH
HU7z, MHRTEKFEEE S NV v ATEEBL, 8L, AREZEE TRGEEZE
Liz, BEBME YV ATNAT A< M I T7EZ raRL LN L BRL
. RELAY(0.48 g, INFE 70%)%H7-, mp.114~116°C, 'H-NMR(CDCL/TM
S) 6 (ppm):3.05(3H, s, SO:Me), 3.08~3.15(4H, m, CH.CH-), 3.89(3H, s, OMe),

6.80(1H, d, J=8Hz, aromatic-H), 6.98~7.01(2H, m, aromatic-H), 7.26~7.29(
2H, m, aromatic-H), 7.57(1H, dd, J=2,8Hz, aromatic-H), 7.88(1H, d, J=2Hz,
aromatic-H). EI-MS(m/z):432(M"), 434(M+2).
EWiFI36 0 2T /-45-PE Fa-1-(4-A bF T T 2 =) T-AF L RA)LEK=
N I HFV[1,2-alF% /U (LEHV —36)D AR :

&V —35(0.60 g, 1.40 mmol) DMFIE (1 mDIZ > 7 {k$R(1)(0.15 g,
1.67 mmo)Z Mz, 7T FEHAT170°C CLOREEIRE L, RISIRE Y % EE
BLFLTHERL, TEWEETA by RERAWTAE L, AKITEAfEE
K THEHFBREXGET P U LATHEEL, AB LT, AREZBETICRMEEE L
BEME ) ISNAT AT aw NT T THEG%A S ) —VIT aaRi L)
LRRIL., RELEYAO mg, INE 8%)%157-, mp.208~209.5C, 'H-NMR
(CDCL/TMS) 6 (ppm):3.07(3H, s, SO:Me), 3.13~3.16(4H, m, CH:CH:), 3.90(3
H, s, OMe), 6.96(1H, d, J=8Hz, aromatic-H), 7.01~7.05(2H, m, aromatic-H),

-36-




WO 01/29038 PCT/JP00/07201

7.34~7.37(2H, m, aromatic-H), 7.64(1H, dd, J=2, 8Hz, aromatic-H), 7.94(1H,
d, J=2Hz, aromatic-H). EI-MS(m/z):379(M").
EREBHI3 7 0 45-Vt Fo-1-(4- A XV T 2=V T-AF )V ANK=)V-2- 1 )
INFarFNAIFY[1,2-alF%/ VL (LEHV —3DNDERK :

&4V —35(0.48 g, 1.11 mmol)DMAEK (15 ml)iZ k U 7 VA4 o Erfg+ k
Y 7 1(0.61 g, 4.51 mmol) R TNI V{L4R(1)(0.42 g, 2.22 mmol)% il %, 18FFfH
ZWER L, RISIRAWIZ/ ua kL Ak 0.5 NEEBY M THRL, KE
IRE/ma VATl L, ABBEE L. REMEET A by RERAW
TAE LTz, AIRITEAFIREEAK CHRIEZEKKES M) U LATEREL, ALK
o AREBIETICEMHE L, REWE LV IITNI T L a~ 7T TIEEE
BT Am-~FH =D I VERL, RELE®WO.1 g, INR21%) & HF,
H-NMR(CDCL/TMS) § (ppm):3.05(3H, s, SO:Me), 3.15(4H, s, CH.CH:), 3.89(3
H, s, OMe), 6.71(1H, d, J=8Hz, aromatic-H), 6.98~7.12(2H, m, aromatic-H),

7.25~7.29(2H, m, aromatic-H), 7.55(1H, dd, J=2, 8Hz, aromatic-H), 7.90(1H,
d, J=2Hz, aromatic-H). EI-MS(m/z):422(M").

BEFI 20 0 45-Pk Fa-3-T hF I HNR=N-T-AFLFFA I FV[1,5-a]
X/ UV (kEM 1 Xa) DR .

LA 1 a(7.89g, 40.88mmol) DFLIEDMF(116m)IFIRIZ, T/ =2 H AEH
KRFTKRHLENBSEH Y A tert-7 b ¥ K(5.05g, 44.97mmol) % 1 2 1045 fH
BHLE, ZORIGRIZZ aa ) ABEYTF 1 (14.11g, 81.76mmol) % It X 557 [
BEE%, A4 Y27 EiEE = F1(6.94g, 61.32mmol) D # R DMF(64ml)iE ik & O
H U A5 tert-7 b ¥ F(6.88g, 61.32mmol) & N %, 17BFHINIG S ¥, 2D
B, BEIERECLER &, KKICRGRGREZEEHHEABL, 70
BRIV LR LTz, 7 a RV AR A K CledE L, EKEEET F ) U A TE
B BETICRME UHRBILEWER, ZObDE VATV T LI a< b
77 7E ATV EHBTFL=1:1-2:3-23: 71 HIC L VBR L, &
eetEEG & L CREILAMB.01g, N 26%) %157z, 'H-NMR(CDCL/TMS) § (
ppm) : 1.42(3H, t, J=7Hz, CH:CH:), 2.51(3H, s, CH:sS), 2.93(2H, t, J=7Hz, C
H:CH>), 3.34(2H, t, J=7Hz, CH.CH.), 4.40(2H, 8, J=7Hz, CH:CH>), 7.21(2H,
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m, 6-H & 8-H), 7.39(1H, d, J=9Hz, 9-H), 7.98(1H, s, 1-H). EI-MS(m/z) : 288
[M']
BEFI21 . 45-VE FE3-Z FFUVHINARN-T-AFALVANLF=NAL I FY]
1,5-a]% /U (ke 1 Xb)DHE .

L& 1 Xa(3.01g, 10.45mmol) DIF(k A F L A (T5mIAKRIZ, K TmCPB
A(4.51g, 26.13mmol) DL A F L o (T5m)BERZ T T Uiz, KiG T 2.5 #:
L7ctk, RISHBEELAF L THRIRL, BB 2 afKREBEKFET b ) U LbKE
WRCHEE, HEAKBRBEET Y VA THEEREL, BETICRERE L, REHE Y
HENAT LI aw NI T T7EABAY /) —NVEF7 oL AN LD ERL
. FEEEEA L L TRELAY(3.28g, INE 98%) % B7-, 'H-NMR(CDCL/TMS
) 0 (ppm) : 1.43(3H, t, J=THz, CH:CH:), 3.07(2H, t, J=7Hz, CH:CH:), 3.10(3
H, s, CHsSO), 3.41(2H, t, J=7Hz,CH:CH.), 4.42(2H, 8, J=7THz, CH:CH.), 7.
66(1H, d, J=9Hz, 9-H), 7.95(1H, dd, J=2, 9Hz, 8-H), 7.96(1H, d, J=2Hz, 6-
H), 8.09(1H, s, 1-H) EI-MS(m/z) : 320[M']
BERI2 2 0 1-72FE-45-U Ra-3-T hX T HNR=JL-T-AF )V A)VFR =)V
AIFJ[1,5-alF /U rUbEmXa kD 1-7 0 E-3-= bF LR =/L-T-4
FIVANF=)A I H[1,5-alF% /U (LA Xb)D&LE -

EHAEZRP, (LAY Xb(1.98g, 6.19mmol) D7 & k= k Y /L (190m)iFHKIZ
. E{RTNBS(1.82g, 13.61mmol)% Nz . 1.58FFINMEGEG L7z, RKISK%E BE
TIBGEEE L, BEME 7 o adR /L LIER L, K TS, BAREBST N Y
LATHBEL, BETICRGEHE L, BBWE LV ATNAT o0 v T57
B oAV BERL, BREEEE LT Xak XbDIREW(2.1
8g, 'H-NMRttXa: Xb=6: 1)2HB7-, N HIINERED-H, TOEEHKRD
RIGCERA Lz, {tAd%Xa: 'H-NMR(CDCL/TMS) § (ppm) : 1.42(3H, t, J=
7Hz, CH:H.), 3.02(2H, t, J=7Hz, CH.CH.), 3.11(3H, s, CH:S0), 3.36(2H, t, J
=7Hz, CH.CH>), 4.42(2H, 8, J=7Hz, CH:CH>), 7.97(1H, d, J=2Hz, 6-H), 7.9
9(1H, dd, J=2, 9Hz, 8-H), 8.41(1H, d, J=9Hz, 9-H) EI-MS(m/z) : 398[M'], 40
0[M'+2]

{tE&#HXb : 'H-NMR(CDCI/TMS) § (ppm) : 1.48(3H, t, J=7Hz, CH:CH>),

-38-




WO 01/29038 PCT/JP00/07201

3.16(3H, s, CHsS0:), 4.50(2H, 8, J=7Hz, CH:CH:), 7.47(1H, d, J=10Hz), 8.1
9(1H, dd, J=2, 9Hz, 8-H), 8.28(1H, d, J=10Hz), 8.39(1H, d, J=2Hz, 6-H), 9.
61(1H, d, J=9Hz, 9-H) EI-MS(m/z) : 396[M'], 398[M"+2]
Eiiff|3 8 : 45-k Kkn-3-= l\ﬂ?“/ﬁ/bﬂf:ﬂ/-l&-m-)‘ K7 x=))-7-2
FNANF=NAIE[1,5-alF% /U (bEHX T — DR 3- FF AR
ZN1-(4-A FXTV T 2= V) T-AF VALK = VA I X V[1,5-al% 2 U (ke
WX 1 —2)DERK :
BEF 2 2 TRIE L7Z{bEWXad XbDEEW(2.18g)D kL= (200ml)-=
& ) —(100mIERIZ, BIET4-A bF 7 x =/LiF D B(1.25¢, 8.20mmol),
Pd(PPhs)s (0.63g, 0.55mmol) X U2MREL T + U 7 A K#E#(10.9ml, 21.86mmo
DEMZ, 7L HAFEKT25ERMBGER L, RIGEAWEBEETIC
RAEZE L, RBYWE 7 oafR )V LIIEEL, KTHE., EXWEES ) VLT
B L, BETICEMERZE Lz, BEWE V5NV AT 60~ N7 T 716G
UEFEE T FLEFY 7 A F U—10% B FALEFT7an A Z NILKY
BRL, RREEEE L TRELLAMX T —1(2.13g, XK 81%QILRR) & {LAY
X 1 —2(0.34g, WHR13%QILE)NEZE < HBEE L/, {LEWX T —1: mp.196~19
8°C, 'H-NMR(CDCL/TMS) 6§ (ppm) : 1.42(3H, t,J=7Hz, CH:CH:), 3.07(2H, t, J
=7Hz, CH.CH>), 3.08(3H, s, CH:SO:), 3.38(2H, t, J=7Hz, CH:.CH.), 3.87(3H,
s, CH:0), 4.44(2H, 8, J=7Hz, CH:CH.), 6.95(2H, d, J=9Hz), 7.08(1H, d, J
=9Hz, 9-H), 7.47(2H, d, J=9Hz), 7.62(1H, dd, J=2, 9Hz, 8-H), 7.94(1H, d, J
=2Hz, 6-H) EI-MS(m/z) : 426[M']. {tE# X 1 —2 : mp.244~246C, 'H-NMR
(CDCI/TMS) 6 (ppm) : 1.47(3H, t, J=7Hz, CH:CH>), 3.09(3H, s, CHsSO0:), 3.9
3(3H, s, CH:0), 7.07(2H, d, J=9Hz), 7.43(1H, d, J=10Hz), 7.55(2H, d, J=9
Hz), 7.74(1H, d, J=9Hz, 9-H), 7.79(1H, dd, J=2, 9Hz, 8-H), 8.32(1H, d, J=1
0Hz), 8.33(1H, d, J=2Hz, 6-H) EI-MS(m/z) : 424[M"].
LEMX 1 —1DFIREM (LEWX 1 —20FAERT) :
fEa#®X 1—2(0.61 g, 1.44 mmol) DHEEZ(60 m)AE 12, 10% Rh-Al0s(1
00 mg)# Mz, KFEHFAFBEK T, SOCT2HMBH Lz, RIGKAERE TH
HU. faFREEKR T MU v AKBERCTFML, ZeasL ATt L, 78
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ARV LABESIL, SAFIREK TS, KBS ) VLA TREL, BET
WCEBEEE L, BEWE VSN T LIa< 8T T TiE@n-~F o B
BEFN=2: 3L VR L, FaEEEL L TRELE®0.54 g, ILE 89%)
=

EMFIS3 9 : 3HAEFTA45-UE Fa-1-(4-A FF VT 2 =/)-T-AF LA
B=A IFV[1,5-alF /Y L ULEHX T —3)DEK :

L& X 1 —1(1.20 g, 2.82 mmol)D A ¥ 7 —/L(250 mD)BFKIZ, ZER TIN
KEE{LF Y ¥ A(14.1 ml, 14.1 mmol) & il x, 200FfIMBLEFE L7z, BUGK %
1 N &R TpH 5~6IZFRAR L. BETICIRMERE L1z, EEWE 7 oo RV AT
i L. fAfn Ak CHRig, BKEIEEST MY U ATHBR L, WETICEREEZEL
. fEetEEE E L CRBLAY(1.02 g, INFEI1%) % 157, 'H-NMR(CDCL/TMS)
§ (ppm) : 3.07~3.11(5H, m, CHsSO: & CH>), 3.39(2H, t, J=7Hz, CH.), 3.89(
3H, s, CH:0), 6.98(2H, d, J=9Hz), 7.12(1H, d, J=9Hz, 9-H), 7.47(2H, d, J=
9Hz), 7.65(1H, dd, J=2, 9Hz, 8-H), 7.96(1H, d, J=2Hz, 6-H) EI-MS(m/z) : 39
9[M']

EREFI40 0 45-PE FE-1-(4-A XV T2 = V). T-AFNVALFT=)NVA IF
Y[1,5-al%/ VA (bEHX T —HDEHK

LA X T —3(0.96 g, 2.41 mmol)DF / U (3.5 ml)AEHKIZ, ZEiR THHEHR(
168 mg, 2.65 mmol)Z N % . 220~225°C T1EM#@HE L1-, RIGKRIZZ vk
NEEMZ, FEHEAEL, AREEFIREK TS, KBS M) VAT
B L, BETIZREEZE L., EWE VTN T a7 T 713
0% B = FLEFT /7 aa A ZNIEVERL, TEALTZ 7 AHEKRE LTER
BILAEY(0.39 g, INR 46%)%157-, 'H-NMR(DMSO-ds) § (ppm) : 2.90~3.05(4
H, m, CH:X2), 3.21(3H, s, CH:SO>), 3.82(3H, s, CH:0), 6.95(1H, s, 3-H), 7.
00(1H, d, J=9Hz, 9-H), 7.03(2H, d, J=9Hz), 7.42(2H, d, J=9Hz), 7.64(1H, d
d, J=2, 9Hz, 8-H), 8.00(1H, d, J=2Hz, 6-H) EI-MS(m/z) : 354[M’]

Eiifflda 1 : 3-708-45-V FE1-4-A XV T 2= W) T-AFVANK=
NAIF[1,5-alF / Vv (bEHMX T —5RV8-7 80 1-1-4-A bF LT x=)1)
T-AFNANFT=Z A IFV1,5-al% /) VA {EEHX T —6)DERK :
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LA X 1 —4(240 mg, 0.86 mmol)% 7 k= k U /L (12 ml)IZ¥EfE L. NCS(
90 mg, 0.68 mmol)Z Mz T, EXT45°CTAR B LT-, RISKRAZBE TIZ
BAEE L., BREBYWE 7 oo RV AZER L, KTHE, EBARES M) VAT
WMREBETICRELE L, BEDE VISV AT L0~ N 7T 7KIZK
DREBIL ., RICEHTAESZBETICRHEEE L, n-~FYr—soakilh
MHOERERE L TEAEHIRE L LTEEHX 1 —6(41 mg, IFE16%) % Fiz, KW
THEHT2ESZBETICEBHEEZE L, n-~¥H o —JaafR L ihbBiEa L
THHEAEGB E L TEEWX 1 —5(110 mg, INR42%) %2572, (LEHX 1 —5:

'H-NMR(CDCls) § (ppm) : 2.89~2.95(2H, m, CH:), 3.01~3.08(2H, m, CHz),
3.05(3H, s, CH:S0:), 3.85(3H, s, CH:0), 6.93(2H, d, J=9Hz ), 7.10(1H, d, J=9
Hz, 9-H), 7.43(2H, d, J=9Hz), 7.59(1H, dd, J=2, 9Hz, 8-H), 7.90(1H, d, J=2H
z, 6-H). EI-DI m/z : 388[M']. {t&#X 1 —6 : 'H-NMR(DMSO-ds) § (ppm) : 3.
24(3H, s, CH:S02), 3.88(3H, s, CH:0), 7.15(2H, d, J=9Hz), 7.46(1H, d, J=10H
z, Cs or Cs-H), 7.52-7.63(4H, m), 7.84(1H, dd, J=2, 9Hz, 8-H), 8.44(1H, d, J=2
Hz, 6-H). EI-DI m/z : 386[M].

Efifl4 2 1 3,5-780-1-4-A XL T 2= )WV)-T-AFNLANVK= VA I F
V1,5-a]F% /Y AULEBX T —TDERK :

LE#HX 1 —4(0.13 g, 0.37 mmol) D> 7 & F= k U /L (3 mD)FKIZ, EIRTNC
S(86 mg, 0.66 mmol) % fiN 2 50°C CTREfIH I L7z, RUSHKRIZZ B e kL bzl
Z., PAFIAEIK CUEE., |ARMEET MY U ATHEE L, RV CHE FICRGELE
Lz, BEMELVVISNIT L7 a~ k7T 7HE0%n-~F 4 EFEEET
FANCLVHERL, HEERGKLE L TRELEYB4mg, IR 22%) R MLEHMX
I —6(17mg, LR 12%)%157-, 'H-NMR(CDCl/TMS) § (ppm) : 3.11(3H, s, C
HsS0»), 3.93(3H, s, CHs0), 7.07(2H, d, J=9Hz, aromatic-H), 7.53(2H, d, J=9H
z, aromatic-H), 7.58(1H, s, 4-H), 7.78(1H, d, J=9Hz, 9-H), 7.82(1H, dd, J=2, 9

Hz, 8-H), 8.65(1H, d, J=2Hz, 6-H). EI-DI(m/z) : 420[M"], 422[M"+2], 424[M"+
4]. |

EWifl4 3 : 3-7BE-45-Vk F-1-4-A X 72 =)L) T-AF VALK =
NMA IFV[L,5-alx /2 ) U (bEMX 1 —8) DA :
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ItEWX 1 —4(0.37 g, 1.05 mmol) D7+ += kU /(10 m)iAEKIZ, =IETN
BS(205 mg, 1.15 mmol) /1 2 50°C T155 E## L7z, KIGIKRIZZ v a kLA
Bz, SARRMEAK TG, EOKBRBEST Y VA TEBRL, BUETICREZEL
Teo BEWME VI ATN AT L~ T T 7EG% B~ FLEFY 7 un
ABU—=10% BEB—FLERY 7 A2 NI VERL, BaEEFEE LT
FEELAY(0.30 g, INFK67%) %1572, mp.250.5~252°C, 'H-NMR(CDCl/TMS)
§ (ppm) : 2.91~3.09(7H, m, CH:SO: & CH:X2), 3.87(3H, s, CH:0), 6.95(2H,
d, J=9Hz), 7.11(1H, d, J=9Hz, 9-H), 7.45(2H, d, J=9Hz), 7.61(1H, dd, J=2,

9Hz, 8-H), 7.92(1H, d, J=2Hz, 6-H) EI-MS(m/z) : 432[M"], 434[M"+2].
Ehifld 4 : 32T /-45-V KO-1-4-A bF T 2= ).T-AF )L ALK =
N IFZV15-al% /) EEYMX T —)DERK

{LEHX 1 —8(108 mg, 0.25 mmol) D HEDMF(3 m)AE&RIZ, FEIE TV 7T v
18R 1)(27 mg, 0.30 mmo) &N %, 7/ =2 H RAEEK F170°C TI8EERI B #:
Lz, RINEZERETHHALZF LT 2 (0.5 ml)K(E m)FERZE M,
ISV BEMA A 2RELZ, ZORKRICZ o RV LE2MA, KTHEE.
HAFREE T MY UL VER, BETICEBMEZE L., BEWE ) A T5NA
Fhrux T TT7EGC REBRTIFASHEY /a0 A S —10 %EEEET T LS
Foruo AL NI BRI, /atEEEE L TRELAY(33 mg, IR 35
%)% 1587, mp.256.2~259.5C, 'H-NMR(CDCL/TMS) § (ppm) : 3.08(3H, s, C
H:S0:), 3.11~3.15(4H, m, CH.CH>), 3.89(3H, s, CH:0), 6.98(2H, d, J=9Hz),
7.14(1H, d, J=9Hz, 9-H), 7.45(2H, d, J=9Hz), 7.66(1H, dd, J=2, 9Hz, 8-H),
7.96(1H, d, J=2Hz, 6-H). EI-MS(m/z) : 379[M].

EWiFl 45 : 4,5-PV FO-1-4- A FLV T 2= /). 7T-AF )V A)NFK=)V-3-h 1
INABRFNAIZV[1,5-alF / VL ({LEWX T —100DERK :

L& X 1 —8(0.15 g, 0.35 mmol) DMA(5 m)FRIZ, BIRTKY 74
el b U 7 5189 mg, 1.39 mmol) O = 7 {LEA( 1 )(132 mg, 0.69 mmol) % A
Ry TNIHAFRAK TSR MPMBGER Lz, RISKRIZZ 2 aR/L Az iz
VK THER, KRR MY O LATER, BETICRGEEE L, BEHE Y
HAENNT By a~ 87T TEn-~FY Ly BB IA=1 DICX R,
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memtEE AL L TRELEW(A3 mg, INE 9%)%#57-, mp.278.5~280C, 'H-

NMR(CDCL/TMS) § (ppm) : 3.08(3H, s, CHsS0:), 3.08~3.13(4H, m, CH:X 2),

3.88(3H, s, CH:0), 6.96(2H, d, J=9Hz), 7.12(1H, d, J=8.5Hz, 9-H), 7.47(2H,
d, J=9Hz), 7.64(1H, dd, J=2, 9Hz, 8-H), 7.94(1H, d, J=2Hz, 6-H) EI-MS(

m/z) : 422[M’].

