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ZEILE S TA VYT R— MEEMER/RD I LB TED,

ORISR RNEEREFET., ERFGTTITRI ZEBHFELY,
(c) =X () TREND (F4) 4 VU7 Fx— Mediz, —&X 0Iv)
TRENBTINNEMECD T (WAR=ATDAIFS—N) ERIETC
DI (FAINR=ADAIF—N) OFET., FEEFBEL (FEtx
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(Kb, YidnuFUrEFERDL, TOMOESITATGRLE R LEKRERD
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0 R&AfN\Rﬁ (XV)

(KF, TRTCORZFEFALLFALEREZRD T, ) TRENDT7 IS
WE R TZ eI X TTRH Z LB TE S,
ZORGIIATH Y., flxiX, —&K (XIV) TREIND{LEWEEEE (Y
YO, PIZFAT IV, PAFAT=YV, PAFATI/IEY D,
15 VAT FATIVE) OFET. —BX XV) TRENLEW
CHEBRE (JoakNa, VrraRrEr VFra—FTN, ThIE
Frr770%) f, OC~EBRAEEDEE TRIGI¥DZ LIZX VTR
s
Fhid, —&RA XAV) TRENDLEVMEEREE (UAFY TR
20 bFRurzsy, PxFLx—FTNE) B TAHYKEER (EEKEEZK
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BT MU U AR EAOT, —#BX XV) TRENSEEME 0~E
RBEDRETCHIGIEDLZ EIZXEVITRITEHLTED,

—fER (XIV) TRENBEEWIT. —BRX @) TRENDEEHEEH
B (Juuaris, Yraaryy VxFrxz—7)N, T 7 Fuz
T U%) PERIIERET, SRS ALEY (RRAT Y FABRART Y b
YRRSY (ER (RYZmaAFiu) h—Rx—1F) &) BLUOEE (¥
YO, PIZFAT IV, PRAFAT=Y Y, PAFATI /YD,
AT ENTFAT IVE) OFET. — 20 C~EBRBECTRIGEH
B LXK THRETDHIENTED,

(2) —X (-A) TRENDHEHDOH, RUBCL~8TNVFNET
H5{EW. TiRbb—KN (-A-2)

R*mL A
W
] (I-A-2)
(R™)m T N/(N/Rs'A
L1\ /I!Z RI4-A
X

(KF, R7TARC1I~8TAFNEEZRDL, ZOMORLEFITRELLALE
REEDT, ) TREINDHLEDE, —BK (A1) TRENDHEEHWEN
— AU T Z I Ko TRET A Z LR TE B,

N =7 VF VLRSI, TAFeH (oA Fr, 3 vfekcFi, 3
v r ) BIOWE (KFFMITA PIFATIV, VA
FATI)EYDY, BIDUE) OFETERLIIHEFET, —78C~E&
FRBEECTRIGSEDZ LI - TThbh 3,

I ORIGIAREMKEEET., ERKEETTITR ZEBFE LY,

(3) —f&FR T-A) TRINZ{ELEWIT, —BRX ) TRINDILED
&—R (VD)
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(R, TRTORBFAGEEFALEWRERDT, ) TRENDILEVEKX
JEERDBZEICL - THRETHZENTE D,

ORI, ZRTIV ((BIPy, PAFATI/IEYDUE) OF

5 BT, FNEMHEEBEBE (RVPU PAFATI /I EYVU%) PEITE

BT, O C~BRMBETITRI 2L TE S,

ZORIGIE, FEMHREZRBERIT. BARHTTITRI T EBFELLY,
(4) —HR J-A) TREINBZLEHDI>H. RPBIUVURIDP L bITKE
FFThBIEaW. TR20L—MKK (I-A-3)

(V1)

Y~ ONRMR*

(R A
w
(RT N M (I-A-3)
l! 1 / NHz
N, L2
10 X~

(K, TRCORSIIFREFLERERDT, ) TRENDLEWIT,
—ix ) TRENDIEMES T VBT NI ULAERIGERDZZ EITES
THETHZENTE D,
ORI, FEHEAEBELE (T2 = MU %) B, 6 0 C~EIREBE
15 TITRDZEMNTESD,
ZDORIGIANEERGFEET, EARGETTITR) ZEBHFELY,
FiE, BN XV) TRENBLEMEEREE (N, N-VAFUR
NAT IR, PAFHr, Fhoebknrsiy, PFAT—FTNLE) F
REET E=U AL OC~ERBETRIGEEDZLICXVITRIZEHT
20 &%,
(2] —&R (1) TRENDLEHDO> B, DRl & b—2DT7 Y —D7T
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IE, KBBRE, IVARIINVEEFIZIANVI T VEEERTALEM. 7T
bb—i (I-B)

2-B
I-B
(R"B) L N’lkN,RsB (-5)
SN
x/

(R, TRTCOEFIRABEFALE®REZRDT, ) TREINDLEWIT.