EWEBI46 0 45-P Fu-3-8t FeX Y AF)-1-.4-A hF ¥ T x=)V).7-2AF

WANKENA I FV1,5-alF% /Y HbEWX T —11D)DERK

tEHX 1 —1(0.26 g, 0.61 mmol) DFEAETHF(7 m)EH&RIZ, Kin TAKFELY
FULTIII =7 553 mg, 1.40 mmol)Z M %, 2045 L7, KIGKIZE
FIOFEB -~ F L EMZBHEBH LR, TNEMEAE L, AKIZZ makiL
AEMA, KTHE., BAREEST ) U LATHE, BETICREZE L, X8
MELVNENNT Ao a~w NI T THE1A% AF ) —LEH 7 o akL ) &
DRRL, HREEEE L TRELEY0.13 g, INE 57%)% 157, mp.188.5~
189.5°C, 'H-NMR(CDCIL/TMS) § (ppm) : 2.99(2H, t, J=4Hz, CH:CH:), 3.04(2
H, t, J=4Hz, CH:CH.), 3.07(3H, s, CH:S0:), 3.87(3H, s, CH:0), 4.68(2H, s, C
H:OH), 6.95(2H, d, J=9Hz), 7.07(1H, d, J=9Hz), 7.44(2H, d, J=9Hz), 7.60(1
H, dd, J=2, 9Hz, 8-H), 7.90(1H, d, J=2.2Hz, 6-H). EI-MS(m/z) : 384[M].
EfiF4 7 ;0 4,5-Uk RR3-IAFA A FN-1-(4-A hF T T 2 =)V).T-AF )V
A=A I F(1,5-alF / VL (bEHX T —12)DERK :

LE#HX 1 —11(60 mg, 0.16 mmol) DFMEE L A F L (12 m)ERIC. K&
TDAST@31 u1, 0.23 mmol) &A%, 73 FEEETIONMIELE L, RIGK
FHALAF L AL O FHRU, fAfAKK TS, BAREET MY 7 A THEER,
WE T ICIERE L, BEME 7 0 aRL Aa~F YU nbER-E L, £
MEEE L TRELEYWA9 mg, VK 32%)%%7-, mp.180~181°C, 'H-NMR(
CDCI/TMS) 6 (ppm) : 3.04~3.08(4H, m, CH:CHz), 3.08(3H, s, CH:S0.), 3.87(
3H, s, CH:0), 5.43(2H, d, J=50Hz, CH.F), 6.96(2H, d, J=9Hz), 7.11(1H, d, J
=9Hz, 9-H), 7.46(2H, d, J=9Hz), 7.62(1H, dd, J=2, 9Hz, 8-H), 7.92(1H, d, J
=2Hz, 6-H). EI-MS(m/z) : 386[M"].

EMEFIA48 : 45-Vk Fa3- A MRV AFN1-4-A "X T 2 =)V)-T-AF /)L
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ANB=NA IFZV,5-al% /) VL (bEHX 1T —13)DERK ¢

LA X 1 —11(0.10 g, 0.26 mmol) DFHETHF(10 m)iF&KIZ, TN I H A
FHEEA T =R TNaH(@ mg, 0.39 mmol), X 91{kAF /(74 mg, 0.52 mmol) % Jl
Z, BIRTI5AMBH L, RIGKEZ 7 v aRV A THRRL, fafmgkEKick
D Ve, EEKBIEET bV U L TER, BIETICRGRE L, REWE YT
NHThra<w NI 7HEBEBE: Joarr ) VERL, BREEEE
L CTREAY(63 mg, INFE 61%)% 157, mp.182~186°C, 'H-NMR(CDCIL/T
MS) § (ppm) : 2.98~3.06(4H, m, CH: X 2), 3.07(3H, s, CHsS0:), 3.48(3H, s, C
H:0), 3.86(3H, s, CH:0), 4.48(2H, s, CH:0), 6.94(2H, d, J=9Hz, aromatic-H),
7.08(1H, d, J=9Hz, 9-H), 7.45(2H, d, J=9Hz, aromatic-H), 7.569(1H, d, J=2, 9
Hz, 8-H), 7.90(1H, d, J=2Hz, 6-H). EI-MS(m/z) : 398[M"].

EBI4 9 : 45-VE FE3-T bFH TV AFN1-4-A X T2 =/W)-T-AF )V
ANFE= A IFV[1,5-alF /) {bEHX T —1)DERK :

{LE®HX 1 —11(0.10 g, 0.26 mmol) DFIEDMF(G m)iFiRIZ, T I T A
FHSR T EIE TNaH(12 mg, 0.52 mmol), &£ 5{t=F /(122 mg, 0.78 mmol) %
Mz, FETIERBR L, EMFI4 8 L RKICHAERL, BEME LIS
NAThru< 7T 7HEBEE: 7uodhlA)I L 0 ER L CRERMEER L
L CREILE®(S1 mg, INE 76%)% &7, 'H-NMR(CDCL/TMS) § (ppm) : 1.2
7(3H, t, J=7Hz, OCH:CH:), 3.00~3.04(4H, m, CH.CH>), 3.07(3H, s, CHsS0s),

3.66(2H, 8, J=7THz, OCH.CHs), 3.86(3H, s, CHs0), 4.53(2H, s, CH:0), 6.93(2
H, d, J=9Hz, aromatic-H), 7.06(1H, d, J=9Hz, 9-H), 7.44(2H, d, J=9Hz, arom
atic-H), 7.59(1H, dd, J=2, 9Hz, 8-H), 7.90(1H, d, J=2Hz, 6-H). EI-MS(mn/z) : 4
12[M7].

EREFI5 0 0 45-Pk Fud- XU A F L AF)L-1-(4- A hF T 2 =)L)-T-
AFNANF=NAIFV[1,5-alF% /U (bEWX T —15)DE :

fLE#HX 1 ~11(0.10 g, 0.26 mmol)DELETHF(10 m)FE&RIZ, THA T T A
FHSR T =R TNaH(8 mg, 0.31 mmol), £/t~ 2 /(67 mg, 0.39 mmol) % fl
A BRFRMBGEGE Lc, FEHifI4 8 LFRIRICKLE L., HEWME VI TNTT
Lra< NI 7RG J ook )N L BRI CREREREKE LTT
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&HHRBEY (B8 mg, INEK 31%) %572, mp.140~142°C, 'H-NMR(CDCI/T
MS) 6 (ppm) : 2.94~3.02(4H, m, CH. X 2), 3.07(3H, s, CH:S0:), 3.87(3H, s, C
Hs0), 4.59(2H, s, CH:OCH:), 4.67(2H, s, CH:OCH>), 6.94(2H, d, J=9Hz, arom
atic-H), 7.07(1H, d, J=9Hz, 9-H), 7.34(5H, m, Ph), 7.45(2H, d, J=9Hz, aroma
tic-H), 7.59(1H, dd, J=2, 9Hz, 8-H), 7.89(1H, d, J=2Hz, 6-H). EI-DI(m/z) : 47
4[M'].

EREBI5 1 0 4,5-Pk Fu-3-(4-A PRI RUPNLFF L AFI)-1-(4- A hF
7 2= )V)-T-AF VA=A 2 FJ[1,5-alF / Vo ((bkEWX 1 —16)DERL

tEHMX I —11(50 mg, 0.13 mmol)D¥ZIEDMF(5 m)EKIZ, T HA
FHER T =EIE TNaH(6 mg, 0.26 mmol), H{k4-A FF X2 P41 mg, 0.26
mmol) &M%, =R T2HRFRMIREE L1, EMiffl4 8 LRRICEALEL., REWE
VDA TNIT LT aw NI T 7EGEHE  n-~XY 2 BB FAL=3: NIZ
LB L TRSEEEL L TRELEY(43 mg, INFE 65%)% 1572, mp.154~
156°C, 'H-NMR(CDCIs/TMS) 6 (ppm) : 2.93~3.03(4H, m, CH:X2), 3.07(3H,

s, CHsSO0:), 3.80(3H, s, CH:0), 3.87(3H, s, CH:0), 4.55(2H, s, CH-OCH:), 4.6
0(2H, s, CH:OCH:), 6.88(2H, d, J=8.5Hz, aromatic-H), 6.94(2H, d, J=9Hz, ar
omatic-H), 7.07(1H, d, J=9Hz, 9-H), 7.32(2H, d, J=9Hz, aromatic-H), 7.45(2H
, d, J=9Hz, aromatic-H), 7.59(1H, dd, J=2, 9Hz, 8-H), 7.89(1H, d, J=2Hz, 6-H
). EI-DI(m/z) : 505[M"+H].

ERBIS 2 0 45-Yk Fa-3- 780 AFN-1-4-A bFTT == V) T-AF VR
NER=LA I FY[1,2-alF /) (EEMX T —1TDERK :

LE®HX 1 —11(0.14 g, 0.37 mmol)D 7 =7 1 /L A (5 m)EHKRIZ, =R TR
FA=N(52 1], 0.73 mmol) Z N2 1RFFEINBGEG Uiz, RIS %Z EIRE ThHE
L. ZHIZEFNRBEKSFE T b Y U LKEKREMA, 7aaRLATHELE, &
W Z fafn K Thelr, HEKMREET R U U A TEE, BETICRMREZE L TR
BEILEW(0.12 g, INE 80%) %2 BT, ZOLDITHBOFTEFROKIIZER L
» 'H-NMR (CDCI1/TMS) § (ppm) : 2.99-3.07(4H, m, CH: X 2), 3.07(3H, s, CHs
S0O:), 3.87(3H, s, CH:0), 4.69(2H, s, CH:Cl), 6.95(2H, d, J=9Hz, aromatic-H),
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7.10(1H, d, J=9Hz, 9-H), 7.46(2H, d, J=9Hz, aromatic-H), 7.61(1H, dd, J=2, 9
Hz, 8-H), 7.92(1H, d, J=2Hz, 6-H). EI-DI(m/z) : 366[M"—36].

Ef5 3 1 45-Pk FE-1-4-A XV T 2= )V)T-AFNVANF=)V-3-7 =
JXVAFNAIZV[15-alF /Y {LEHX 1T —18)DERK :

HEDOEHMX T —17(0.10 g, 0.25 mmol) DEEDMF(G ml)iAKIz, 7o
v AFBAR T =R TNaH(15 mg, 0.63 mmol) X 7 = / —/1(94 mg, 1.00 m
mo) &M%, FRTIKFEHR LIz, KoK EZ 7 v RV A THIRL, fafngEK
T, EAREET N U LATHEE, BETICRGEE L., REWEL IS
NAThra~w NI T 7E@EME: 1EH, 7 eak/bh, 26 B n-~FY2 o BE
BN =3: T)C2EHRER L, MEEEGEE L TRE(LE®WAT mg, INFE 41%)
%77, mp.206~209°C, 'H-NMR(CDCI/TMS) § (ppm) : 3.01~3.05(4H, m,
CH:CH.), 3.07(3H, s, CH:S0»), 3.87(3H, s, CH:0), 5.11(2H, s, CH:0), 6.95(2H

, d, J=9Hz, aromatic-H), 6.97(1H, m, aromatic-H), 7.05(2H, m, aromatic-H),

7.10(1H, d, J=9Hz, 9-H), 7.31(2H, m, aromatic-H), 7.47(2H, d, J=9Hz, aroma
tic-H), 7.60(1H, dd, J=2, 9Hz, 8-H), 7.90(1H, d, J=2Hz, 6-H). EI-DI(mn/z) : 46
O[M']

BWEFI2 3 0 5-AFAFA-2=buTx ) —L({LEHS-8)DEE .
5-7NAm-2-= bt 7 x /—1(25.0 g, 0.16mol)Z DMF(600 ml)iZ#E#E L .
ERTEELARNS 51 NABEEET Y ¥ A190 ml, 0.19 mo) R ~Y oA F

F A FFTF15% KIBHE, 123g, 0.26mol)Z %, 9EFRIBE L71-, RILIRE
\ZEEEE = 51 (1000 ml)Z N2, 1 NiEEE(300 ml)RV TRIFIREIK T,
HeBE—F VB E B L, MKRREETT MY U LT LT, BEABIETIZEEL
BEME) DTN T A aw NI EICL Y EREn-~F Y —Jon
RN LD HERRE L TREABREERE L TRELLEY(28.6 g, INFE 97%) %1
7=. 'H-NMR(CDCl:): 2.51(3H, s, SCHy), 6.77(1H, dd, J=2, 9Hz, 4-H), 6.84(1H
, d, J=2Hz, 6-H), 7.95(1H, d, J=9Hz, 3-H), 10.86(1H, s, OH). MS(EL-DI) m/z:
185[M'].

BEHI2 4 B-AFNFA-2-= be)T = ) FUEBETF L {LEHS-9) D RE
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{b&¥ S-8(57.16 g, 0.31 mol)% 7t (800 m)IZFAfE L. REED U 7 A5
.14 g, 0.37 mo) x X7 1 EFFEL = F/L(61.85 g, 0.37 mol) & NN %, GHERIZE iR
Wl RIGREMNOAREMEAEL, AREZEBETICRELE L THELND
HAERDE ) ATNAT LT o< b7 T 7HECE VB THEEERRORK
LA % EREMICET, 'H-NMR(CDCL): 1.25(3H, t, J=7Hz, CO.CH:CHa), 2
.47(3H, s, SCHs), 4.23(2H, q, J=7THz, CO.CH.CH3), 4.72(2H, s, OCH:), 6.74(1
H, d, J=2Hz, 6-H), 6.84(1H, dd, J=2, 9Hz, 4-H), 7.85(1H, d, J=9Hz, 3-H). MS
(EI-DI) m/z: 271[M].

BEF 25 0 5-74Au-2-=ha)7 =/ X VEFBETFIL (LAY S-10)D R

5-7 /A n.2-= ka7 =/ —/1(250g 0.16 mol)% 7 & b (500 ml)\ZIEAE
L. REEH Y U 1264 g, 0.19 mol) X VN7 &2 EEFEEL—F/1(31.9 g, 0.19 mol)%
i, 15BEIEBER L, RINREVMDOAREHME A AEL. AREBETIC
BREEELTEONIMERME VI TN BT Lra~< T T 7IEICE D ER
L CEHABEBORELAYE EEMNICHE-, 'H-NMR(CDCL): 1.27(3H, t, J=TH
z, CO.CH.CHy), 4.25(2H, q, J=7THz, CO.CH:CHs), 4.74(2H, s, OCH>), 6.66(1H,

dd, J=2, 10Hz, 6-H), 6.77(1H, ddd, J=2, 7, 9Hz, 4-H), 7.95(1H, dd, J=6, 9Hz
, 3-H). MS(EI-DI) m/z: 198[M"-45].
EHI26 1 T-AFAFA-2H-1,4-X YV A XY VV-34H)-A({LEH 1 d)D
B -

L&#S-9(83.73 g, 0.31 mol)& = # / —/L (1500 mD)IZVEfE L, 845(53.19 g,
0.96 mol) & OEBIERL(207 m)Z N %, SREMEMER L7z, KIGEEYEZBET
WWIRFEL . T 2 BaEEE A, AEME KR —T VL THEE L, EAR
stEEE L U TRELEY(48.01 g, INEK 80%) %157, 'H-NMR(DMSO-ds): 2.4
1(3H, s, SCH:), 4.54(2H, s, CH.), 6.80~6.89(3H, m, 5, 6, 8-H), 10.67(1H, s, N
H). MS(EI-DI) m/z: 195[M].

REGI2 7 0 1-INAAB2H-14-2 VA FH VU -34H)-A L (LEH T e) DB

&

b E#S-10(37.0 g, 0.15 mol) & = ¥ / —/L(820 m)IZIERE L. 8(27.5 90 &
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WREEE(106 m) AN, 15FHBER Lz, BUNREYE mERREY %« 5
KL, PEEAY ) —NV—7oaFR/LARRTHRE L, ABRIKESLTHEIET
CEEEE L, BEYE ARV —FATES L, BEA/KAEEEL L TRE
La#(22.7 g, LR 89%) % 157-, 7 B a R/ ahbEiEm L TEASHRG,
H-NMR(DMSO-ds): 4.57(2H, s, CHz), 6.75~6.91(3H, m, 5, 6, 8-H), 10.70(1H,
s, NH). MS(EI-DI) m/z: 167[M].

BERI2 8 ¢ T-AFAFA-4-Q-AFY 7 EN)-2H-14-2 /A FH T -3-
ArbEY I 1 HDORE .

{t&9 1d(19.50 g, 0.10 mol)% 7 & b > (500mI)Z % L. REED U 7 L(20.
70 g, 0.15 mol), TEBAC(8.00 g, 35.0 mmol) % *7 u a7+ k> (12.0 g, 0.13
mol) % MZ . 24FE BT LTz, FISIREMNOREMEAEL, SBM%E
7RV ATHEL, AREEZE L TRETICRMETZE Lz, fHEIKEREY
EVVHNTNAT A a2 ST T7EIZEOBR L, n~FHhr—soakih
o ERGE L TEESHRG L L TRELEW(22.6 g, INR 90%) %572, 'H-N
MR(CDCl): 2.23(3H, s, CHz), 2.43(3H, s, SCHs), 4.25(2H, s, CHz), 4.65(2H, s,

CH.), 6.51(1H, d, J=8Hz, 5-H), 6.86(1H, dd, J=2, 8Hz, 6-H), 6.92(1H, d, J=2
Hz, 8-H). MS(EI-DI) m/z: 251[M'].
BEF 29 . T-IN0F0-4-Q-FF VT ®N)-2H-14-_X VA XY T -3-4
YULEY T 1e)DBE -

L& 1e(10.20 g, 61.0 mmol)Z 7 & b (200 m)IZEE L, REEH Y 7 A(1
2.81 g, 92.7 mmol), TEBAC(4.88 g, 21.4 mmol) RV}~ v a7 k> (6.78 g, 7
3.2 mmol) &Nz, 17TREZBER LT, RINEEW IO R EMEAEL. AH
W&o o akL L THE L, AHRIRES L CBE TICRMEELE Lz, fhtEmiRe
BWua YV ATNI T L NI 7HEICKL VBRI, =—TAnbHE/RRL
TEESHRSE & L TRE(LEW(11.06 g, IE 81%) % 1H7-, 'H-NMR(CDCls):
2.24(3H, s, CHs), 4.65(2H, s, CHz), 4.66(2H, s, CH>), 6.52(1H, dd, J=5, 9Hz, 5
-H), 6.68(1H, ddd, J=3, 8, 9Hz, 6-H), 6.75(1H, dd, J=3, 9Hz, 8-H). MS(EI-DI)

m/z: 223[M].
BERFI3 0 0 _T-AFNFA-2-AF)V-4H-A I ZV[2,1c][L 4] Y A X H V1 (
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L1 1 1HDORLE .

&4 1 1d(25.0 g, 0.10 mol) % EFEE(430 ml)IZiEAE L, EFEET &= A(T7
.10 g, 1.00 mo) &N %, 26FFFEIEBER Lz, RIGIREWMEBIETICRERZE
L. BEYIC s aab i hEME, K, T%REAES ) U LKERRE O
BIEKTHE L, BARB~ /XU ATER L, BETICBRELZEL, %E
ME Y ITNAT e N T THEICL VB, n~FH-md ) —h
LB L TREREKE L TRELLEWAT.72 g, LR 76%) &7, 'H-NM
R(CDCls): 2.30(3H, d, J=1Hz, CHs), 2.47(3H, s, SCHs), 5.25(2H, s, CHz), 6.93(
1H, dd, J=2, 8Hz, 8-H), 6.96(1H, d, J=2Hz, 6-H), 7.04(1H, d, J=1Hz, 1-H), 7.
12(1H, d, J=8Hz, 9-H). MS(EI-DI) m/z: 232[M].

REBI3 1 : T-TAAB2AFN-4H-A I F V(2 1-c][1AX Y AF Y Pk
a1 1 1gniE .

L& 1 1e(6.70 g, 30.0 mmol) % FEEE(100 m)ICHERE L, EEERT »E =7 A(
23.1g, 0.30 mo)Z Nz . 43RFMHAEN L7z, RIGREMZBE TIZHIRME L.
BB 7 aa RV A, INKE(LT ) U LRUSMEHEK THE L,
HAREET N) U LATHE L, BETICRGEZE L-REEME VAT NVA
Shruw b7 7HEICIVBHL, n~F Y —snaRLAhbERELT
HETY) X LGEE UTRBELEWG.34 g, IR 85%) %17, 'H-NMR(CDCL):

2.28(3H, d, J=1Hz, CH;), 5.24(2H, s, CH>), 6.75(1H, ddd, J=3, 8, 9Hz, 8-H),
6.80(1H, dd, J=3, 9Hz, 6-H), 7.03(1H, d, J=1Hz, 1-H), 7.15(1H, dd, J=5, 9Hz,
9-H). MS(EI-DI) m/z: 204[M].
BEFI3 2 : 1-7BF-2-AFANT-AFNFA-4H-A 2 5V [2,1-c][1,4]XV V%
XH T LEY T Vg DRI

LE&® 1 1 11(6.00 g, 25.8 mmol) Z EFEZ(120 ml)IZ/&AF L, NBS(4.83 g, 27.
-1 mmo)ZfNA., =R C2RHBEH L7z, RICREMIZZ no kL Lz MA, K
. T%IREERFET R U U LKEREORFIREK ClE L, EARBES ) UL
THER LT, BETICRGEZEL, BEWEVIIAA T LIa~ T T T4
L VR En-~FF U EAVTHAE L, BEHRE LTRELEYWG.76 g,
V% 72%) #4572, 'H-NMR(CDCL): 2.26(3H, s, CHs), 2.48(3H, s, SCHs), 5.12
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(2H, s, CH>), 6.97(1H, dd, J=2, 9Hz, 8-H), 7.00(1H, d, J=2Hz, 6-H), 8.08(1H,
d, J=9Hz, 9-H). MS(EI-DI) m/z: 310[M], 312[M'+2].

fEFI33 : 1-70E-T-INAR2.2AFN-4H-A I XV [2,1-c][1,4] XV A F
YT ke 1 V) DORE -

ItE®W 1 1 1g(3.06g, 15.0 mmol)# FFEL(30ml)IZ##% L. NBS(2.93 g, 16.5
mmol)Z Mz, =R CIRRHEE Lz, RIGREMIZ7 aafRv Lz, K,
T%KEEKRFE T Y U LKEERER OEEFBEAK THRE L, EARBERT ) UALT
B L, BETICREEE L., BEME VTN AT b7 a~v T T 7RI
R En~F Y- noFL Ao BRESL. REAREREEKE LT
FELA#(3.69 g, ILE 87%) #%57-, 'H-NMR(CDCL): 2.24(3H, s, CHs), 5.12(2
H, s, CH.), 6.82(1H, ddd, J=3, 8, 9Hz, 8-H), 6.86(1H, dd, J=3, 9Hz, 6-H), 8.14
(1H, dd, J=5, 9Hz, 9-H). MS(EI-DI) m/z: 282[M'], 284[M'+2].

1- 7V —=N2-AFNT-AFNANFA4HA I FV[2,1-c][1 4NV FAFH VD
— AR E AR

L& 1 V(00 mg, 1.6 mmol) R VEFEEMEALH T 57 = =T HBREA(L
9 mmol)% hNxT (B ml)—=¥ /—G m)iBERICIEMR L, 2 MRESF N Y
LKEER (5 ml) & Pd(PPhs)s(0.1 mmol)# Mz, 7oA Id HAFHITELHE
L7 H3RFRIAGEI Lz, RUGIRAEM A BETICRMERE L, EREME 7
B E L BT L. AR ORI Ak TEER L. SEKREEE T b U A CER L
Tz BHABETICEEL, BEME LIV AAAD T b~ NI T 7HEIZEY
B CRBILEMERT,

EWHIS 4 0 2-AFN-T-AFNFA-1-7 = = )V-4H-A I ¥ /' [2,1-c][1,4] X
AxXH T (LEYMV —38)DERK

7z =W BRIV, EBEEE (INR89%), 'H-NMR(CDCl:): 2.23(3
H, s, CHs), 2.42(3H, s, SCH.), 5.26(2H, s, CH.), 6.50(1H, d, J=9Hz, 9-H), 6.61
(1H, dd, J=2, 9Hz, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.28~7.34(2H, m, aromati
c), 7.43~7.49(3H, m, aromatic). MS(EI-DI) m/z: 308[M'].

EMEFIS S5 0 1-3-INA BT 2= )2-AFN-T-AFNFA-4H-A I ¥V [2,1-c
LA AXHS (e V —39)DERL
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3-TINANT 2= MEHEEE AV, HEBAEE (RER78%), 'H-NMR(CDCl
): 2.20(3H, s, CHs), 2.42(3H, s, SCHs), 5.18(2H, s, CH>), 6.51(1H, d, J=9Hz, 9-
H), 6.64(1H, dd, J=2, 9Hz, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.00~7.16(3H, m,
aromatic), 7.38~7.45(1H, m, aromatic). MS(EI-DI) m/z: 326[M"].
EWFIS 6 0 1-4-TNF T 2= NV)2-AFN-T-AFNFF-4H-4 I ¥/ [2,1-c
AN FXRY L EHV —40)DERK :

4-7NVAa 7 =/ E 5 BERV., REREEE (INE88%) mp.74~76°C, 'H
-NMR(CDCL): 2.18(3H, s, CHs), 2.42(3H, s, SCHs), 5.21(2H, s, CH>), 6.47(1H,

d, J=9Hz, 9-H), 6.63(1H, dd, J=2, 9Hz, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.15(
2H, dd, J=9, 9Hz, aromatic), 7.29(2H, dd, J=5, 9Hz, aromatic). MS(EI-DI) m/
z: 326[M’].
EWFS 7 0 1-4-710 T = )WV)-2-AFN-T-AFNFA-4H- A T X V[2,1-c][
14N A XY (kAP V —41) D AR ¢

4-7un7 =3 BE AV, REAEE (NFE87%), H-NMR(CDCl): 2
19(3H, s, CHs), 2.43(3H, s, SCHy), 5.18(2H, s, CH), 6.51(1H, d, J=9Hz, 9-H),

6.65(1H, dd, J=2, 9Hz, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.24(2H, d, J=9Hz, ar
omatic), 7.42(2H, d, J=9Hz, aromatic). MS(EI-DI) m/z: 342[M].
EHi5 8 1 2-AFN-1-(A-AFNT = =)V)-T-AFNFF-4H-A4 I ¥/ [2,1-c][
14X FXR Y kEHV —42) DERK

4-AFNT7 2 =T O BE AV, REEREEK (IXFI9%), 'H-NMR(CDCL): 2
.21(3H, s, CHz), 2.42(3H, s, SCHs), 2.43(3H, s, CHs), 5.25(2H, s, CH:), 6.55(1
H, d, J=9Hz, 9-H), 6.62(1H, dd, J=2, 9Hz, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.1

9(2H, d, J=8Hz, aromatic), 7.26(2H, d, J=8Hz, aromatic). MS(EI-DI) m/z: 32
2[M].
EWEF S5 9 1 22AFN-T-AFNFA-1-4- b ) TNVA B AFNT = =)V)-4H-A
V211 AN A XSV (LEHV —4) DERK

4- L) ZNFaAFAT =T ) BEE AV, REARRE (INERT8%), 'H-
NMR(CDCls): 2.22(3H, s, CHs), 2.42(3H, s, SCHs), 5.20(2H, s, CH:), 6.47(1H,
d, J=9Hz, 9-H), 6.66(1H, dd, J=2, 9Hz, 8-H), 7.00(1H, d, J=2Hz, 6-H), 7.44(2
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H, d, J=8Hz, aromatic), 7.70(2H, d, J=8Hz, aromatic). MS(EI-DI) m/z: 376[M
9.
EWEBHI6 0 @ 1-B-A FX LT x=N)-2-AFN-T-AFNF A-4H-4 I ¥V [2,1-¢
LAY AX Y (LB V —4)DERK

3-A MK T x=MEOBRE AV, WREEHMEHAY (IXE94%), H-NMR(
CDCls): 2.20(3H, s, CHs), 2.42(3H, s, SCHs), 3.79(3H, s, OCHs), 5.20(2H, s, C
H.), 6.55(1H, d, J=9Hz, 9-H), 6.63(1H, dd, J=2, 9Hz, 8-H), 6.82~6.99(4H, m,

aromatic), 7.35(1H, dd, J=8, 8Hz, aromatic 5-H). MS(EI-DI) m/z: 338[M"].

EREF6 1 0 1-4-A XL T 2= W)-2-AFN-T-AFNVNFA-4H-A I ¥V [2,1-c
AR AXH T (LEYV —45) DA :

4-2 MX VT = VT BRE AV, ERAEGK (NFE86%), 'H-NMR(CDCl
): 2.16(3H, s, CHs), 2.41(3H, s, SCH:), 3.86(3H, s, OCHs), 5.13(1H, d, J=14Hz
, 4-H), 5.19(1H, J=14Hz, 4-H), 6.54(1H, d, J=9Hz, 9-H), 6.62(1H, dd, J=2, 9H
z, 8-H), 6.96(2H, d, J=9Hz, aromatic), 6.97(1H, d, J=2Hz, 6-H), 7.22(2H, d, J
=9Hz, aromatic). MS(EI-DI) m/z: 338[M’].
EBI6 2 0 1-3-7uu-4-FN0F 0T x =) 2 AFN-T-AF)NF AH-4H-A 3
YV [2,1-C[1 AN AX YV (LEYV —46)DERK

3-7uu-4-7NFu7 = MEI5EERV, RERCEE NETI%), 'H-N
MR(CDCL): 2.18(3H, s, CHs), 2.43(3H, s, SCHs), 5.18(2H, s, CH:), 6.48(1H, d,

J=9Hz, 9-H), 6.66(1H, dd, J=2, 9Hz, 8-H), 6.99(1H, d, J=2Hz, 6-H), 7.171H

, ddd, J=2, 5, 8Hz, aromatic 6-H), 7.22(1H,dd, J=9, 9Hz, aromatic 5-H), 7.38(
1H, dd, J=2, 7Hz, aromatic 2-H). MS(EI-DI) m/z: 360[M"].
ERBI6 3 0 1-(3,5-7 107 2= V)2- AFNT-AFNFA-4H-A I X V2,
1-c][LAX A X V(b V -4 DA

35-V/mn 7 z=VEoBE AV, BE~RKREEK (INFT3%). 'H-NM
R(CDClLy): 2.22(3H, s, CHs), 2.44(3H, s, SCHs), 5.21(2H, s, CHz), 6.52(1H, d, J
=9Hz, 9-H), 6.70(1H, dd, J=2, 9Hz, 8-H), 7.01(1H, d, J=2Hz, 6-H), 7.20(2H, d
, J=2Hz, aromatic 2, 6-H), 7.44(1H, dd, J=2, 2Hz, aromatic 4-H). MS(EI-DI)
m/z: 376[M']
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1- TV = V-2-AFNT-AFNVANVT 4 =)V-4H-A4 I F V[2,1-c][1 4] VA *
YDA

AFNF A EALEYHV —38-47) & HL A F L > (50 mg/ml)iZ % L. mCPBA
(L.OYME)E M A, ZEIRTO.5EMBER L, KIGRAMEBE TICRMERLE L.
B BB~ F VISR L. T%REEKFET b)) U LKEIKRR Otk T
VgL, BFBR=F VA B L, EAEEET b ) U A CEREBEBE TR
B L7, BEBWEL Y DFANT A A< b T 7L DR L TRELAY
s e
EHiFI6 4 0 2 AFN-T-AFNALT f =)-1-7 = =)L-4H- A4 I &V [2,1-c][1,
AR AXRH VL (EHV —48)DEHL

L&V —38% v, E|AREME (INF88%), 'H-NMR(CDCL): 2.21(3H, s, C
Hs), 2.68(3H, s, SOCH:), 5.26(1H, d, J=14Hz, 4-H), 5.30(1H, d, J=14Hz, 4-H),

6.72(1H, d, J=9Hz, 9-H), 7.01(1H, dd, J=2, 9Hz, 8-H), 7.28~7.34(2H, m, aro

matic), 7.39(1H, d, J=2Hz, 6-H), 7.44~7.50(3H, m, aromatic). MS(EI-DI) m/z
: 324[M"].
EMif 6 5 : 1-3-INF 0T 2 =))-2-AFN-T-AFNVANVT 4 =/)L-4H-A
F121-c)[1 4] Y AXH VLAYV —49)DE K

LEHV—39% AV, EEAEE (UXES8%), 'H-NMR(CDCls): 2.20(3H, s, C
H:), 2.70(3H, s, SOCH»), 5.22(1H, d, J=14Hz, 4-H), 5.26(1H, d, J=14Hz, 4-H),

6.73(1H, d, J=9Hz, 9-H), 7.01~7.13(4H, m, aromatic), 7.40~7.47(2H, m, ar
omatic). MS(EI-DI) m/z: 342[M"].
EEHI6 6 1 1-4-TNF 0T x=W)-2-AFN-T-AF)NAJNT 4 =/L-4H-A 3

Z V2,114 AXH VL {REMV —500DERL

LaEmvV—40% AV, EEEE (INER87%), 'H-NMR(CDCL): 2.16(3H, s, C

Hs), 2.69(3H, s, SOCHs), 5.20(1H, d, J=14Hz, 4-H), 5.24(1H, d, J=14Hz, 4-H),

6.70(1H, d, J=9Hz, 9-H), 7.01(1H, dd, J=2, 9Hz,8-H), 7.16(2H, dd, J=9, 10H
z), 7.29(2H, dd, J=5, 9Hz), 7.40(1H, d, J=2Hz, 6-H).MS(EI-DI) m/z: 342[M"].

EREH6 7 0 1-4-2800T7 2= V)2 AFNVT-AFINVANT 4 =)V-4H-A I &

12,114 A XY (b EHV — 5D EK
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L&V —41% v, EAEE (IFE96%), 'H-NMR(CDCL): 2.18(3H, s, C
Hs), 2.69(3H, s, SOCHs), 5.22(1H, d, J=14Hz, 4-H), 5.25(1H, d, J=14Hz, 4-H),

6.73(1H, d, J=8Hz, 9-H), 7.03(1H, dd, J=2, 8Hz, 8-H), 7.24(2H, d, J=9Hz, ar
omatic), 7.41(1H, d, J=2Hz, 6-H), 7.44(2H, d, J=9Hz, aromatic). MS(EI-DI)
m/z: 358[M"].
EHiF 6 8 1 2-AFN-1-Q-AFNT 2= NV)T-AF)INANVNT 4 =)V -4H- A I &
[2,1-c][1, 41XV A X H VLBV —52) DAL

eV —42%2 AV, REEHER (INE89%), 'H-NMR(CDCL): 2.17(3H, s,
CHs), 2.42(3H, s, SOCH:), 2.68(3H, s, CHs), 5.22(1H, d, J=14Hz, 4-H), 5.26(1
H, d, J=14Hz, 4-H), 6.76(1H, d, J=9Hz, 9-H), 7.01(1H, dd, J=2, 9Hz, 8-H), 7.
18(2H, d, J=8Hz, aromatic), 7.25(2H, d, J=8Hz, aromatic), 7.37(1H, d, J=2Hz
, 6-H). MS(EI-DI) m/z: 338[M].
EHFI6 9 0 2 AFNTAFNLANLT 4 =-1-4- bV TINFOAFNLT ==
M)-4H-A 2 ZV[21-c][1L 4 A X H V(LB —53)DEHK

LaEMmV —43% v, EBETENLT 7 AHKR (IXFE85%), H-NMR(CDCL):
2.20(3H, s, CHa), 2.69(3H, s, SOCH5), 5.20(1H, d, J=14Hz, 4-H), 5.24(1H, d, J
=14Hz, 4-H), 6.67(1H, d, J=8Hz, 9-H), 7.03(1H, dd, J=2, 8Hz, 8-H), 7.40~7.4
5(3H, m, aromatic), 7.71(2H, d, J=8Hz, aromatic). MS(EI-DI) m/z: 392][M].
%75’@% 70 : 1-3A X7 2=/W)-2-AFN-T-AFINANT 4 =/)L-4H-A 3
ZV121-c][1 4N A XV T (LEYMV —54)DERK

LEmvV—44z B, BETELT 7 2K (IXRE83%), 'H-NMR(CDCl):
2.16(3H, s, CHs), 2.66(3H, s, SOCH:), 3.77(3H, s, OCHs), 5.20(2H, s, CHz), 6
75(1H, d, J=9Hz, 9-H), 6.79~6.88(2H, m), 6.94(1H, m), 6.99(1H, dd, J=2, 9
Hz, 8-H), 7.31~7.38(2H, m). MS(EI-DI) m/z: 354[M’].

ERiFI71 0 1-4-A PF T 222 AFN-T-AFNANLVT 4 =)L-4H-A I
Z12,1Cc][LAXRN S A XYV (LEHV —55)DERL

eV —45% AV, IREETELT7 7 AHEK (INFETI%), 'H-NMR(CDCI
s): 2.51(3H, s, CHs), 2.67(3H, s, SOCHs), 3.85(3H, s, OCHs), 5.19(1H, d, J=14

Hz, 4-H), 5.23(1H, d, J=14Hz, 4-H), 6.75(1H, d, J=9Hz, 9-H), 6.96(2H, d, J=9
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Hz, aromatic), 6.99(1H, dd, J=2, 9Hz, 8-H), 7.20(2H, d, J=9Hz, aromatic), 7.3
6(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 354[M’].
EWEFIT7 2 0 1-8-780-4-TNF T 2 =)V)2-RAFN-T-AFNVANVT 4 =)L-
4H-A I FV[2,1-c][LAX A X H T (LBEHV —56) DAL

LEWMmV —46% FV, EETENLT 7 AR (INFEI6%), H-NMR(CDCls):
2.16(3H, s, CHs), 2.68(3H, s, SOCHs), 5.21(1H, d, J=14Hz, 4-H), 5.22(1H, d, J
=14Hz, 4-H), 6.70(1H, d, J=9Hz, 9-H), 7.03(1H, dd, J=2, 9Hz, 8-H), 7.16(1H,
ddd, J=2, 5, 9Hz, aromatic 6-H), 7.23(1H, dd, J=9, 9Hz, aromatic 5-H), 7.37(
1H, dd, J=2, 7THz, aromatic 2-H), 7.40(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 3
76[M'].
ERF 7 3 1-85-P7un T x=)-2-AF)NT-AFNANT 4 =/)L-4H-A
IFV21C[1 4N AR Y OBV — BN DERK

L&V —47% B, BEEE (IXFR78%), H-NMR(CDCl:): 2.20(3H, s, C
Hs), 2.71(3H, s, SOCHs), 5.23(2H, s, CH:), 6.74(1H, d, J=9Hz, 9-H), 7.08(1H,
dd, J=2, 9Hz, 8-H), 7.20(2H, d, J=2Hz, aromatic 2, 6-H ), 7.43(1H, d, J=2Hz,
6-H), 7.44(1H,dd, J=2, 2Hz, aromatic 4-H). MS(EI-DI) m/z: 392[M"].
1-7 Y = -2- AFN-T-AF NV ANVFKR=)V-4H-A T # V[2,1-c][L 4]/ A x4
VU D—RERKIE

AFNFAEALEHV —38-4TN)E ML A F L (50 mg/m)IZEfE L, 245 &
OmCPBA%Z Mz, EiR TO5MMBEEE L7, RINREWE BE TICIRMEELE L
. BB EHRRT FVIERR L, T%RBRKFET b U U LKIEE R O o K
T L, BT LVEE I L, EAREET b U A CREZRBE TIZRE
BE L, BEWE VDTSN AT A~ 77 7HEICEVER L TRELLE
WE Tz,
EWHI7 4 0 22AFN-T-AFNANVF=N-1-7 = =/V-4H-A I ¥ /[2,1-c][1,4]
NV ARV (LB YV —58)DEFK

LEMV 38z Hv, EBESF (IXRT79%), mp.176~177°C, 'H-NMR(C
DCls): 2.21(3H, s, CHs), 3.01(3H, s, SO.CHs), 5.29(2H, s, CH:), 6.74(1H, d, J=
9Hz, 9-H), 7.26~7.34(3H, m, aromatic), 7.44~7.52(3H, m, aromatic), 7.65(1
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H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 340[M].
EWBI 75 ;0 1-3-INAB T 2= V)2-AFN-T-AFNVANK=)V-4H- A I ¥
V[2,1-c][LARN Y A X H TRV —5)DE K

LAV —39% AV, REBRAEE (IXFE86%), mp.201~202°C, 'H-NMR(C
DCls): 2.21(3H, s, CHs), 3.02(3H, s, SO.CHs), 5.27(2H, s, CH:), 6.75(1H, d, J=
9Hz, 9-H), 7.00~7.21(3H, m, aromatic), 7.42~7.49(1H, m, aromatic), 7.35(1
H, dd, J=2, 9Hz, 8-H), 7.67(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 358[M'].
EMiFI 76 : 1-B3A XL T2 N)2-AFN-T-AF)NANF=)V-4H-A I ¥
V21-c][14RX Y A XY VL (LEHV —60)DERK

LEMV —44z v, EEFRAE (IR 76%)., 'H-NMR(CDClL): 2.19(3H,
s, CHs), 3.01(3H, s, SO:CHs), 3.80(3H, s, OCHs), 5.26(2H, s, CH:), 6.78(1H, d,
J=9Hz, 9-H), 6.80~6.90(2H, m, aromatic), 6.97~7.03(1H, m, aromatic), 7.3
0~17.42(2H, m, aromatic), 7.64(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 370[M"].
EREF 7 7 0 1-@-INA 0T 2= ))2- AFNT-AF VAN K= V-4H-A T F

V12,1-c][LA] R Y A XYV {LEHV —6 1) DA K
eV —40% AV, EBE~REAEAE (N23R81%), mp.224~226°C, 'H-N
MR(CDClL): 2.21(3H, s, CHs), 3.02(3H, s, SO:CHs), 5.33(2H, s, CHz), 6.74(1H,
d, J=9Hz, 9-H), 7.20(2H, dd, J=9, 9Hz, aromatic 3, 5-H), 7.30(2H, dd, J=5,
9Hz, aromatic 2, 6-H), 7.35(1H, dd, J=2, 9Hz, 8-H), 7.68(1H, d, J=2Hz, 6-H).
MS(EI-DI) m/z: 358[M"].
EWEH 78 ¢ 1-4-7 8837 2= /V)-2- A FNN-T-AFNVANK=NV-4H-A I ¥ V]

2.1-c}[1,4] X Y AXH LBV —62) DA
kEHmV —41% v, BEAREEK (INEKRT73%), mp.229~232°C, 'H-NMR(C
DCL): 2.18(3H, s, CHs), 3.02(3H, s, SO:CH,), 5.25(2H, s, CH>), 6.75(1H, d, J=

9Hz, 9-H), 7.24(2H, d, J=8Hz, aromatic), 7.35(1H, dd, J=2, 9Hz, 8-H), 7.45(2
H, d, J=8Hz, aromatic), 7.66(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 374[M’].
EH 79 0 2-AFN-1-(4-AFNT 2 = NW)T-AF IV ANVFK=NV-4H-A T F V]
2,1-cN AR A FH T LBV —63)DERK
LeEmvV -2z v, REEREE (IRE55%), mp.180~182°C, 'H-NMR(C
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DCly): 2.17(3H, s, CHs), 2.43(3H, s, CHs), 3.01(3H, s, SO.CHs), 5.25(2H, s, CH
2), 6.77(1H, d, J=9Hz, 9-H), 7.17(2H, d, J=8Hz, aromatic), 7.26(2H, d, J=8Hz,
aromatic), 7.31(1H, dd, J=2, 9Hz, 8-H), 7.63(1H, d, J=2Hz, 6-H). MS(EI-DI)
m/z: 354[M’].
EWBIS 0 1 2-AFN-T-AFNANE=N-1-4- D) TINFARAFNT = =/b)-
AH-A I ZV[21c][1 XY AX PV ((bEMV —64)DEK
L&V —432 AV, BEEREMF (NFI8%), mp.225~228°C, 'H-NMR(
CDCL): 2.23(3H, s, CHs), 3.03(3H, s, SO.CHs), 5.28(2H, s, CH:), 6.71(1H, d, J
=9Hz, 9-H), 7.37(1H, dd, J=2, 9Hz, 8-H), 7.44(2H, d, J=8Hz, aromatic), 7.69(
1H, d, J=2Hz, 6-H), 7.74(2H, d, J=8Hz, aromatic). MS(EI-DI) m/z: 408[M’].
ERFIS 1 1 1-4-A XL T 2 =) 2- AFN-T-AF )NV ANF=)V-4H-A I &
V[2,1c][1 4N AXF YT LRV —65)DERK
L&V —a5% Fv, IREEEE (INES82%), mp.225~227.5°C, "H-NMR(
- CDCls): 2.18(3H, s, CHs), 3.01(3H, s, SO:CHas), 3.87(3H, s, OCHs), 5.27(2H, s,
CHz), 6.79(1H, d, J=9Hz, 9-H), 6.99(2H, d, J=9Hz, aromatic), 7.22(2H, d, J=9
Hz, aromatic), 7.32(1H, dd, J=2, 9Hz, 8-H), 7.64(1H, d, J=2Hz, 6-H). MS(EI-
DI) m/z: 370[M’].
ERHE 2 ¢ 1-(8-7unm-4-7 ) A0 T = =/L)-2- A F)L-T- A F )L A L7 =)L -4

H-A I ZY[21c[1 AN Y AXH P (LEHV —66)DEFL :

L&V —46% AV, EA~REBEGAREGE (INFR96%), 'H-NMR(CDCl): 2.1
9(3H, s, CHs), 3.03(3H, s, SO:CHs), 5.26(2H, s, CH:), 6.74(1H, d, J=9Hz, 9-H)
, 7.18(1H, ddd, J=2, 5, 9Hz, aromatic 6-H), 7.26(1H, dd, J=9, 9Hz, aromatic
5-H), 7.36~7.41(2H, m, aromotic), 7.67(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z:
392[M].

EFI8 3 : 1-(85-Y7 T = =)L)-2- AF)NN-T-AF ) A)LK=)L-4H-A X
Z 211XV AR (L EMV —6TDERL

eV —4Te v, EE~RAHAREME (XFI8%), 'H-NMR(CDCl): 2.2
2(3H, s, CHs), 3.04(3H, s, SO.CHa), 5.27(2H, s, CH>), 6.77(1H, d, J=9Hz, 9-H)
, 1.20(2H, d, J=2Hz, aromatic 2, 6-H), 7.42(1H, dd, J=2, 9Hz, 8-H), 7.43(1H,
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dd, J=2, 2Hz, aromatic 4-H), 7.69(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 408[M
q

EWFS 4 1 T-T I ) ANK=N-1-(4-2 ¥ T 2 =)V).2- A F)L-4H-A I &
V[2,1-c][1 4] A XS T (LB V —68) DA K

L&V —65(1.00 g, 2.70 mmol) % E/AKTHF(25 m)IZEE L, 7L T H A

FHEKTIIKE., BELANOHEn- 72 < 7 %37 (1.5 m], 2.97 mmol:
2.0M=—F NVER) &M%, ERCTIRER L, RIGREEMEHFEOKE L,
FU=FNETUFE@4.1 m], 4.05 mmol: 1.OMT b7t FrbE 7 U ER)EMZ, 4

SRFRIE RN Lz, USRS EZ KRG L, B TICEBET MY U 2 KEHK(2.06
g, 25.10 mmol/3.5 mD)KX Nkt FaF I 7T I -0-A/N7K B(2.46 g, 21.79 m

mol) &Mz . EiR T4RER L1, RIGIREWEEBT T L THRL, T%KE

KEF b Y U LKBERR ORI EEA CHRP SRR TF LB L S L. EKFER

v AU LATERRE, WETICBHEEE L, BEWE VAT VAT L0~
FZZ7EZ B R LRNVT2%AY /—/VEaF7aafR/LLII L ERL

cnaFH U= oaR A biEfb L THEREHREKE LTRELE®(A40 m

g, 4%) % ®7=, mp.202~205C(dec.). 'H-NMR(DMSO-d¢): 2.07(3H, s, 2-CHs),
3.83(3H, s, OCHs), 5.29(2H, s, OCH>), 6.68(1H, d, J=9Hz, 9-H), 7.08(2H, d,

J=9Hz), 7.27(1H, dd, J=2, 9Hz, 8-H), 7.28(2H, d, J=9Hz), 7.38(2H, s, SO:NH_:

), 7.54(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 371[M'].

EWEF 85 1 T-TINA B2 AFN-1-4-AFNTFA T = =/V)-4H-A I ¥V [2,1-c

AR A XH LBV —69)DEK :

&% I Vh(500 mg, 1.6 mmol) Xk " 4- A F N F A 7 = =/LiF 5 EE(1.9 mmol)
ERV, 1.7V = L2- A F N T-AFAFH-4H-A I #V[2,1-c][1,4] XV Y FF
YO DO—RERIEICHE S TR, %OAE L THREBEEEE L TERELEDEE
7= IXF86%, mp.126~128°C, 'H-NMR(CDCl): 2.16(3H, s, CH:), 2.52(3H, s
, SCHs), 5.17(2H, s, CH>), 6.47(1H, ddd, J=3, 8, 9Hz, 8-H), 6.61(1H, dd, J=6,
9Hz, 9-H), 6.81(1H, dd, J=3, 9Hz, 6-H), 7.20(2H, d, J=9Hz), 7.29(2H, d, J=9
Hz). MS(EI-DI) m/z: 326[M].

EMEFI86 1 T-TNAB2-AFN-1-(4-AFNANT 4 =NV T = =)V)-4H-1 I
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2,11 A FX YU ALEHV —T0)DERK

{LEHV—69% A, 1-7 UV —N-2-AFN-T-AFNVANLVT 4 =)V-4H-A I ¥
Y12,1-cl[1,4] R VA XY T D—REBIEIZE > TR, %AE L THRIERRE
ke L TRELEYMEET, IXE85%, 'H-NMR(CDCIL): 2.21(3H, s, CHs), 2.8
1(3H, s, SOCHs), 5.18(2H, s, CH:), 6.45~6.54(2H, m, 8,9-H), 6.86(1H, dd, J=
3, 9Hz, 6-H), 7.47(2H, d, J=9Hz), 7.73(2H, d, J=9Hz). MS(EI-DI) m/z: 342[M"
1.
EFI8 7 1 T-INAT2-AFN-1-(4-AFNVANVF=NT = =)V)-4H- A I ¥
VI2,1-c[1 4R A XV (LEHV —THDERK

LBV —69% A, 1-7 U —-2- AF N-T-AF )V A)VFE=)V4H-A I &
2,1-c][L AR Y F X4 T D—REIEITNE > TRIS, BAE L THREAREE
ELTCERBEILEME ST, INFE89%, mp.171~173°C, 'H-NMR(CDCl): 2.27(3
H, s, CHs), 3.14(3H, s, SO:CHs), 5.29(2H, s, CH:), 6.48~6.60(2H, m, 8, 9-H),
6.90(1H, dd, J=2, 9Hz, 6-H), 7.53(2H, d, J=8Hz, aromatic), 8.04(2H, d, J=8H
z, aromatic). MS(EI-DI) m/z: 358[M].
EREF 8 8 1 1-(4-T I ) ANK=NT 2= )V)-T-T )L A 1-2- A F)L-4H-A I &
V[21-clL 4R A XY VLAYV -T2 DEK

L&V —71(990 mg, 2.8 mmol) % #EAKTHF(15 m)IZEfEL., TA T H A
FHRTIOKEG, BB LANOEn- 7T v <7 %27 A(1.5 ml, 3.0 mmol:
2.0 M= — 7 VER) E A, EiRTOSRHEH Lz, RISREMEHUKGL

MU ZFARTFEME4.2ml, 42 mmol: 1LOMT hF & Ku 7 U iBREMA,

A5FFRAR BB Lo, BUNEEWZ KM L, BETICERRT ) v AKERE.1
0g/3.5 mBLUE FaFxI L7 I v-0-A/NKEE2.52 g, 22.3 mmol) &N %
. ERTARREBIE Lo, EmP8 4 L ERRICEAE, BRL, n~FH -7
ok AL EER L TEGEEKE L TRELEDWBO mg, INFE 8%)% &7
» 'H-NMR(CDC): 2.11(3H, s, CHs), 5.26(2H, s, CH:), 6.56(1H, dd, J=5, 9Hz
, 9-H), 6.79(1H, ddd, J=3, 9, 9Hz, 8-H), 7.17(1H, dd, J=3, 9Hz, 6-H), 7.47(2H,

s, NHz), 7.55(2H, d, J=9Hz, aromatic), 7.91(2H, d, J=9Hz, aromatic). MS(EI
. -DI) m/z: 359[M"].
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BIVERF 3 4 @ T-AFNFA-2H-1,4-_V V4 X4V -34H)-FA LAYV 1
b)DHRE -

&4 1d(15.6 g, 80.0 mmol) % FZRETHF(900 ml)iZ#5#% L. LawessoniZ&(1
6.20 g, 40.0 mmol)& AN %, TR CL4FFMIEBH L7, RINRA Y & BE TIZIRHE
EEL, BEME)ATNAIT LI NI TEICELVERL, =& —
DO BEESR L CEARIRG & L TREEM(G.22 g, INE 95%)%157-, 'H-NM
R(CDCL): 2.45(3H, s, SCH), 4.85(2H, s, CHz), 6.78(1H, d, J=8Hz, 5-H), 6.84(
1H, dd, J=2, 8Hz, 6-H), 6.87(1H, d, J=2Hz, 8-H), 9.76(1H, br-s, NH). MS(EI-
DI) m/z: 211[M].

BEFI3 5 0 7-70A0-2H-1 4 A X4V -34H)-F AL {LEHV 1 ¢
DHLE -

{tE% 1e(5.01 g, 30.0 mmol) % FZETHF(350 m)IZ¥&f# L. Lawesson#F (6
.06 g, 15.0 mmol)# Mz . ZFEIR TLHRMHIER L1z, FUSNREWE BE T ICENE
WMEL, BEWEVVITANT A uw NI TEIZLVERL, =4 ) —
DO L CHEASKE L U TRBELEW(14.98 g, INE 89%) %57, 'H-N
MR(CDCl:): 4.86(2H, s, CH:), 6.65~6.76(2H, m, 6, 8-H), 6.83(1H, dd, J=5, 9
Hz, 5-H), 9.90(1H, br, NH). MS(EI-DI) m/z: 183[M'].

BIVEHI3 6 : 3, T-PAFAFA-2H-14-_ A X4V (kA V I 1b)yDR
i

LAV 1b(15.6 g, 73.8 mmol) % #ETHF(160 ml)IZERE L, KIS TEEEL
72535 NaH(2.13 g, 88.6 mmol)Z 1 2 0.5 L. K\ C=IR TO0.25FFH1#
L7z X 9L A F 1 (21.0 g, 147.7 mmol) &N %, 28RHEH L7z, RIGIREY
PRETICBGEEE L., BEWICr ook Li M, AROSEFAEEK TS
LTz, 7 uuaRLh@a K~ 7220 LT, BETICRWERE L, 7%
BE VIV T hrav b7 7ECLVERL CRFABEELE L TRE
LEM(15.03 g, INE 90%)%757=, 'H-NMR(CDCL): 2.45(3H, s, SCHs), 2.55(3
H, s, SCH:), 4.47(2H, s, CH»), 6.75(1H, d, J=2Hz, 8-H), 6.85(1H, dd, J=2, 8H
z, 6-H), 7.20(1H, d, J=8Hz, 5-H). MS(EI-DI) m/z: 225[M"].

RIERI3 7 T-INABZ-AFANFA2H-14- I FAXH VL (ki VI
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[ c)DHYIE :

LAV 1 c(4.58 g, 25.0 mmol) % F2ETHF(60 m)IZIEfE L., K THEE LA
A3 5NaH(0.72 g, 30.0 mmol)Z MMz, 0.5EERIEHEE L7z, D\ THIR T0.250 [
B X DL AF/1(7.10 g, 50.0 mmol) & M x . 1.5MFRHEME L7z, ®iEHI3 6
ERRRICHRALEE, L THERK L L TRELEW.62 g, INFR 94%) %137
» 'H-NMR(CDCl:): 2.52(3H, s, SCHs), 4.47(2H, s, CH:), 6.59(1H, dd, J=3, 9H
z, 8-H), 6.67(1H, ddd, J=3, 9, 9Hz, 6-H), 7.21(1H, dd, J=6, 9Hz, 5-H). MS(EI-
DI) m/z: 197[M"].

BUERF 3 8 1 3-(2,2- VA MXVITFNT I ))T-AFNFA-2H-1,4-X YV A%
B ALEHV I 1 1 bR .

L& VIIb(14.0 g, 62.1 mmo) Z ¥ 7 = b=k U /L(70 mIZIAEREL . 7 2
JTERNTATE K AFATEH—/1(13.06 g, 105.1 mmol) %Mz, 5H
BRI LTz, RIGIREWEBETICREZE L, REWE VTN T LY
v M 7EICL VB L TEENICERSERERRY & L TREBLEYEE
7z, 'H-NMR(CDCl:): 2.40(3H, s, SCH:), 3.38(6H, s, OCH:X 2), 3.57(2H, d, J=
5Hz, CH:), 4.35(2H, s, CH:), 4.49(1H, t, J=5Hz, CH), 6.76(1H, d, J=2Hz, 8-H)
, 6.83(1H, dd, J=2, 8Hz, 6-H), 6.99(1H, d, J=8Hz, 5-H). MS(EI-DI) m/z: 282[
M.

BRI 39 ¢ 3-(22- VA XL T FAT I /)T-7 A a-2H-14- S FFH
VLA VI 1 1e)DRls .

LEWV I 1¢(1.97 g, 10.0 mmo)ZF M7 & b=V /L(10 mDIZHEREL, 7
S)TERTATE R PAFATEH—/1(2.10 g, 20.0 mmol) &M%, 3H M
BRI LTz, RISREYEZBIETIZRGERE L, KEME VATV T LT
R T 7HBICK VB L CERBMICHEEHERRY & L TRELemE/-
- 'H-NMR(CDCly): 3.42(6H, s, OCH:x2), 3.60(2H, d, J=5Hz, CHz), 4.39(2H,
s, CH:), 4.52(1H, t, J=5Hz, CH), 6.58(1H, dd, J=3, 9Hz, 8-H), 6.63(1H, ddd, J
=3, 9, 9Hz, 6-H), 7.02(1H, dd, J=6, 9Hz, 5-H). MS(EI-DI) m/z: 254[M"].
BEFA0 : T-AFNTFA-4H-A I FV[2,1-c][1 4] FAxH T ((bEY
I 1 Thofls :
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&%V 11 1b(17.0 g, 60.2 mmol)% 1 NHEE (900 m)IZAx . 1.5MFHIZE ¥
B LTz, RISIREWMIOKEG TEEE L2 52 NAB LT MY ¥ AKEKG00 m
DEMz, Z7earV A TR U, ARELfaf K ToE L. Bk
e hY U LTRSR, BETICRMEEEL, BEWEn-~FH o —7oafRLh
oGRS L TEAREE LTRELEWA2.4 g, IR 94%) %27z, H-NMR(
CDCly): 2.47(3H, s, SCHs), 5.25(2H, s, CHz), 6.93(1H, dd, J=2, 8Hz, 8-H), 6.9
7(1H, d, J=2Hz, 6-H), 7.16(1H, d, J=2Hz), 7.18(1H, d, J=8Hz, 9-H), 7.32(1H,
d, J=2Hz). MS(EI-DI) m/z: 218[M'].

BEFI4 1 T-I0A0-dH-A I F V211 4AXV Y FXH TV (bEY ] 1
1) DRIYE

LAV I 1 1c¢2.30g 9.1 mmol)a1 N#EEE (120 mDIiZMNz, 1.5FFME
B L7z, RISIREMIOKG THE#E L2228 52 NS Y 7 A(65 m)Z 0
Z. ZuaaR/NVATIEME U, BH#REZEMEEKCHlE L, EKEEET F
UULATHEE BETICEBHELZEL, BEYWEn-~FH L —7aaRLhinbi
e L TEGEGK L L TRELLAW(1.54 g, ILR 90%)%57-, 'H-NMR(CDCL)
: 5.35(2H, s, CHy), 6.81(1H, ddd, J=3, 8, 9Hz, 8-H), 6.86(1H, dd, J=3, 9Hz, 6-
H), 7.26(1H, dd, J=5, 9Hz, 9-H), 7.32(1H, d, J=2Hz), 7.36(1H, d, J=2Hz). MS
(EI-DI) m/z: 190 [M].

BEFI4 2 1 1.7 08 T-RFNVFA4H-A I XV [2,1-¢][1 4N A FH 2 (
{tEM 1 Vi)DORE .

{t&4% 1 1 1h(1.00 g, 4.6 mmol) % FEEL(10 ml)ICEAE L. K THRE LR
75 5NBS(856 mg, 4.8 mmol)Z 1%, 28EEH L7, KINESY % ik~ F /L
THARRL. K, T%REKFET b Y 0 LAKEBRRO TR TESR L, X
Wig~ 7 2 U LTHEE L, BEZBETICEEL, ZBME VTNV n T
Lrm= b7 7ECLDER L TEARK L LTRELESWAT0 mg, IXFE 13
%)% #%7=, 'H-NMR(CDCL): 2.48(3H, s, SCHs), 5.12(2H, s, CH:), 6.97(1H, dd,

J=2, 9Hz, 8-H), 7.00(1H, d, J=2Hz, 6-H), 7.10(1H, s, 2-H), 8.09(1H, d, J=9H
z, 9-H). MS(EL-DI) m/z: 296 [M'], 298[M"+2].
REFA4 3 1. 70E-7-TA0484H-A I F V2,114 I AXH (b
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BEY 1 VH)DRE :

&% 1 1 1i(860 mg, 4.5 mmol) % EFEL(10 m)IZEAE L, KigF THEHEB LR
2 5 NBS(845 mg, 4.8 mmol)Z A0 %, 1ERRIMEE Lz, BUER 4 2 &L RARICKL
B, OEHLTEERKE L TRELLEY(260 mg, IR 21%) %187, 'H-NMR(
CDCly): 5.12(2H, s, CH), 6.81(1H, ddd, J=3, 8, 9Hz, 8-H), 6.86(1H, dd, J=3,
9Hz, 6-H), 7.09(1H, s, 2-H), 8.15(1H, dd, J=5, 9Hz, 9-H). *C-NMR(CDCl): 64
.63, 98.53, 106.29(d, J=26Hz), 109.44(d, J=23Hz), 118.30(d, J=9Hz), 121.90,
131.30, 141.43, 148.28(d, J=13Hz), 160.81(d, J=246Hz). MS(EI-DI) m/z: 268 [
M, 270[M"+2].

ERFI8 9 1 1-(4-INA v T 2 =V)T-AFNFA-4H-A I ¥ V' [2,1-c][1,4]
VA XY T UUREHMV —T)DERK

L& 1 Vi(140 mg, 0.5 mmol) X '4-7 /LA 1 7 = = /L1 ) BE(79 mg, 0.6 m
mol)% b (1.5 ml)—x & /—/\ (1.5 m)IBRICIER L., 2 MIREEF R ¥
LKEEHE (1.5 ml) & PA(PPhs)«(37 mg, 0.03 mmo) &A%, 7 /L= AEHK
THEL < B L7es b 3R fA MR L7z, RUNREY & BE T ICIRMEECE L,
BEME 7 uaR/LAIER L, KEROERFfEHEKTHERE L, BB U
LT L, B BETICEEL, BEYWE VISV T Lo a< v T T
TR L BRI L T RAaEE S L TREE®(Q30 mg, INE 90%) &1z,
H-NMR(CDCls): 2.43(3H, s, CHs), 5.18(2H, s, CH:), 6.65~6.69(2H, m), 7.00(1
H, m), 7.03(1H, s, 2-H), 7.11(2H, dd, J=9, 9Hz, aromatic 3, 5-H), 7.35(2H, dd
, J=5, 9Hz, aromatic 2, 6-H). MS(EI-DI) m/z: 312[M’].

BEFIQ 1 4-AFNANLT=NT = =)VIE ) BRI

4-AFNF A7 2 =1F D BEA.50 g, 8.93 mmol)D/kEE{LT b Y 7 A(0.75 g,
18.8 mmol)/KE &K (B0 m)iZ, KT, B~ T8I Y v A(2.96 g, 18.8 mmo
DAKBERGO m) A T L. ER TIRMBE L, =&/ —(~10 mhZNZ
REIEDO@~ o EE & SR Lictk, REIABIZL 0 Z@ib~ o U Dbk E
AR LT, AIRICIRIBEEZINZ . THT2REZERSIABIZEDED, KNbLE
fEGR L TRELLEW1.56 g, IR 87%)%157-, 'H-NMR(DMSO-ds) 6 (ppm) : 3.
18(3H, s, CH:), 7.86~7.88(2H, d, J=8Hz), 7.99~8.01(2H, d, J=8Hz), 8.30(2H
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, s, OHX2). EI-MS(m/z) : 200(M").
BEFA4 4 0 T-AFNALVK=)V-4H-A IV [2,1-c][14] N AxH Vb
A1 1 1D .

L& 1 1 1h(5.00 g, 22.9 mmol) Z Ik A F L /(50 ml)iZ#EfE L. mCPBA(
9.50 g, 55.1 mmol)Z N x.. EiR T40 B LT7-, RIGREMEZEILAF L
THIRL. T%REAKFET b ) v LKERK Oaf &K Tk B~ 7
FUULATERL, BETICEBRELE L, BEYEn-~F¥ o —tEkAF L
ot L TEAREE L L TRELEW(5.40g, IR 94%) %/, mp.223~
226°C(dec.). "H-NMR(CDCLy): 3.06(3H, s, SO:CHs), 5.35(2H, s, OCH>), 7.23(1
H, s,), 7.40(1H, s), 7.44(1H, d, J=9Hz, 8-H), 7.64-7.69(2H, m). MS(EI-DI) m/z
: 250[M’).

BEFIA45 0 1- T E-T-AFNLVARNEKF=N-4H-A 2 FV[2,1-c][1, 4] A *
B (EEY I VK)DRLE

L& 1 1 1j§(5.20 g, 20.78 mmol)% 7 b= K U /L (520 ml)iZ¥##& L, NBS
(4.07 g, 22.87 mmol) Z N 2 TH0°C C2HERMBEHE L2, RIGEEWEBET
WCIBREERE L, BB/ oabLVAEwMx, REheE »EL, 7aa RV AT
P L, AlRiRE &L, KTHEH. FREZSIL. BAME~ 2T AT
Wi, BETICBRELE L, BEWE VY I TSANT Lra~v T T 705
AL/ —NVERZERRLLNLVFRL, MEAERGKE L TRELE®AB.9
5g, LK 58%)% 15372, mp.167~169°C(dec.). 'H-NMR(CDCL): 3.07(3H, s, SO
CH:), 5.21(2H, s, OCH>), 7.16(1H, s, 2-H), 7.68~7.74(2H, m), 8.40(1H, d, J=9

Hz, 8-H). MS(EI-DI) m/z: 328[M'], 330[M"+2].
EREFH OO0 : 1-4-A FFT T = =)V).T-AF )L A )Lk =)L-4H-A4 I % [2,1-c][1
AN FAXH V(B V —THDERK

e 1 Vk(3.95 g, 12.00 mmol), 4-A hF 7 = =/LiF ) 8(2.19 g, 14.40
mmol) % O'Pd(PPhs)«(947 mg, 0.82 mmol)DIEE#¥IZ kv (40 ml), =% /
— /(40 m) KX U2 MERBET b U U AKIERA0 m)Z M, 73 HAFAR
T ORI L KB LN LEBRR Lz, KISESY L BIETICRMEE L
CEEBWICs aa R A ENZ, KEROERRFIAEK THRE%EKRE~ 2T
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LTCHEME, BMETICRERZE L, BEWE VTSNV T A0~ NI T 7k

(7 maR/Lb—n-~FY UREEG1DRWTOS% A S/ —/LEF 7 vkl A
) ICE VBRI, RE(LAEWA.16 g, INFE 9T% %/ (=& /) — N bBEfkda
L CEASHRER), mp.193~195C."H-NMR(CDCL): 3.03(3H, s, SO:CHs), 3.
87(3H, s, OCHs), 5.27(2H, s, OCH>), 6.97(2H, d, J=9Hz), 6.98(1H, d, J=9Hz,
9-H), 7.05(1H, s, 2-H), 7.28(2H, d, J=9Hz), 7.37(1H, dd, J=2, 9Hz, 8-H), 7.67(
1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 356[M"].
EREFIOL : 2-708-1-4-ArF VT 2= W)-T-AFNLVANVK=/-4H-A I &
V[2,1-c][LAX A XYV (LEMV —T5)DEK

&%V —74(100 mg, 0.28 mmol) % FiEE(4 mD)IZ#H#E L. NCS(39 mg, 0.29
mmol)Z %, 80°CT2HEfHIE L1z, RINEEM LB~ F AL THRL. K,
T%IREEARFET B Y U LKBER KR OEEFIREK TlRER EKRE~ 72U AT
R L. BETICEMERE Lz, BEBOE VTSN T Lo a~< bT T 7
7R/ —n-~FHPRREGEIDIRWT2% A ¥/ —/VEF 7 aak/L LI L
DRRIL, BMEEKLE L TRELEYOG0 mg, INE 55%)% &7, mp.217~21
9°C(dec.).'H-NMR(CDCl:): 3.02(3H, s, SO:CHs), 3.87(3H, s, OCH:), 5.23(2H, s
, OCH>), 6.86(1H, d, J=9Hz, 9-H), 7.01(2H, d, J=9Hz), 7.29(2H, d, J=9Hz), 7.
36(1H, dd, J=2, 9Hz, 8-H), 7.66(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 390[M'].
EWiFI9 2 : 270 F-1-(4-A "X T 2= V) T-AF VALK =NV-4H- A I ¥
Y12,1-c][1 4] A XY P ({LEHV —T6)DERK :

{bE#V —74(600 mg, 1.68 mmol) % FEEE(18 m)IZ# A L, NBS(315 mg, 1.7
7 mmol)Z Mz . EiR TIRERBHE L7z, RINEEME 7 vodR /L ATHRRL, 1
N/AKERIEF b U 7 LKEETE(310 ml) & OB R IE /K THE 1% Mk FilE~ 7 %
ULATESRL, BETICRME®RE L, YW En-~FF o —7aui/Lbhhnb
fEepfb LT, mEAREMKE L TRKELEW (705 mg, INR 96%)%1F/z, mp.24
3~244°C(dec.). 'H-NMR(CDCl:): 3.02(3H, s, SO:CHs), 3.88(3H, s, OCHs), 5.24
(2H, s, OCH>), 6.83(1H, d, J=9Hz, 9-H), 7.01(2H, d, J=9Hz), 7.29(2H, d, J=9
Hz), 7.35(1H, dd, J=2, 9Hz, 8-H), 7.66(1H, d, J=2Hz, 6-H). IR(KBr): 1495, 14

20, 1315, 1300cm. MS(EI-DI) m/z: 434[M’], 436 [M*+2].
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EMEFIO 3 1 1-A-A XV T 2= V)T-RAFILANLF=L-2- b ZA o AF
N-4H-A 2 7V [2,1-c][LARN AR T (bEHV —TDNDERK :

LBV —76(700 mg, 1.61 mmol)ZDMA(14 m)IZIEfE L., Y 74 ofk
B b Y U876 mg, 6.44 mmo) R V' & 5 {ksl(1)(590 mg, 3.10 mmol) %Nz
. B.5EEMIE MBI Lz, RUNBAWIZ Y 1 uk/b A(20 ml)& 0015 NH#EE(20 m
DEMZTHIEL, KBIXEICZuaRLATHE L, F#ELE L. FEY
874 bRy FERAWTAEL, AIRE % SMAIEK THE%EKEE~ 7 X
VULATHBREL, BETICRMGEE L, BEWME VSN Tbou~< bT
577 aa il b —n-~F Y URIEE2DRWT2% A X /) —/VER 7 na ki
PNZEVHERL, n~FHr—ZoafilianbiEab L TEAREKE LTE
FEILE(200 mg, INR 29%)%757-, mp.188~190°C. 'H-NMR(CDCls): 3.01(
3H, s, SO:CH:), 3.89(3H, s, OCHs), 5.29(2H, s, OCH>), 6.70(1H, d, J=9Hz, 9-
H), 7.01(2H, d, J=9Hz), 7.29(2H, d, J=9Hz), 7.33(1H, dd, J=2, 9Hz, 8-H), 7.6
8(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 424[M"].
ERiFI 94 0 2T /-1-(4-A XL T 2= )V)-T-AF VALK =/)V-4H- A4 I ¥
J2,1-cl[L 4] S AXFH LBV —T8)DERK

L&V —T76(210 mg, 0.48 mmol)ZDMF(0.5 m)IZiEfE L. > 7 LRI 5
2 mg, 0.58 mmo) &M%, T/ I HABREE F1I70°C C2RERIEHR L, KIS
REMEER T VTHERL, REWMEETA MRy REAWTAE L, A&
5% R THRGZ BB~ 7 2 U LA TEBR L, BETICRGEZE L
o BEME Y ITNAT Ly NI T T7EI vaFR s —n-~F Y URE]
FIPCL VR, n~FHr—sooFrshbfig{fb L TREREKE LTR
FLAY (50 mg, IR 27%) %572, mp.226~228°C. 'H-NMR(CDCL): 3.04(3
H, s, SO:CHs), 3.89(3H, s, OCH:), 5.26(2H, s, OCH>), 7.00(1H, d, J=9Hz, 9-H)
, 7.05(2H, d, J=9Hz), 7.37(2H, d, J=9Hz), 7.42(1H, dd, J=2, 9Hz, 8-H), 7.73(1
H, d, J=2Hz, 6-H). IR(KBr): 2220, 1500, 1400, 1315, 1300cm”.MS(EI-DI) m/z
: 381[M].
ERiFOS5 : 1-4-A XL T 2= W)-T-AFNVNANK=N-2-= hu-4HA I ¥

V2,1-c][1, 4] A XY UbEMV —T)DERK ¢
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L&V —74(200 mg, 0.56 mmol) % EKEEEL(4 ml)IZHERFL . EBR(d=1.52,
4811, 1.16 mmol)Z Mz, 50C T2RefAB#E L7, RICIBEEM & BE T ICRNER
L. BEWME VAN I T L~ NI T 7R rakbh—n-~FH
IBIR(T:)RVTE% A F ) — L EF 7 oafm L NI L VML, n-~FHr—7
7R L0biERE L CTHREGEGE L L TRELEW(60 mg, INFE 27%) %1%
72, mp.250~252°C(dec.). '"H-NMR(CDCls): 3.02(3H, s, SO:CH:), 3.90(3H, s,
OCH3:), 5.29(2H, s, OCH>), 6.72(1H, d, J=9Hz, 9-H), 7.06(2H, d, J=9Hz), 7.36(
2H, d, J=9Hz), 7.37(1H, dd, J=2, 9Hz, 8-H), 7.72(1H, d, J=2Hz, 6-H). IR(KBr
): 1515, 1395, 1315, 1300cm”. MS(EI-DI) m/z: 401[M"].

BLERI4 6 @ 3T hEVHANR=ANT-AFNFA-4H-A 2V [5,1-c][1,4] N
SAXH T EEY 1 X)DERGE -

L& 1d(5.50 g, 28.17 mmol) % #/EDMF(80 m)IZ¥EfE L, T I HAK
R T TS LN HH Y v htert-7 b ¥ F(3.35 g, 29.86 mmol) % /i 2. 1557
BB L, ZORGREMIZZ o AEEY T F/1(8.75 g, 50.71 mmol) % M
Z 1053 eI, 4 Y 7 / BFEE—F /L (4.56 g, 40.28 mmol) D EEDMFE K (4
0 m)BE U U 7 Ltert-7 k¥ F(4.43 g, 39.45 mmol) & i1 2 1553 R HE#E L,
IRVNCEIR C22R B U7z, K TiHR L7eh b ISR EWICEiBE(5.5 m) %
BT L. ZhZEiKAK(1000 mD)izhnzx BiEg—F /L CTHIH Lz, FifgcF L Exa
FORMKIAR TR L, EKMEE~ 7 27 A CER, BETICEHEREL, &
BEEEE L THRELAYEST., ZOLDRBHT 5 LR RORIGICE
AL,

—8E) AN T A uw NS T 7RG aa RV LN LOERIL, n-~
FH -2 F ) —AnbiERE L TRERH KL L TRELLEWESEZ, mp.l
62~164°C."H-NMR(CDCLs): 1.40(3H, t, J=7Hz, CO.CH:CHs), 2.48(3H, s, SCH
2), 4.39(2H, q, J=7Hz, CO.CH:CH3:), 5.50(2H, s, OCH:), 6.95(1H, dd, J=2, 8Hz
, 8-H), 6.98(1H, d, J=2Hz, 6-H), 7.37(1H, d, J=8Hz, 9-H), 8.01(1H, s, 1-H). IR
(KBr): 1715, 1595, 1515, 1285, 1165cm™. MS(EI-DI) m/z: 290[M"].

BEF 4 7 0 T-AFARANVK=-2H-14-_X YV A XYV -34H)-A - ({LED

[ HDORLE .
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t&% 1d(6.00 g, 30.73 mmol) & (b A F L (150 m])iZ%#& L. mCPBA(1
1.67 g, 67.61 mmol)# Nz, EiR C2RFMBH L1z, WL IRE L, HILAF
Ly THREEAIEE L, B LN LT%REEKET ) U LKEKEZ AL
R RBETME, FEYE AR KROT—F LTk, HEL TEAFEREKL
L CRELEY6.77 g, K 97%) %187, mp.273~276°C(dec.). 'H-NMR(D
MSO-ds): 3.16(3H, s, SO.CH:), 4.68(2H, s, OCH>), 7.06(1H, d, J=8Hz, 5-H), 7.
43(1H, d, J=2Hz, 8-H), 7.49(1H, dd, J=2, 8Hz, 6-H), 11.13(1H, br-s). MS(EI-
DI) m/z: 227[M].

WEMA8: 3T X THNAR=NT-AFIVANVT 4 =)V-4H-A I ¥V [5,1-c]]
14X FAX BV EY 1 XDHDORIE -

&9 1 Xc(100 mg, 0.34 mmol) % FEEL(3 ml)IZ#AZ L. NBS(67 mg, 0.38 m
mol) %Nz . =R TH30MMEEBH LT, RUNREEMICEE—F L Z M, K
. T%REEKRFT b Y U LKERROBRFIREK THEE L. EKRBE~ 70
LCHERE, BETICRGEHE Lz, BBYWE VAN I T Lo a< N T T 71k
Q=% A% ) —NEFZouakR/L L)L ERL, BEEGEE L TERELEY(
100 mg, IXF 85%)%&7-, mp.157~166°C. 'H-NMR(CDCls): 1.40(3H, t, J=7
Hz, CO:CH:CH>), 2.74(3H, s, SOCH:), 4.39(2H, q, J=7THz, CO.CH.CHs), 5.57(
2H, s, OCH.), 7.37(1H, dd, J=2, 8Hz, 8-H), 7.41(1H, d, J=2Hz, 6-H), 7.63(1H,

d, J=8Hz, 9-H), 8.06(1H, s, 1-H). MS(EI-DI) m/z: 306[M].

BIERI49 0 3-T hFUAARZAT-AFIANF=/L-4H-1 I & V[5,1-][1,
AN FA XY EY 1 Xe) DRIE -

[AEAEDEAY 1 Xc (BH146) (28.17 mmol)Z (L A F L (100 ml)iZ
BRE L, KB THEE L2 5mCPBA(10.69 g, 61.95 mmol) & %, =ik T3kKE
MEH Lz, i esAELJULEYIL: 220 g), WILAF LU THREL, Ak
a2 E L TI%REAKET U U LKEERR ORI K THRE®REKTER~ 7
R LTEBEL, WETICEHEEE L, BEWE VWSV T L7 a< |
TS5 TEQUAY ) —AVEF /BRI L VER L, n~FYr—xx ) —
bR L TREBRREMG L L TRELEWA.02 g, INFE 44.3%)%H2, m
p.198~201°C. '"H-NMR(CDCl:): 1.41(3H, t, J=7Hz, CO:CH:CHs), 3.07(3H, s,
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SO.CHs), 4.40(2H, q, J=7Hz, CO:CH:CHj3), 5.60(2H, s, OCHz), 7.61-7.72(3H,
m), 8.06(1H, s, 1-H). MS(EI-DI) m/z: 322[M].

[B¥E] (k&% 1 £(5.00 g, 22.00 mmol) % #2EDMF(100 ml)iZEfEL, 7 a
HAFEHKT TKE LR U T Atert-7 F 3% K(2.62 g, 23.32 mmol) % 0
2205 B Lz, ZORSRAWICZ no ) ABEYTF/1(6.83 g, 39.60 mmo
D&M 6578 %, (/27 /BB =F /1(3.56 g, 31.46 mmol) DEfEDMF
RGO m) R U U 7 htert-7 b %2 F(3.48 g, 31.02 mmol) % il x 1553 118
L. RUWWTCEIR T20RE#IH L7, RICEEWIZEFRRG mDEZH T L, ZhzK
K60 m)IZMZ 1.50RBH L., a2 E T4 Sy FZHWTIERL, K
Wk oafRVh—AF ) —VRETHEH L, BHKREZEMEEAKTERS L,
HAHiBE~ 7 % > U L CHBEHBUE TICRMELE L, BRI IIERS T F LT
L. fafnREK TR, BB~ 7 32U L CTRBEHEE TICRMERE L
BBYE 7 ook ATHE L, BIETICEE L TEEIN720 mg, 14%) % [E]
U7, 7mainhEdRIIEORBHENEG LTV INITNVIT L7 a~<
T 7EQA-2%AZ ) —AER e a R AL DERL, n~FY -7
7 aR LD LREREE L CREGHKRE L TRELEM(1.63 g, INFE 23%) %15
7o

[C] {LE% 1 Xd(80 mg, 0.26 mmol) # (kA F L (2 m)IZEAE L., mCP
BA(50 Iﬂg, 0.29 mmol)Z Mz, EIR T405MfEHE L7z, RICIREMZHEL AT
LU TRIRU. T%REEKFET b Y U LKEIR K& Ot f i K T o % EokhiEs
TIRYVULTEBREL, BETICREEE L, REWEZn-~FH o —7nofk
LB b RERL L TEAREG L L TRBLEY(59 mg, INE 70%) %7,
BOERS50 0 1-70F-3-T hFUHINLARZNAT-AFLALK=)VAH-A I X
[5,1-cl[14] X YA XY VU ((bEY X)DRIE -

{t&a 1 Xe(2.00 g, 6.20 mmol)Z 7 k= U /L (200 mDIZIARE L. NBS(2.
43 g, 13.65 mmol)Z M %, 8% L7245 6 2RFMEMER Lo, RINES Y & RE
TICBHEZE L., BEWE 7 ool /L AIZER L., T%REKEST MY ¥ LKE
RO THRE U, EXEE~ 7 R0 L THE, BETICRGEEZE L
oo BEMEIVATN AT LI NI T T7HO5%ALY ) —NVER I AR
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NINZ KRR L, BRAaERKE L TRELEWA.32 g, INR 53%)%1EB7-, 'H

-NMR(CVDCh): 1.40(3H, t, J=7THz, CO:CH:CHs), 3.08(3H, s, SO:CHs), 4.41(2H,
q, J=THz, CO:CH:CHs), 5.49(2H, s, OCHz), 7.70~7.77(2H, m), 8.50(1H, d, J

=9Hz, 9-H). MS(EI-DI) m/z: 400, 402[M’].

ERF 96 : T hFTHLR=NLN-1-4-A FFT T 2= A)T-AFNL ALK

JV-4H-A I Z YV [6,1-c][1, 4| A XY V(L EMX 1 —19)DEHK -

L& Xc(1.32 g, 3.29 mmol), 4-A ¥ 7 = =/11F ) EE(0.60 g, 3.95 mmol
)5 U'Pd(PPhs)«(260 mg, 0.22 mmol)DIEEWIZ /L= (15 ml), =% / —/(1
5 m)KRUMREET b U 7 AKEKEAS m)EMZ, 7Aa 0 AFEEKT T3
M LS BHR LRV OEBER L2, RINEEMEZGBAL, Zhic/aakiL A
ROKEMACHE LTz, Z7uaiLa@iaR L., fafaEk T E K
B~ 7320 LATHELR, BIETICRERE L, BEHES YISV AT A0
< NI 7EZ oo Rl b —n~FY UREGDRWTI%AZ ) —LERK 7
BRI E BRI L, BELEW(842 mg, INR 60%) 2 B7-(=F / —Lhb
Biffe L TEAHKES), mp.204.5~206.5C. '"H-NMR(CDCl:): 1.40(3H, t,
J=7THz, CO.CH:CHs), 3.05(3H, s, SO:CHs), 3.87(3H, s, OCH)), 4.42(2H, q, J=7
Hz, CO:CH:CHs), 5.54(2H, s, OCHz), 6.97(2H, d, J=9Hz), 7.10(1H, d, J=9Hz,
9-H), 7.39(1H, dd, J=2, 9Hz, 8-H), 7.46(2H, d, J=9Hz), 7.71(1H, d, J=2Hz, 6-

H). MS(EI-DI) m/z: 428[M].
EFIO 7 0 FANEXT1-4-A XV T 2 =) T-AF LA/ KR=/L-4H-A
V6,11 AN AXR YV {EEHX T —200DEHK :

L& X 1 —19(300 mg, 0.70 mmol)%& A ¥ / — /(5 mIIZREE L . 1 NKEE
£ RV U AG ml, 5.0 mmol)Z A, B¥E L7225 6 1RFRAE R Lz, BUG
BEVEZHETICRMEELE L, REMIKEEBEML 7 ook ATl LE
o 7 B RN ABEEKEEE 7Ry A TG, BUE TICEMGELE L, ZEY
En~nFYr—soods ) EERS L CEGAEREK L L TRELE(266 mg,

IR 95%) % &7-, mp.251~252°C(dec.). 'H-NMR(DMSO-ds): 3.24(3H, s, S
0:CHs), 3.84(3H, s, OCHs), 5.55(2H, s, OCH>), 7.40~7.12(3H, m), 7.47(1H, d
d, J=2, 9Hz, 8-H), 7.51(2H, d, J=9Hz), 7.73(1H, d, J=2Hz, 6-H), 12.91(1H, br,
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CO:H). MS(EI-DI) m/z: 400[M].
EHiFI9 8 ¢ 1-(4-A FFT T 2= )W)T-AF ARV =/V-4H-A I ¥/ [5,1-c][1
AR ARV HREHX 1 —2D)DERKL

LE#X 1 —20(250 mg, 0.62 mmol) & #1¥>K (44 mg, 0.69 mmol) DIREMIZ
X/ V@5 m)EMZ, 220~225°C C1EEIR Lz, RIGIREDICEEE—F
NEMZ, RaWEESE L, BiREAMAEKCHlRE., BB~ XV T LT
i, BETICBMEE L, BEMEBME L VANV Lu<s NI T T
B a R/ ARV T05% A/ —VERF 7oLV LV BRHL, =7
N—rzoarrs XY fERb L THREAEE L L TRELEWA12 mg, IXE 50
%)% 157, mp.137~144°C. '"H-NMR(CDCl:): 3.04(3H, s, SO.CHs), 3.87(3H, s
, OCHs), 5.21(2H, s, OCH>), 6.98(2H, d, J=9Hz), 7.08(1H, s, 3-H), 7.17(1H, d,
J=9Hz, 9-H), 7.39(1H, dd, J=2, 9Hz, 8-H), 7.46(2H, d, J=9Hz), 7.70(1H, d, J=

2Hz, 6-H ). MS(EI-DI) m/z: 356[M"].
ERFO 9 : 37 u-1-AAMF VT 22 /W)T-AFNANK=)V-4H-A I ¥
V[5,1-c][LAR Y A XY P U(LEMX T —22)D AR

{LEHX 1 —21(70 mg, 0.20 mmol) D7t b=k U /L(7T m)IFHRIZNCS(29 m
g, 0.22 mmol) %N % ., EHER FICI9MERE L, RIGEADEBETICK
BL, BREWE 7 aabR N LIEE L, KRURRfEEK TG, BAHET H
U ATER, BETICEMGEER L, BEMEL VISV AT LI aw NI
THEA% AF ) —NVEF7aaRLIIEYER-RL, n~FHYr—snofkn
AL VERIEL TERHKE L TRELEW(28 mg, INFK 36%) %27z, mp.21
2~214°C."H-NMR(CDCL:) 6 : 3.04(3H, s, SO:CH:), 3.87(3H, s, OCH), 5.17(2H
, s, OCHy), 6.97(2H, d, J=9Hz), 7.15(1H, d, J=9Hz, 9-H), 7.39(1H, dd, J=2, 9
Hz, 8-H), 7.44(2H, d, J=9Hz), 7.70(1H, d, J=2Hz, 6-H). EI-MS m/z: 390(M").
ERiF 100 : 37 2F-1-(4- A FF VT 2= /)-T-AF )V AV F=)V-4H-A
&/ [5,1-c][LAN Y A XY P U(LEH X T —23)DERK ,

tE&HmX 1 —21(40 mg, 0.11 mmo)Z 7 & b=k Y /L (4 ml)iZiEfE L. NBS(3
0 mg, 0.17 mmol) &%, 50°C C1REfE L7z, RICIREW % WL TICIRHER
L. BEWME VTN DT hra< N7 7 aaibbh—n~FH o
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RR2:ADICE VERL, REBREHRE LTRBE(LEW(25 mg, INFE 51%) %1572
. mp.198~200°C(dec.). 'H-NMR(CDCl): 3.04(3H, s, SO.CHs), 3.86(3H, s, O
CH:), 5.41(2H, s, OCH.), 6.96(2H, d, J=9Hz), 7.14(1H, d, J=9Hz, 9-H), 7.39(1
H, dd, J=2, 9Hz, 8-H), 7.43(2H, d, J=9Hz), 7.70(1H, d, J=2Hz, 6-H). MS(EI-
DI) m/z: 434, 436[M").
EHEFH 101 @ 1-4-A XV T 2= ) T-AFNVRALF=N-3- P TAa A
FN-4H-A 2 F 2 [5,1-c][LAX A X H V(LB X T —20)DE K
LA X 1 —23(300 mg, 0.69 mmol), MY 7 AAoEEES Y ¥ A(362 mg,
2.66 mmol) &z O & 9 {L4RI)(240 mg, 1.26 mmol) % DMA(6 ml)iZMzx, & #HE
T FIZ6R IR LTz, NREWERBETICERE L, REWIZ7 oafRLhz
Mz, AEmaEv 74 b3y REAWTAELE, AREZBETMBEKTRESE, &
KEREET MY U A TESR, BETICRMERE L, BEMEZ VW TNVAT LT
0w NI 7E0A% AZ ) —AEF ook AN X0 ERIL, HEBORBEL
A(96 mg) % F7-, RWTHAERMZ HHOHPLCEIZEIVHER L, BROHE
SEE LBIE TSR L, IRMERICERfnRBEKE T B U U LKEE R 0T
MU D AZEMA, 7aakR/ TR L, EAGET ) UL THEE. BE
TICEBEEE L, BEWA AR —T/L— 7 ook L bEiER L TEas
Wt & L TRENE®62 mg, IR 21%) %2577, mp 224—226°C. [HPLCH:{E
4] #1& : Waters Delta Prep 4000, B&)#H : 0.0IMY ABR_KFEH IV U L —
7 b= h A1), #E : 30 mUmin., HHE : UV(254 nm), 'H-NMR(CD
Cls) 6 : 3.05(3H, s, SO.CHs), 3.87(3H, s, OCHs), 5.32(2H, d, J=1Hz, OCH.), 6
98(2H, d, J=9Hz), 7.15(1H, d, J=9Hz, 9-H), 7.42(1H, dd, J=2, 9Hz, 8-H), 7.4
6(2H, d, J=9Hz), 7.73(1H, d, J=2Hz, 6-H). EI-MS m/z: 424(M").
ERiFI102 : 3L FEFUAFNI1-UA XV T 2= V) T-AFNANLF=
W-dH-A 2 F/[65,1-c][1L, A X S AXFH V(L EWMX 1 —25)DERK
LA X 1 —19(100 mg, 0.23 mmol)Z THF(10 ml)iZ#EfE L, AFEL) Fv
LTI =7 (20 mg, 0.53 mmol) % N 2 iR T30 HB#E L7z, USRS
CREMZ TBRIOAFILY F o AT A =0 AE ML, HETICRELE L
7z, BEWCEEETF L EKREMIHEL, BBICTNEOERME T A bRy
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FEAWTAEL, BiBE=FVEE M. fafAE K Coel % EKIRBE~ 7 x v
U LATEER, BETICBGRE L, BEWE VI TINAT LI a< NI 5T
HEEWAY /) —NVEF7aa RV LICLIOVBRL, n~FHr—sooRis
LV EREL TEAREGK L L TRELEW(6]1 mg, INFE 68%)%#F/-, mp.204
~207°C(dec.).'H-NMR(CDCl:): 2.29(1H, br, OH), 3.04(3H, s, SO.CH), 3.86(3
H, s, OCHs), 4.70(2H, s, CH.:OH), 5.26(2H, s, OCH:), 6.97(2H, d, J=9Hz), 7.1
2(1H, d, J=9Hz, 9-H), 7.37(1H, dd, J=2, 9Hz, 8-H), 7.42(2H, d, J=9Hz), 7.68(
1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 386[M].
EhEHI1 03 3-TNANABRAFN-1-4-A XL T 2= V) T-AF)NVANVIE=)b-
4H-A T #V[5,1cl[LA X AXH VU ((bEHX T —26)DEK

tE# X I —25(60 mg, 0.16 mmol) Z FZfRIE/L A F L 12 mD)IZEEL . D
ASTHE (31 11, 0.24 mmol) & N % =B T304 B Lz, RIGIRAWZIE(LA
FLUTHRL, MEHEK THREEEATR~ 7 R U A TEE, BETICR
MEE L, BEME IV INDT LI a~ NI T 7HEO05%AY ) —VER
7RV AL DERL, n~FHr—JoarL ARVl TEARA
k& L TREALLAEDA0 mg, INE 68%)%1H7/z, mp.223~226°C(dec.).'H-NMR
(CDCL): 3.05(3H, s, SO:CHs), 3.87(3H, s, OCHz), 5.27(2H, d, J=1Hz, OCH>), 5
43(2H, d, J=49Hz, CH:F), 6.97(2H, d, J=9Hz), 7.14(1H, d, J=9Hz, 9-H), 7.39
(1H, dd, J=2, 9Hz, 8-H), 7.44(2H, d, J=9Hz), 7.70(1H, d, J=2Hz, 6-H). MS(EI
-DI) m/z: 388[M’].
EfF1 04 1 3B IN-1-(4-A P X VT 2 =)V T- A F NV A )K= /)V-4H-A
X611 AN AR Y VU HREHX T —2T)DERK

LA X 1 —25(350 mg, 0.91 mmol) D (L A F L > (100 m)EEEHRIZ. De
ss-Martin Periodinan(580 mg, 1.37 mmol) % /1 % =R T30 M L=, Kt
BAWIZLINABELT MY U AEMASKRL, FREE SR, AMAHEKTES
CEOKBRERT N ) U A THER, BETICRMSEE Lz, BEWE L )5V H T
Lrmaw b 7T 7EG vaRL LN L VERL, RELEW (320 mg, IXFR2%
VG, n-~FH s maRLLnbBREs L TEARAE, mp.248~250.5
°C."H-NMR(CDC)s) § : 3.07(3H, s), 3.91(3H, s), 5.56(2H, s), 7.03(2H, d, J=9Hz
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), 7.17(1H, d, J=9Hz), 7.43(1H, dd, J=2, 9Hz), 7.49(2H, d, J=9Hz), 7.74(1H, d
, J=2Hz), 10.03(1H, s). EI-MS m/z: 384(M").

EREF 105 0 3-VINABAFNLILUGA XV T 2= T-AF NV ANLF=
JV-4H-A 2 FV[5,1-c][1 4N A XY (LAY X T —28)DEK :

LEMX 1 —27(160 mg, 0.42 mmol) DELIEIFIL A F L > (10 m)BRBEHEIZD
ASTHE®160 11, 1.25 mmol)ZMA . EiR T46RERMR#E L1z, RIGREWEE
fEAF Lo THRL, Kk, BARET Y 7L CTHE, BETICRGEEZEL:
s BEMEIATNI T Ly b T TEQATY -7 aaRv A, 3212
IVERL, BEEEEO-~FY -7 aaFRLA)E L TRECEYB0 mg, IR

4T%) %487, mp.177~178°C. 'H-NMR(CDClLs) 6 : 3.05(3H, s), 3.87(3H, s), 5
.34(2H, t, J=2Hz), 6.76(1H, t, J=56Hz), 6.98(2H, d, J=9Hz), 7.14(1H, d, J=9H
z), 7.40(1H, dd, J=2, 9Hz), 7.44(2H, d, J=9Hz), 7.71(1H, d, J=2Hz). EI-MS m
/z: 406(M").

ERBI106 0 32T/ -1-4-A b XV T 2= W) T-AF N ALK =/V-4H-A I
#/[5,1-cl[1, 4] A XY V(LAY X 1 —29) DA

{LAHX 1 —27(200 mg, 0.52 mmol) Ktk K ¥ L /L7 I -0-A /LR U E(
118 mg, 1.04 mmol) DK X & /) — /(25 mD)FBREFKRICEKE Y 2 2/(2.3 ml)
EMNZ, BIRR TICARHEBE L, RISEEMEZIETICRMEZE L, %8
MEBAL AT LU AR, fafiRBEAKE T R U U AKEBER K OMfafn &K THEE
. BOKEIEET MU U A TERE, BETICRERE L., BEME VI TAHT
Lrza<w b7 7EG aaRL )N LD ERL, RELEY(151 mg, XX 76
%) & Ez, n-~FH s makRLahbBES L CEARRE, mp.230~231
°C. 'H-NMR(CDCl) § : 3.06(3H, s), 3.88(3H, s), 5.33(2H, s), 7.00(2H, d, J=9H
z), 7.17(1H, d, J=9Hz), 7.41-7.46(3H, m), 7.75(1H, d, J=2Hz). EI-MS m/z: 381
(M).

ERFI107 ¢ A PXFIAFINL-(4-A XV T 2 =))T-AF VAV =)L-
4H-A4 I ZV[5,1-c][L, A1 A X H VU ((LEMX T —30)DERK :

L& X I —25(100 mg, 0.26 mmol) D FZHEDMF(3 ml)iARIZNaH (13 mg, 0.
52 mmol) % M x. IR T5HMEEH L1-% 3 VLA F /(111 mg, 0.78 mmol) %
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Mz CIRFMB# L, RIGREEYZEBEF VCHIR L, KEE, EARRET K
VU LATER BETICRGRE L, BEWESIVAITNVAT L0 T T
THEA% AZ ) —AEFE/aaFR)L AN LB L, n-~FY s aaRiLh
o B L CTEAHKE E L TRELEY(A4 mg, IR 42%)% 1572, mp.185
~186°C. '"H-NMR(CDCL) § : 3.04(3H, s), 3.45(3H, s), 3.86(3H, s), 4.50(2H, s),
5.25(2H, s), 6.96(2H, d, J=9Hz), 7.12(1H, d, J=9Hz), 7.36(1H, dd, J=2, 9Hz),
7.43(2H, d, J=9Hz), 7.68(1H, d, J=2Hz). EI-MS m/z: 400(M").

EMif1108 1 = RFUAFN-L-@A-A KV T 2= W)-T-AF )V ALK = )b-
4H-4 I # Y [5,1-c][L4] X VA X H TV (bEHWX 1 —31)DEHK

EWaB 1 0 7 DERKRIEIZES T, (LEHX T —25(100 mg, 0.26 mmol) & 3 ¥
{b=F (122 mg, 0.78 mmol) & V) RELEY(57 mg, VR 53%) 2/, EE
RGBT —T /L — 27 auak/)s). mp.139~141°C."H-NMR(CDCL) § : 1.25(3
H, t, J=7THz), 3.04(3H, s), 3.62(2H, q, J=7Hz), 3.86(3H, s), 4.55(2H, s), 5.27(2
H, s), 6.95(2H, d, J=9Hz), 7.11(1H, d, J=9Hz), 7.36(1H, dd, J=2, 9Hz), 7.42(2
H, d, J=9Hz), 7.67(1H, d, J=2Hz). EI-MS m/z: 414(M").
EBHI109 @ IR_NUIAAFVAFIL-E A PFTT 2= )V)-T-AF LAV
HoV-dH-A I #V[5,1c][1L 4N AX V(b EYMX 1 —32)DERK :

EHEF 1 0 7 DERBIEIZIES T, {LE®HX 1 —25(130 mg, 0.34 mmol) & B{k
N U174 mg, 1.02 mmol) £ Y RELEW(62 mg, INFE40%) % 157-, EEE
RREMT—F AL —27 nafRiLh), mp.175~177.5C, 'H-NMR(CDCl;) § : 3.0
4(3H, s), 3.86(3H, s), 4.61(2H, s), 4.64(2H, s), 5.22(2H, s), 6.96(2H, d, J=9Hz)
, 7.11(1H, d, J=9Hz), 7.21~7.40(6H, m), 7.43(2H, d, J=9Hz), 7.66(1H, d, J=2

Hz). EI-MS m/z: 476(M").
EREBl1 10 0 3-@-AFFIRUDAFFUAF)-1-A-A XU T 2= ))-T-
AFNANK =)V-dH-A I &V [5,1-c][LAN Y A XY VL ((bEHMX T —33)D
BB :
ERifl 1 0 7 DEKIEIZHE- T, {LEHWX 1 —25(100 mg, 0.26 mmol) & (b
4-A FF R P (122 mg, 0.78 mmol) & ¥ RELEM(T9 mg, INE 60%) %
Bz, EEHRGMT—T/V—27 ookl L) mp.211~213C. 'H-NMR(CDCI
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5) 8 : 3.04(3H, s), 3.79(3H, s), 3.86(3H, s), 4.56(2H, s), 4.58(2H, s), 5.21(2H, s),
6.88(2H, d, J=9Hz), 6.96(2H, d, J=9Hz), 7.11(1H, d, J=9Hz), 7.29(2H, d, J=9
Hz), 7.36(1H, dd, J=2, 9Hz), 7.43(2H, d, J=9Hz), 7.66(1H, d, J=2Hz). EI-MS
m/z: 370(M"—136).
ERFI111: 3-700AF)N-1-(4-A b F LT 2 =) T-AFNVANFK=)V-4
HAIZV[5 11 AN AX Y P (bEMX T —3H) R T1-4-A bF LT =
Z)WV)T-AFNVANK=NV-3-T = ) F UV AFN-4H- A I ¥V [5,1-c][1, 4]/ %
IV ULEYMX T —35)DERK :

LA X 1 —25(150 mg, 0.39 mmol) DM/ v a7k /L L (5 m)BEEBEIKIC,
AL F A =/1(93 mg, 0.78 mmol)Z Mz . BRI FICIREHER L7z, KGR
BV EBE TICRMEEZE L, REM L2 EEDMFA m)IZEMRL, ZOH0E7
=/ —/(73 mg, 0.78 mmol) DEEDMF(2 ml)#&#kiZNaH(14 mg, 0.59 mmol)
Mz, EiRETI00MBHRLEREESWIINMZ -, REW%E EIR C20RFEBEE L
. EEEE T FLCHIR L, AROBRMBEK TR, |AKREETS Y U L THEE,
BWETICEELZE Lz, BEWE VTN TLa< 7T T7EG 2 aR
NINZE VR L, EEHKE L TEEHMX T —35(105 mg, IR 58%, A M
—TF -7 aaRVAnbERERVEEHRRE LTEEHX 1 —34(27 mg, IX
R 17%, AHT—T -7 oaRVArbBEa%ER, ELEmMX1—-34: m
p.218~224°C. '"H-NMR(CDCls) § : 3.05(3H, s), 3.87(3H, s), 4.64(2H, s), 5.26(2
H, s), 6.97(2H, d, J=9Hz), 7.13(1H, d, J=9Hz), 7.39(1H, dd, J=2, 9Hz), 7.44(2
H, d, J=9Hz), 7.70(1H, d, J=2Hz). {LE®HX 1 —35: mp.176~177C. 'H-NM

R(CDCL) § : 3.04(3H, s), 3.87(3H, s), 5.15(2H, s), 5.28(2H, s), 6.42~7.22(5H,
m), 7.13(1H, d, J=9Hz), 7.27~7.34(2H, m), 7.37(1H, dd, J=2, 9Hz), 7.45(2H,
d, J=9Hz), 7.67(1H, d, J=2Hz). EI-MS m/z: 462(M").
ERiFI112 0 3T b X VHARZN-1-E-TAA T 2 =)V)-T-AF )L ALK
=)V-4H-A TV [5,1-c][1 4N A X H U LEHMX T —36)D AKX :

L& Xc(0.93 g, 2.32 mmol), 4-7 /417 = =/iF ) EL0.49 g, 3.48 mmol

)} O'Pd(PPhs)4(266 mg, 0.23 mmol)DIEEWIZ b= (10 ml), =% / —/ (1
0 ml)X U2MREET b U U AKEERA0 m)EMA., T3 H AFEREK T T3k
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R L BB LAY OEPER Lz, EFI96L FIRICEABRUBR L, X
LB (798 mg, INE 81%)% 57-, 'H-NMR(CDCl): 1.43(3H, t, J=7Hz, CO:
CH:CH.), 3.07(3H, s, S0.CHs), 4.45(2H, q, J=7Hz, CO.CH:CHs), 5.57(2H, s, O
CH.), 7.06(1H, d, J=9Hz, 9-H), 7.19(2H, m), 7.42(1H, dd, J=2, 9Hz, 8-H), 7.5
7(2H, m), 7.75(1H, d, J=2Hz, 6-H). MS(EI-DI) m/z: 416[M].

BEFS 1 . G-7ZNAv2= b YFAT = )X UEFEAFAALEDS-11D)D
f

ok

IREEA Y 7 5(21.71 g, 0.16 mo)FET, 24-V 7 A= buaxXrE(25g,
0.16 mol)DMFIE®K (250 ml) (ZF A7) a—LEEXAF LT 2T /1(16.68 g,
0.16 mol)Z N 2. 80°CT 30 MHEEE L7z, RINREWZIKAKFIZIEE, HiBR
TFTHIE Uiz, HERIIEKREET ) v LATERL, A8L, AKREBE -
TicBMEE L, BEWE VISV AT Law NI 7EEEE: oo
BV L o ~FH =1 INZLVHERL, RELEWR23.05 g, INFE 60%) %
%7, 'H-NMR(TMS/CDCl:): 3.72(2H, s, CH:), 3.77(3H, s, CHs), 6.96~6.99 (1
H, m), 7.20(1H, dd, J=10, 3Hz), 8.30(1H, dd, J=10, 5Hz). EI-MS m/z :245(M")

BOEFIS 2 1 B-ATFNANK=N-2-= b)) F AT = ) X VEBEATFALULED
S-12) D HLE -

{LE%HS-11(11.94 g, 0.05 mol) DDMFIE#R (100 m)IZ A # ANV 7 4 EEF B
U A(5.85 g, 0.06 mmol)% MMz, 100°CT 60 /fE# L, RINREMEK
KPICEE, B~ F /0TI L, MBRITEKRES ) VLA TREBL, 5
WL, ABREBETICRMEEZBE L, BREWME VI ITADT LI u~v v 7T Tk
BEME : 7o RV BRL, RELEWEB.81 g, INE 60%) % H7-, '
H-NMR(TMS/CDCl): 3.11(3H, s, SO:CHs), 3.76(3H, s, CO:CHs), 3.83 (2H, s,
CH.), 7.82(1H, dd, J=9, 2Hz), 8.15(1H, d, J=2Hz), 8.36(1H, d, J=9Hz). EI-MS

m/z :305(M").
BEHBIS5 3 1 T-AFNANK=NV-2H-14-_0 S F T Vv -3(4H)-F L ((bEW 1
g DRE -
{L&H#S-12(8.81 g, 28.88 mmol)D T ¥ / — L¥5TK (850 ml)IZ8545)(4.87 @) K
77-
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BIERE20 mD) & Nx, 2FFFE TR LTz, RIGIREW & BT TIZEME. fr L
REBREEBAL, J7aaRibh—~FH U RETHRE, Rl RELEWA.3
5¢g INE 62%)%157-, 'H-NMR(DMSO-ds): 3.19(3H, s, SO:CHas), 3.57(2H, s,
CH.), 7.14 (1H, d, J=9Hz), 7.70(1H, dd, J=2, 9Hz), 7.87(1H, d, J=2Hz), 11.00(
1H, br-s, NH). EI-MS m/z :243(M’).

i@éiﬁ{ﬂé 4 : 1-70Au-2H-14-_VFT7 T -34H)-A(LEW 1 h)DR

iBE: .

LEMS-11% AV, RERFI 5 328> TG, %AE L TRELEMUNERTA
%)% 1537=, 'H-NMR(DMSO-ds): 3.48(2H, s, CH>), 6.97 (1H, dd, J=9, 5Hz), 7.0
4(1H, ddd, J=9, 9, 3Hz), 7.25(1H, dd, J=9, 3Hz), 10.57(1H, br-s, NH). IR(KBr
): 1683cm-1. EI-MS m/z : 183(M").

BIERFIS5 5 0 T-AFNANVK=N-4-2-FF Y T EA)-2H14- XV S FT Vv
3-A (L1 1 HDRE -

1L&% 1g(1.08 g, 4.68 mmol)D 7 & bk ¥A# (100 ml)iZTEBAC(0.37 g, 1.87
mmol). KEEH U 7 A(1.00 g, 7.24 mmol), 7 v a7 ¥ k1 (0.49 g, 5.30 mmol)
A, 14BMEBERR L, RIGREWZBUE TICRMEEER L. REWITK
EMZ, ZoadR/ A THE LU, EHRITEKEET M) v LATEERL, 58
L. PBREBETICREZE L, BEME VA TN T L0 T T 7
BEME : 7oadR K BRL, REKEW(0.65 g, INFR 4T%) 21571,
mp. 167~168°C. 'H-NMR(TMS/CDCl): 2.32(3H, s, COCHs), 3.05(3H, s, SO:C
Hs), 3.52(2H, s, SCH:), 4.77 (2H, s, CH:CO), 6.84(1H, d, J=9Hz), 7.74(1H, dd,

J=9, 2Hz), 7.97(1H, d, J=2Hz). IR(KBr): 1723, 1674, 1322, 1148cm". EI-MS

m/z : 299(M").
BIEFI5 6 : 7-7048-4-Q-AF Y FOEN)-14-_V Y FFT P r-3-F(kd
W 1 1gofhE .

ta® 1T ha Ay, BIEF 5 5126 - TRIG., B L TRELEHINEE5%
V#1872, mp.83~85°C. 'H-NMR(TMS/CDCl:): 2.27(3H, s, COCHs), 3.48(3H,
s, CH:), 4.69(2H, s, CH:CO), 6.69(1H, dd, J=9, 5Hz), 6.88~6.93(1H, m), 7.12(
1H, dd, J=8, 3Hz). IR(KBr): 1723, 1663cm™. EI-MS m/z : 239(M").
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BERFIS 7 0 2-AFN-T-AFNVANVK=N4H-A 2 ¥ V[2,1-c][1, 4 FT
CUEEE®H I 1 1k)DRLE -

b 1 11(1.04 g, 3.48 mmol) DFFELIEHR (15 mD)IZEEERT » E=7 L(2.68 g
, 34.77T mmol) &M%, 19FFREFEF L7z, RIGREEWZ BE TICRMETE L
. BEWIOKEMA, 7 aaRL s THE Uz, fIHEITEKRES F) AT
WRL, AIBL. ABEBETICRELE -, BEWEL VISV T L0
< NI 7E@BEE BB T L ~F =4 IICKVERL, RELE
$(0.94 g, INR 97%)%#&7-, mp. 158~159°C. 'H-NMR(TMS/CDCL): 2.31(3H
, d, J=1Hz, CHs), 3.09(3H, s, SO.CHs), 4.11(2H, s, CHz), 7.12(1H, d, J=1Hz),
7.43(1H, d, J=8Hz), 7.84(1H, dd, J=8, 2Hz), 8.03(1H, d, J=2Hz). IR(KBr): 33

37, 1309, 1149cm™. EI-MS m/z : 280(M").
BEGI5 8 ¢ 7T-74A410-2- A F)V-dH-A I Z Y [2,1-c|[1 XV F TV ({kE
W11 1)oRE .

ta®m 1 1 gz AV, WER S 712> TG, RO L TREEHOUR 7
1%)%87=, mp. 149~150°C. '"H-NMR(TMS/CDCl:): 2.29(3H, d, J=1Hz, CHs
), 4.05(2H, s, CH:), 6.96~7.01(1H, m), 7.04(1H, d, J=1Hz), 7.17(1H, dd, J=8,
3Hz),7.24(1H, dd, J=9, 5Hz). IR(KBr):1491,1438cm". EI-MS m/z : 220(M").
BRI S5 9 : 1-7 0 E-2- A FN-T- A F NN ZANFR=/V-4H-A I & /[2,1-¢][1,4]X
YFTIALEY 1 V) ORLE

LA 1 1 1k(0.53 g, 1.89 mmol) DEFELEE K (10 m1)(ZNBS (0.34 g, 1.93 m
mol) Mz, FEIR T30 HMHEEE LIz, FUSREWEIKKKIZEE, ook
N ATHIE Uz, MHRISEKREEST M) VA TEBEL, 8L, AREBET
CEFEEL, BEWE V) AT A 7T 7EGEMR BT
ooanFH =4 INTEOBRL, RE(LEW0.6 g, INEK 89%) % H/, H-
NMR(TMS/CDCL): 2.29 (3H, s, CHs), 3.11(3H, s, SO:CHs), 4.01(2H, s, CHz),

7.89(1H, dd, J=9, 2Hz), 8.11(1H, d, J=2Hz), 8.19(1H, d, J=9Hz). IR(KBr): 29
56, 1398, 1146cm™. EI-MS m/z : 358(M"), 360(M+2).
EHiBHI1 13 1 2 AFNAT-AF VALK =N-1-T = =/)L-4H-A I ¥/ [2,1-c][1,
NV FTOLALEaMV —80)DERK

-79-




WO 01/29038 PCT/JP00/07201

&4 1 VI(60 mg, 0.17 mmol) D% / —/L(5 ml), kLT (5 ml)IREVEIR
2. 2MREET R U 7 AKIEBHR0.35 ml), 7 = =13 ) EE(26 mg, 0.21 mmol)
% O'Pd(PPhs)«(20 mg, 0.017 mmol) % N 2, 3FFMZERER L. KINIEAEW %
BETRMELZEL, BEWIIKkEML, Z7aafk/VATHE L, MHRITEK
WiEET R U LATHEEL, ABL. AREBETIZRGEEL, ZEWE U
FNAT L7 a<w 7T 7EGEE : BT ~FHY =4 DHITEDE
L., RELEWEI mg, NFE 66%) %7, mp.190~192°C. 'H-NMR(TMS/
CDCl:):2.29 (3H, s, CHs), 3.06(3H, s, SO.CHs), 4.14(2H, s, CH:), 6.80(1H, d, J
=9Hz), 7.19~7.22(2H, m), 7.44~7.49(4H, m), 8.09(1H, d, J=2Hz). IR(KBr): 1
307, 1151cm”. EI-MS m/z : 356(M").

EfEBI1 14 1-@-INAAa T 2= )-2-AFL-T-AF )L AL K=/ -4H-A 3
Z12,1-c[1 A S F T ALV —81)DE K :

4-7NFA a7z =/ME5EE RV, Effll 1 3 LRRICKS. BAFEL TR
FLEWUNE 87%) % & 7-, mp.211~213°C."H-NMR(TMS/CDCls): 2.24(3H,
s, CH:), 3.07(3H, s, SO.CHs), 4.08(2H, s, CH:), 6.78 (1H, d, J=9Hz), 7.12~7.2
1(3H, m), 7.49(2H, dd, J=9, 2Hz), 8.09(1H, d, J=2Hz). IR(KBr): 1309, 1150c
m". EI-MS m/z : 374(M").

EREFE 115 : 1-4-7007 2= L)-2-AFN-T-AF NV ALF=/)V-4H-A I &
V[2,1-c][LA]R Y FT (b BV —82) DA

4-7mua7 =T OBERV, EmHI1 1 3 L RRICRIG., %O L TRE
LAY ER88%) % 1%7-, mp.240~242°C."H-NMR(TMS/CDCL): 2.25(3H, s,
CH>), 3.07(3H, s, SO:CH:), 4.07(2H, s, CHz), 6.79(1H, d, J=9Hz), 7.13~7.15(2
H, m), 7.41~7.43(2H, m), 7.52(1H, dd, J=9, 2Hz), 8.10(1H, d, J=2Hz). IR(KB
r): 1311, 1151cm™. EI-MS m/z : 390(M"), 392(M+2).

FERiF L L6 ¢ 2-AFN-1-@G-AFNT = =/V)-T-AFNANVK=/)L-4H-A I ¥
V[2,1-c][L4] R S F T (kA V —83)DEEK :

4-AFNT 2 =)VEoBE AV, ERFI1 1 3 LRRICKIS., BOAE L TERE
LB ERIZ%) % 572, mp. 181~183°C."H-NMR(CDCls): 2.28(3H, s, CHs),
2.43(3H, s, SCHs), 3.06(3H, s, SO:CHs), 4.15(2H, s, CH:), 6.84(1H, d, J=9Hz),
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7.08(2H, d, J=8Hz), 7.25(2H, d, J=8Hz), 7.50(1H, dd, J=9, 2Hz), 8.08(1H,
d, J=2Hz). IR(KBr):1305,1149cm". EI-MS m/z :370(M").
EREH L 17 0 1-(4-A XL T 2 =) 2-AF)V-T-AF )V AR =)L -4H-A
& V[2,1-cl[1LAN S FT (LB V —8)DE K

4-A F¥ T 2= MIOBEEF AV, ERFIL 1 3 LRRICKIG, RO L TR
BB ILRT2%) %2 E7-, mp.138~140°C.'H-NMR(TMS/CDCls): 2.24(3H, s
, CHs), 3.06(3H, s, SO:CHs), 3.87(3H, s, OCHs), 4.08 (2H, s, CHz), 6.84(1H, d,
J=9Hz), 6.96(2H, d, J=7THz), 7.12 (2H, d, J=7Hz), 7.48(1H, dd, J=9, 2Hz), 8.0
7(1H, d, J=2Hz). IR(KBr): 1310, 1151cm™. EI-MS m/z : 386(M").
EWEH 118 1 2AFN-T-AFNLALK=N-1-(4-AFNVFF 7 = =)L)-4H-A
2 Y2,1c[LARNV S FT (LB V —85) DA

4 AFNFAT7 2= VE 5B AV, ERf1 1 3 LRRICKR., BLELT
FKELEWUNERIZ%) ZB7-, mp. 135~137°C."H-NMR(TMS/CDCl:): 2.25(3H
, s, CH:), 2.54(3H, s, SCHs), 3.07(3H, s, SO:CHs), 4.07(2H, s, CH:), 6.85(1H, d
, J=9Hz), 7.09~7.11(2H, m), 7.26~7.29(2H, m), 7.50(1H, d, J=9, 2Hz), 8.08(
1H, d, J=2Hz). IR(KBr): 1311,1151cm™. EI-MS m/z : 402(M").

ERiFI119 0 143,5-P7 007 2 =/V)-2- AF)L-T- A F )L ALK = /L-4H-A
TE Y211 4N F TP LBV —86) DA
3,5-v/mnu 7= /LE5 e AV, EMf113LRAKICRIE, BRAELT
FEELAYNES6%) & T-, mp.226~228°C.'H-NMR(TMS/CDCls): 2.27(3H,
s, CHs), 3.08(3H, s, S0:CH:), 4.05(2H, s, CH:), 6.79(1H, d, J=9Hz), 7.09(2H,
d, J=2Hz), 7.42(1H, t, J=2Hz), 7.58(1H, dd, J=9, 2Hz), 8.12(1H, d, J=2Hz). I

R(KBr): 1310, 1149cm™. EI-MS m/z: 424(M"), 426(M+2).
BLEFI 6 0 @ _T-AFNANFK=NV-2H-1,4-_ Y F 7V -3(4H)-FA (L EW
V I i

{LE% 1 g(4.00 g, 16.5 mmol) D THF% #% (300 ml)iZLawessoniA#(3.33 g, 8.
23 mmol)% N %, ZEiR T20MBHE Lz, FUSREY A BT TICEHFEE L.
HWEM IS ) —NVENMR., NEWME A8, BBRTLHZLiIcky) ., RELLEHE
96 g, INFE 93%) &7z, 'H-NMR(DMSO-ds) § (ppm) : 3.19(3H, s, CHsSO2),
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3.99(2H, s, CHz), 7.36 (1H, d, J=8Hz), 7.72(1H, dd, J=2, 8Hz), 7.90(1H, d, J=
9Hz), 12.80(1H, br-s, NH). EI-MS(m/z) : 259(M").
BLEFI6 1 0 T-AFNANLF=I-3-AFIFA-2H-14- XV F TV UbEW

VI I1d)oRE .

eV 1d(3.85 g, 14.9 mmol)THF# (300 ml) (ZNaH (0.43 g, 17.8
mmol) #Mz., 1557HE@# L1, RWT, 3 VLA FI/(4.22 g, 29.7 mmol)
MMz, SRERIEEE L7, RICIREWZBE TICIRMERZE L, BREMIIKEINA,

7 auaRA A CTHE Lz, MtRITEKEES MY U LATEEL, SBL., BE
PRWETICEEL, BEME VTN T bLou<w N7 T 7EFEME : 70
ORI X DRBERIL, RELAEWB.47 g, IR 86%) %157, 'H-NMR(CDCl
/TMS) 6 (ppm) : 2.59(3H, s, CH:S), 3.06(3H, s, CHsS0:), 3.28(2H, s, CH:), 7.4
3(1H, d, J=8Hz), 7.71(1H, dd, J=2, 8Hz), 7.87(1H, d, J=2Hz). EI-MS(m/z) : 2
73(M").

BERF6 2 1 3-(22-VARXFVZFAT I ))-7-AF VALK =)L-2H-1,4-~
YFTTAEEHV I 1 1 )DRE -

&V I 1dB.37 g 12.3 mmo)D7 & b=k Y LIEKRAS0 m)iZ7 I/ 7
ERTATE RUAFLTEH—/1(3.37 g, 32.1 mmol)Z Iz, 7HEE MR
Lz, ROIGIREWEBETICRMEZE L, REWIIKEZMA, 7 ovR/L s TH
H U7z, MHRITEARE S ) DACHEL, ABL, AREBE TICRMER
L. BEME VANV AT L~ NS 7EEEHE: Z7oakRLi)lk
DISRL . RE(LAW(3.46 g, WK 85%) %757/-, 'H-NMR(CDCIL/TMS) § (pp
m) : 3.06(3H, s, CH:SO»), 3.12(2H, s, SCH:), 3.44(6H, s, CH: X 2), 3.71(2H, t,
J=5Hz, CH>), 4.57(1H, t, J=5Hz, CH), 5.09(1H, br-s, NH), 7.21(1H, d, J=8Hz)
, 7.64(1H, dd, J=2, 8Hz), 7.80(1H, d, J=2Hz). EI-MS(m/z) : 330(M").

HEHI6 3 1 T-AFANANF=N-4H-A I Z V211 AN Y F TV HLE
11 1mDRYE .

{LE®HV 11 1d4(3.03 g, 9.18 mmol)? k /LT EHKR(150 ml)iZp- hL= R
JLAR L EE(0.79 g, 4.59 mmol)Z % . 2BERIEIER LT-, RIGEEWEBIET
ICIEHE. REWIIKEMZ, Zaok/L A THE UZ, E&RTEKFEERS Y
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DATHBEL, APBL, PREBETICRHGEZEL., BEWE VI TAH T A
ru< b 7T 7HEGBEHE 7ra RN LY BRL, RELLEY(2.07 g, IX

% 85%) %157, 'H-NMR(CDCL/TMS) § (ppm) : 3.09(3H, s, CHs), 4.12(2H, s,

CH.), 7.19 (1H, d, J=2Hz), 7.40(1H, d, J=2Hz), 7.49(1H, d, J=8Hz), 7.86(1H,

dd, J=2, 8Hz), 8.05(1H, d, J=2Hz). EI-MS(m/z) : 266(M").

6 4 0 170 E-T-AFNANVK =)V -4H-A 2 ZV[2,1-c][1 4V F T

CoAEEH 1 Vm)DRIE

tEHm I 1 1 m(50 mg, 0.19 mmol) DEFEEFE#R(1.5 m1)iZNBS(33 mg, 0.19 m
mol) &N A, ZEiR T2FEEH LI, FUNEEWEZAKPIZEE, ZoafRL A
T U7z, MERISEKEE S R DA TERL, 2BL, ABREZBETIR
WHEL, BBWME VATV ATLAIa~ NI 7EFEE . ook h)
L DRBRL. REMLEWA2 mg, IFE 19%)% 1572, 'H-NMR(CDCL/TMS) 6 (
" ppm) : 3.11(3H, s, CH:), 4.02(2H, s, CH>), 7.16(1H, s), 7.90(1H, dd, J=2, 8Hz)
, 8.13(1H, d, J=2Hz), 8.21(1H, d, J=8Hz). EI-MS(m/z) : 344(M"), 346(M"+2).
BIERFI6 5 0 3- (2-(4-A PF VT 2=))2-FF ) TFAT I )] T-AFNA
N =)V -2H-1,4-X S FT IO (LEHV I 1 Te)DRE -

F)xTF 7 (388 mg, 3.84 mmo)FET. L&V 1 1d(1.00 g, 3.66
mol)D 7 & b=k U AEKRAS m)iZ2-7 I /-4-A b XINTE M7 =) UERE
(738 mg, 3.66 mmol)Z MR, 4RFEIE IR L7z, RIGEEW & BIETIZR
HEE L, BEMICKEML, 7 ookl s Tl Us, Bk EKRET b
U LATHEEREL, ABL, ABRZBETICREMGELE Lz, ZEWIZOEDOERKRT
FLEMZ, REHE H B, 8BRTHZLICLY. KRELEWE210 mg, ILE 61
%) %187, "H-NMR(CDCI/TMS) § (ppm) : 3.08(3H, s, SO.CHs), 3.25(2H, s, S
CH:), 3.91(3H, s, OCH:), 4.97(2H, d, COCH>), 6.13(1H, br, NH), 7.01(2H, dd,
J=2, 6Hz), 7.27(1H, d, J=8Hz), 7.67(1H, dd, J=2, 8Hz), 7.83(1H, d, J=2Hz), 8
.05(2H, dd, J=2, 6Hz). EI-MS(m/z) : 390(M").

ERiF1 20 1-A-A XL T 2o V)T-AFNLANLF=L-4H-A I 7/ [2,1-c
LAY FT I {LEMV -8 DEK
{tE#HV 1 1 1e(360 mg, 0.92 mmol)? h /LT EEHR(40 ml)Z HKp- b /L=
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AR CEE(T9 mg, 0.46 mmol)Z N %, 22BFMZ BB Lz, RINREW %
WUE T I, BB, 7 5 adL A G Ui, fHHE kR
FTRUDALTHEEREL, ABL, AREBETICRMGEEL, BE®HE )TNV
AThruw ST TEGBEE: ook i) L VR L, RELEY4.35
g, IR 62%)% 157, 'H-NMR(CDCL/TMS) § (ppm) : 3.08(3H, s, CHsSO:), 3.
86(3H, s, CH:0), 4.06(2H, s, CH), 6.93(2H, d, J=8Hz), 7.00(1H, d, J=8Hz), 7.
06(1H, s), 7.18(2H, d, J=8Hz), 7.53(1H, dd, J=2, 8Hz), 8.1(1H, d, J=2Hz). EI-
MS(m/z) : 372(M"). ’
EWEBl1 21 ;0 2-70F-1-4-A XV T 2=V T-AFAVANVF=)/V-4H-A I
Z 1211 AR S FT V(LAY V —88) D AKX :

&4V —87(15 mg, 0.04 mmol) DFEFLEE K (4 m1)IZNBS(8 mg, 0.04 mmol)
EMNZ., =R CARREE L., RISREWEIKKPICEE, 7 ood/v LA TH
U7z, MHERITEARES N O LATEHEBL, AL, AREZEETICRERLZ
BL., BEWME VDTSN T L n< NI T 7EGBEME Bt F L . ~F
Yr=4: INLVERL, KELEHWO.6 g INE 88%) %%, 'H-NMR(C
DCI/TMS) 6§ (ppm) : 3.06(3H, s, CH:SO>), 3.88(3H, s, CH:0), 4.03(2H, s, CH:)
, 6.87(1H, d, J=8Hz), 6.97(2H, d, J=8Hz), 7.21(2H, d, J=8Hz), 7.50(1H, dd, J
=2, 8Hz), 8.08(1H, d, J=2Hz). EI-MS(m/z) : 450(M"), 452(M"+2).

BYERI6 6 : T-A b ¥ -2H-1,4-V VS FF7 P -34H)-A L (La 1) DRl

2.-73/-6-A RF¥I RV FT7 Y —/1(10.0 g, 55.50 mmol) DK (100 m
DIZEIRTRELD U 7 1 (54.9 g, 0.83 mmol) & %, 2RERIMBLER Lz, =
DERAZEIRIZHA L. BEF243.3 g, 0.72 mol) R N7 & EEEEL T F/1(13.9 g, 83
.20 mmol) % N x 1RFRENBGE TR . FICEEBL(10.0 g, 0.17 mol) % M X 185NN
B L7z, ZRICHH%, i id AR =% ) — A LHEER L TRELEY
(5.20 g, INE 48%)% 18 7-, 'H-NMR(CDCI/TMS) § (ppm) : 3.42(2H, s, CH:), 3
78(3H, s, CH:0), 6.73(1H, dd, J=2, 9Hz), 6.76(1H, d, J=9Hz), 6.87(1H, d, J=
2Hz), 7.93(1H, br-s, NH). EI-MS(m/z) : 195(M").

BIEF6 7 @ T-AFF-4-2-FAF /b NW)-2H-14-_V S FF7 P -3-24 ¢
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L& 1 1hoilE

L& 1i(5.20 g, 26.7 mmol), 7 @7+ k. (4.94 g, 53.3 mmol), REED
U 7 A(5.53 g, 40.0 mmol) X UUTEBAC(3.04 g, 13.3 mmol)®> 7 & k >/(100 ml)
BRET7NVIVRMRT,. —BMEER L7z, RIGREMZBETEML, 7an
R DEMA ., fAFIREAK TR, EABEET b Y 7 A TEERVTEE TICR
WHEEL, ZEME VTNV LIa~w NI T7RE/aarAFy o
AL L=3 2> 7aaRA LNV RBRL, BREEE LS L TRELEM(
4.80 g, =L 72%) %1572, 'H-NMR(CDCI/TMS) § (ppm) : 2.23(8H, s, CH:CO)
, 3.47(2H, s, CHz), 3.78(3H, s, CH:0), 4.67(2H, s, NCH>), 6.66~6.92(3H, m, a

romatic-H). EI-MS(m/z) : 251(M").
REFI6 8 1 _T-A FFL-2-AFNV-AH-A I FV[2,1-)[1LAXNV S F T V(b
#1111 n)DRIE .

&% 1 1 h(4.6 g, 18.30 mmol) X U'EEEE T =7 L(14.1 g, 0.18 mol) DHEE
B2 (50 ml)EiR % 3RENBGER L7c, RIS ZBE TIZIRMEECE L, T%REK
FF MY ULKBEREMZ, 7uaRL AT L, BEL MK T
W, EOKEREE S M) U LATHRL. BETICREER L, BEME VTN
HSLruw R ST TEZ aaRALNCE DR, mREERE L CREL
E4(3.21 g, LR 16%) %7157, 'H-NMR(CDCIL/TMS) § (ppm) : 2.29(3H, s, CH
%), 3.82(3H, s, CH:0), 4.05(2H, s, CH:), 6.82(1H, dd, J=3, 9Hz), 6.96(1H, d, J
=3Hz), 7.03(1H, s), 7.20(1H, d, J=9Hz). EI-MS(m/z) : 232(M").

BEFI6 9 1 1-TET-APFT-2.2AF)V-4H-A I FV[2,1-][1 ANV F T
(LY 1 Vn)DRE .

&4 1 1 In(1.98 g, 8.53 mmol) DEFEE(20 ml)¥ARIZEIR TNBS(1.67 g, 11
.90 mmol)Z N %, EIRCT2RFMBHE L7, IR ET%REEKET MY 0 LKE
RIZ L 0 pH8~9ZFHRI L, /7 ma AL A THH LT, HHELfMAEK Tl
., BT FY OLCEVERL, BETICRGERE Lz, ZEME D
FANASAhraw NS 7 raaAA s saakLsh=3: 2L
"L, RESMEEE S L TRE(LEY0.68 g, INR 26%)%#57-, 'H-NMR(CDCl/
TMS) 6 (ppm) : 2.27(3H, s, CH:), 3.84(3H, s, CH:0), 3.97(2H, s, CH.), 6.87(1
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H, dd, J=3, 9Hz), 7.04(1H, d, J=3Hz), 7.92(1H, d, J=9Hz). EI-MS(m/z) : 310(
M), 312(M"+2).
EWFI1 22 ¢ T-A FFL-2-AFN-1-(4-AF)NVANVFE= )NV T = =/)V)-4H- A 2
Z 12,114V F TV (LEHV —8)DEK

{t&% I Vn(150 mg, 0.48 mmol), 4-AF NV ALK LT 2= VIES B (B
Zf%18) (116 mg, 0.58 mmol), Pd(PPhs)«(56 mg, 0.05 mmol) & U'2MRET b
Y 7 LKA (0.96 ml, 1.93 mmol)® kx> (5 ml)-= & /) —/)L(5b m)iBiR%E T
NIRRT, 3.5REHIMBGENE L7-, MSREBETICRMEL, 72kl A
Mz, fafMBEKCHREZEKMEET M) U ATEE L, BIETICEMRELZEL
e BEWME VAT NATZ A uw NTF 7R 7aaRrAFy  Jaak)y
L=3 : 2)NC K BRL, BaEEAKL L TRELE®W(A59 mg, IE 90%)%
B7-, 'H-NMR(CDCIL/TMS) § (ppm) : 2.29(3H, s, CHz), 3.12(3H, s, CH:S0y),
3.79(3H, s, CH:0), 3.99(2H, s, CH:), 6.47(1H, d, J=9Hz), 6.52(1H, dd, J=3, 9
Hz), 7.05(1H, d, J=3Hz), 7.40(2H, d, J=9Hz), 7.96(2H, d, J=9Hz). IR(KBr)
cm” : 2917, 1599, 1490, 1310, 1149, 773. EI-MS(m/z) : 386(M").

ULOXRFBHOIEWEIZ —BEE L TELDELDERL E LTRT,

EREEMA TRE L-AEBALE O Y PRREBEROCOX- 2R UL ¥ UE
EHROCOX-LZHT2AEERAZRBR L7z, 2B, LLTORBREIZI T H%f
BiL&#® DDCF-Nafk (8SC586351%, Y7 a7 =t v 7+ kY 7 LKRU4-[5-(4-
AFNT 2=))3-(FU 7Fda AFN)1H-B T V —-1- 4 V)R E U ALK

»73IF (Bvaxy7 ;J. Med. Chem.,, 1997, 40, 1347) TH5
RERG 1 - COX-2Kk UCOX-1FREEA O RIE I UM R
[B%3% - %] COX-1(Sheep Seminal Ves., Cayman) & (*COX-2(Sheep Placent
a, Cayman), 7 7% FUEE(FI90%. Sigma), =17 J v (FalME), 714
FA U ETR, FlHiE), ~<F - (Sigma). Prostaglandin E2 EIA Kit(Cay
man),

[COX-1K U'COX-2fHEF D RIE] #RBR AR ORR « BRI D ISR+
TOREN100 u MIZ7%510.7 mMOEBRIEFROMSO) & RE L, RISEIRT
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TOWHREDOREH0.001~100u M 725 L 5 IC#ERE R K # DMSO CTHIRT
5, BREBBROFE  BAKEHIZ200 unitiZ457E L, BRERT Lz, EHERIC
(B TR L, S LEERIC50 mM kU A EEEEIR(pH 8.0)&2 X T
AL, 1mle L, BRBKL T 5,
RISEBRORE : BREDO2 U5 mMI/ VA F 4y, 5 mMT X7 ) KU1
puM~<F 2 %2E{e50 mM h U RHEEEE R (pH 8.0)% 200 u 1AM L, BERIEK
D10 12 unit)ZHEML, KISBERE T 5,
A Fax—Vvav: ﬁﬁﬁ&%mc 0D T LA Fa—Ta L,
TIX RUVBBOTY ) —NEE2 0 l(ﬁfﬁ?&¢w%{ﬁ}*6 6uMZIHEML, &5
23T CTIODMA v Fa—ra 33, 02 NEEZ50uIEML, KERT
BOS&AZE L%, THELL EKERICEE L, 0.2 NKE{ET MY 7 A%50 u 1N
LTHFIY %, PGEELERDORE : HHBRIKOCOX- 1RV COX-2MHEFEIEIL, P
GE: EIA¥ v b2 AV CRIGEIR T OPGE: 2 ¥ X ¥, 414 nm TOWRSE % A
E L. BAMOPCEIRE % S ORERREZFRICHRAIE, TNOLORNELY
BOWIBRERICEVERT 2, FREOCHBREOCZ3EREVIRL, £ DY
BERAWD, HRELEELRVDMSOBKEZ AW TREEROAE LTV, 77
7&T D, BRERSITTT,

(1] XEHALEHO—F

\A
N*\
7

=3

Y

(£1)
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Latgs X-A Y Z R R2
et V-l | CHa-CH N C-CHs CHsS H
ta¥v-2 | CH-CHy N C-CHs CHaS 3F
V-3 | CH-CHy N C-CHs CHaS 3-Br
4% V-4 _ CHy-CHy N C-CHs CHaS 3-0CHs
A% Vs | CH-CHy N C-CHs CHaS 4-F
ta#ve | CH-CH, N C-CHs CHaS 4-Cl
tahv.7 | CH-CH, N C-CHs CHaS 4-CHs
tehvs | CH-CH; N C-CHs CHaS 4-CFs
Le% Vo CHa-CHa N C-CHs CHsS 4-0CH;
&% V-10 | CH:-CHs N C-CHs CHaS 4-SCH;
ke V-1l | CH:CHy N C-CHs CHsS 3-Cl, 4.F
ke Vv-12 [ CH:-CHy N C-CH; CHsSO 3F
{tafVv-13 | CH:-CHy N C-CHy CHsS0 3-Br
{t&HV-14 | CH.CH N C-CHs CHsSO | 3-OCHs
{La%V-15 | CH:-CHs N C-CHs CHsS0 4-CFs
LA V-16 | CH:..CH, N C-CHs CHsSO | 4-OCHs
&% V-17 | CH.-CH N C-CH; CHsSO | 3-CLA-F
a9 V-18 | CH.CH, N C-CHs CH»S0: H
ey | cCd | N | CCH | CHSO, | OF
t&WV-20 | CH:-CH N C-CHy CHsS0; 3-Br
fta# V-2l | CHx-CH; N C-CHy CHsS0: | 3-OCHs
et 22 CHy-CH; N C-CHs CH,S0; 4-F
ftA9V-23 [ CH:-CH N CCHs | CHs80. | 4l
iV | CH-CH N C-CHs CHsSO: | 4-CHs
{tHv-25 | Cla-Clls N C-CHa CHsS02 | 4-CFs
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(& 2)
{L&% V-26 CHa-CH2 N C-Clls CHaSOq 4-OCHs
L& v-27 CH,-CH; N C-CHs CH1S0; 4-SCHs
{6539 V-28 Cll-Cllg N C-CHs CHsSO2 3-Cl, 4-F
&% V-29 CH2-CH2 N C-CHs CHs0 4-S02CHs
&% V-30 | CH:CH:-CH: N C-CHa CHsS 4-OCHs
&% V-31 | CH:CHs-CHa N C-CHs CHsSOz | 4-OCHs
L&Y V-32 CHz-CHs N C-H CHsS 4-OCH3s
te% V-33 CHz-CHa N C-H CIHaS0q 4-OCHs
5% V-34 CH.-CHa N C-Cl - CHsS02 4-OCHs
kAHV-35 |  CH:-CH N C-Br CH:SO2 | 4-OCHs
a4 v-36 CH2-CHa N C-CN CHsS0; 4-OCHs
L& v-37 CH2-CHg N C-CFs CHsS02 4-OCHs
ft&WXI-1 | CH»CH» | C-CO:Colls N CHsSOz | 4-OCHa
&% XI1-2 CH=CH C-CO2CaHs N CHsS02 4-OCHs
e X1-3 CH3-CHe C-CO2H N CHaSOz 4-OCHj
{6549 XI-4 CH2-CH: >-H N CHsS02 4-OCHs
{659 X1-6 CH:-CH2 C-Cl N CHsS02 4-OCI1;
&% XI-6 CH=CH c-Cl N CHsSO2 | 4-OCHs
¥ XI-7 C(Ch=CH C-Cl N CHaSOs2 4-OCHs
{t&% XI-8 CH;-CH: C-Br N CHsSO2 4-OCHs
{t&4 XI1-9 CHz-CH: C-CN N CHaSOq 4-OCHs
L&w XI-10 CH2-CH2 C-CFy N CHsS02 4-OCHs
L&Y XI-11 CH.-CH: C-CH:0H N CH;SO: 4-QCHs
&Y XI-12 CHz-CH: C-CHsF N CHsS0. 4-OCHs
L& XI-13 CHz-CHz | C-CH20CHs N CHsSOz 4-OCHs
L&Y XI-14 CH:-CHz | C-CH.0OEt N CHsS0: 4-OCHs
&% XI-15 CH:-CHz C-CHz0Bn N CHsS0: 4-OCHs
&% X1-16 CH.-CHz C-CH20Bn N CH1S0: 4-OCHs
-OCHs(p)
& XI-17 CH2-CHz C-CH:Cl N _CH3S0: 4-OCHs
3% X118 CHs-CH3 C-CIT:0Ph N CHsS02 4-OCHs
{391 V-38 0-CH, N C-CHs CHsS H
t&% V-39 0-CH: N C-CHs CHsS 3-F
L& V-40 0-CH; N C-CHs CHsS 4-F
L& V11 0-CHs N C-CHs CHaS 4-Cl
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(£ 3)
&% V-42 O-CH2 N C-CHs CHsS 4-CHs
164391 V-43 0-CH N C-CHs CH:S 4-CF3
1E&% V-44 O-CH: N (C-CHs CHsS 3-OCHs
L&Y V-15 ()-CHz N C-CHa CHsS 4-OCHs
L&Y V-46 Q-CHz N C-CHs CH:S 3-Cl, 4-F
&% V-47 0-CH: N C-CHs CHsS 3. 6-diCl
LY V-48 0-CII. N C-CH3 CHsSO H
{603 V-49 0-CIl; N C-Clls ClIIsSO 3.F
{L3% V-60 0-CII; N C-Clla CI1;S0 4-F
{29 V-51 0-CII: N C-ClIs ClIsS0 4-Cl
{629 V-52 0-CH: N C-CHs CH:S0 | 4-CHa
&% V-53 0-CH: N C-CHs CH:S0 4-CF
LY V-54 Q-CH:z N C-CH3 CH:SO 3-OCHs
{t&% V-56 0-CH: N C-CHa CH:S0 4-OCHs
L&Y V-56 0-CH; N C-CHa CH:SO | 3-Cl 4-F
&% V-57 0-CHz N C-CHa CHxS0 3, 5-diCl
&% V-58 0-CH: N C-CHs CH3S0: H
{t£3% V-59 O-CHp N C-CHs CHsS02 3-F
1% V-60 (-CH, N C-CHs CH3aS02 3-OCHs
1h&% V-61 0-CH2 N C-CHa CHazS02 4-F
5% V-62 0-CH: N C-CHs CHzS0q 4-Cl
&% V-63 0-CH: N C-CHs CHzS02 4-CHa
&% V-64 0-CH: N C-CHs CHsS0; 4-CF3
L& V-6 0-CHs N C-CHs CHsSO2 | 4-OCHa
B V-66 (0-CHs N C-CHs CH3sS0s 3.Cl, 4-F
LAY V-67 0-CH: N C-CHs CH:S0: [ 3 5-diCl
{b&5% V-68 (-CH: N C-CHs HaNSO2 4-OCH3y
b5 V-69 ()-CH. N C-CHjs F 4-SCH3
1{L&% V-70 0-CH; N C-CHs F 4-SOCH3
&% V-11 Q-CH2 N C-CHs F 4-SQ:CHs
1654 V-72 0O-CH2 N C-CHs F 4-SO2NH:
L5 V-73 O-CIlz N C-H CHaS 4-F
LA V-4 0-CH: N C-H CH:SO: | 4-OCHs
&% V-75 0-CH: N c-Cl CH:SO: | 4-OCHa
&% V-76 0-CH: N C-Br CHsSO: | 4-OCHa
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(& 4)
L& v-71 0-CHz N C-CFy CHsS0; 4-OCHs
&% V-8 0-CHa N C-CN CHsSO2 4-OCHs
&P V-79 O-CH: N C-NO3 CHaS02 4-0Cli;
fb{v4 X1-19 0-CHy C-CO2CeHs N CHsS02 4-OCH3
e X1-20 0-CH: C-CO:H N CH1S0: 4-OCHs
{tad X1-21 0-CHz C-H N CHsS0:2 4-0CHa
£ X1-22 0-CHs C-Cl N CHsS0: 4-OCHs
5% X1-23 0-CHa C-Br N CHsS0: 4-0CHs
&% X1-24 Q-CHa C-CFs N CHsS02 4-OCHs
ft&% X1-26 0-CH: C-CH:0H N (CHsS02 4-0CHs
&4 X1-26 0-CHs C-CHsF N CHsS03 4-OCHs
{t&% X1-27 0-CHz C-CHO N CHsS0: 4-OCHs
{t&4 X1-28 0-CHs C-CHF: N CH5S02 4-OCHs
{£2¥% X1-29 0-CHa C-CN N CHsS0 4-OCHs
{54 XI1-30 0-CHz C-CH2OCHs N CHsS02 4.OCHa
L5849 X1-31 O-CH: C. N CHsSO: 4-0CHs
CH20CsHs .
{E&% X1-32 0-CH: C-CHz0Bn N CHzSO2 4-OCH3
{t&% X1-33 0-CH: C-CHz0Bn N CHsSO: 4-OCH,
~OCHa{p)
{L3%) X1-34 0-CHa C-CH2Cl N CHaSO: 4-OCITs
&% X1-35 0-CH C-CH:0Ph N CHaS02 | 4-OCHs
{549 X1-36 0-CHs C-CO2C2Hs N CHaSO: 4-F
&% V-80 S-CHg N C-CHs CHsSO:» H
5% V-81 S-Cll; N C-CHs CHaS0: 4-F
L&Y V-82 S-CHz N C-CHs CHaS0:2 4-Cl
t5¥ V-83 S-CHz N C-CHs (CHaS0: 4-CHa
{LEY V-84 S-CHa N C-CHs CHsS02 4-OCHs
L53% V-85 S-CHs N C-CHs CHaS0:2 4-SCHs
LAY V-86 S-CH; N C-Clls CHaSQ | 3,5-diCl
L&Y V-87 S-CHs N C-I CHaS0:2 4-OCHa
&% V-88 S-CHz N C-Br CHaSO:2 4-OCHs
&% V-89 S-CHa N C-CHs CHs0 1-SO:CI1s
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(%5)
(X 2] ENEBIEOSDO COX-2 FHEMEH R BRI

: : COX{ ; cCox2 5 5
P AMER | oM | w0 BRE
T wamv-27 NT i (55%).__ i . UD___
P dkBMV-26 i >100 i 049 i >204
P ALAMV—34 | 100 i 050 i >200
P AWMV -85 | »100 i 249 i 40 |
i fkawv-se i >100 i ...169 D >69 .. §
PAEAMXI-1 1 »>100 i 180 >56
P AMXI—2 i >100 i 749 L >3 |

tAeAMXI1-4 1  >100 i 748 i >4 |
k89X 1 -5 ;. O NT i .89 i U .
i fegMXxX1-8 i >100 i 047 {....>588 |
kAWX1-9 1 >100 i 185 i >54 |
P AERMXI10 1 244 i 018 i 136
EAMX I NT ... {8546 . u ;

PAeBMX 1128 NT ... S 5 IR O uw
.1!5_‘_’.“_@.??_ I-13;: . >100 o 344 . . - :

i kBMX 1158 266 . i....021 A 127, ... :

ALAMXI—16.  >100 i 260 i >38 |

idEAMXI 18 >100 i 016 i »625
eAMXI 19!  >100 i 087 0 >115
i AaMXIT24 2100 i 023 i »435
ie&WX1-321  >100 i 0S8 i >172 |

. .SC-58635 i 12182717 : 156821 i 1.0-174
DCF-Na ! 0042 : 0029-0082 : 0514 |

(%):1 mM COBHEREH, NT: KA. UD:RPE,
BIRME: TCso(COX-DMTCer(COX-2),

PEZE b DRI FTREME

AFEAOZRMEMEA I F Y —MLemit, v 7aFxx o7 —E -2
SMEEERZA L. OBIERRDRWD, IREEEL LTHWDZ LB TE
Do LTcido T, AERIT, EXEERICENT, BENETNMEZE TS H D
ThD,

.99.
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(X, RUF, BRT7vax v E EBRTAXATFAE, BRTAFALZALT
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R%iZ, KFEF, ERTALVFVE ERTAVaF ik BRT VLT AE

FUANaHF ) AFALE AR TAILVALT=LE, TI ) AALKR=AVE, F+
JEREVANa S URSF, :

X—Alx, — (CH)) .—. —OCH:—, —SCH:—, ¥£72iXZ—CR»=CR")—T
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