5 —f&FR T-A) TRINBEBOT I/ E, KBE. IVRIFVNLVEERLIZ
ANH T N EOREBEOBRRESICAT LI Lo TRET D &N TE
Do

T EOFRBEREL LT, FIXIERVIOALTFVIAR=VE, t —T7
rEvONR=E, NI TAAaTEFAE, 9-TAF LA R FRY

10 HAR=AERNFTOND,

KEBEDRHEE L LT, BIXIEA MFVAFALE, 2—-F7 FF b Rub
SN t—TFAPAFAVINE, t =T FATT 2= AT Y IVE
TeFNE, RUULVERETOND,

ANRFNVEORBEL LTI, BIXIEATFLE, =FLE t—TF

15 E RUDAVERETLNS,

ANAT NEOFRBEL LTI, PIIENCVOVE, A RFIRUVLE,
AREVAFAUE, 2—-FT e RFrbI=nVE P72V AFLVE T
TFALERBITONS,

T E, KEBE., WAVRXVNVEBIRANLD T PEOREEL LT,

20 LR B ESICHOBIRENCKBETE 2 X THITHEICRE S h2u,
il 2 i¥. T. W. Greene, Protective Groups in Organic Synthesis, Third Edition, Wiley,
New York, 1999 IZER# SN/ b DB AV LN D,
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TR, KBE. IVEXFIVNEEIZIAND T NEOREBEDOEBR
FEISIT L MbNRTRY ., B2,

1) b U EETERIT DR ERS.

2) BEMESRMTIZET 2 BRERIG.

3) MARELARC X B BRERS.

4) VINERGEOBKRERISENETONS,

IhoDER BRERICBIAYT 5 &

1) 7hh Y EETICRTZHEERIGE. BliX, FlEE (25—,
FRIeFRrIZIY, VFFH Ly, PAFARNVLAT IRE) 1, TALY
SROKEY OKBEET FY UL, KBILD Y UL KBILY FULE) |
TAY TEEROKELY OKBEEANY UL KBV TLE) | B
B7I (R ZFATIV, N=AFLEALRY YV, A Y TurcF
NT IV, ERYVDUE) EENRT o E=VLE (T R TFAT %
ZULTINETA RRE) HBNEZEOARED LIz b0REM % A
WT, 0°C~4 O COBRETITRDNS,

2) BT CORMRERGIZ. BlIE, AREE GlkAF Ly, Zoo
BRNVA, PEAFY L, BB FN, T=Y—NVE) b G (FEEE, LY
TNF OB, A Y CANKRCEBEE) | ERITEREE GRRE. RBE) bL
IRZnbDREY (RIEKE /E#RE) &, 0C~10 0 CORETITR
bihd,

3) MAFRHARIC X ZBEBRIGE. HlE, B (=—71% (T Tk
Razsy, 9%y ARV FY VFA—TNLVE) | T
2—NVHR (AF =N, = )—ARE) | RUBUVR (RUBY P
V. FVLUE) SR TRV AFAZFASRCE) =)
WR (TER=DPIAE) [ TIFR (VAFARLLT I FE) | K B
B, BEEERIZZNGD 2L EORAEERY) f, Al (R5TY
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A—RE, RTPULER KB AATVU A BILAE, TR—=y INLVE)
DHEET. BEXFIIMETOAFZEFZEBRR T EIIFET =7 AFET,
0C~2 0 O CORETITRPND,

BB, 7T EEETHLEYE. = e EErET5LEmE LEEOMK
BRSNS T LI Lo THRETHT LA TED,

4) VINEBEOBGRERGE, FlAE. KEBML S 5F8EE (7
Stkrrr77y, TEF=bIARE) B, T RITFATUVE=Y LT
F54 REAWT, 0°C~4 0 CORETITRRbN3,

[3] —f&K (1) TRENBEEYMDOI B, RIOSHBAREL—DH
T VETHHAEWIT, METHHED (R'O—DOPE Fuxt&HTHD
k8™ BRI Z k> THRETHZ LN TE B,

BLRISIE A THY | FlxIiE
(1) AU @t (Swem Oxidation) % V5 5ik,

(2) FRrR—<—F RAFK (Dess-Martin Reagent) % FH\ >3 ik,
(3) 7o WA (TEMPO Reagent) % V3 HEENZEITHN B,

ThbDhiEEBERICHAT S L.

(1) AU VEB{bERWDFEZ, flid, REEAEREE (Frakr
A, WIELAFLUVE) f, AFFINANIaFf REDVAFLANEFRY Rz
— 7 8 CTRGEEH, BONFBRICT L a— U tEMERGER, &1
SRTIV (MY FATIVE) E—T78~20CTRIGEEDZ LK
niTiRbi %,

(2) FA—=—FUREZHAVDIHEIR., FlE, FEEFHREE (7
naiilh, Y/ rAF%) B TRA-—w—FURE (1, 1, 1—-F
U7 rEv—1, 1-YEFRr—1, 2—_yYVI3—FFY—1L—3— (1
H) —4Y) OFET, 0~4 0 CTRIGI®EDZ LIZLVITRDND,

(3) TV AREEH WD HEE, fliX, REEFREE (Juoku
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A, HILAFLU%) b TURREK (2, 2, 6, 6 —FT F7AFAL—1
—bERYTNFFY, TI—=TFVHN) BLRI—FREBUVTET —
FOFET. 20~6 0CTRIGIED Z LITLVTTebh b,
b (1) . (2) BLOY (3) OISR, WTFR B REETR (T
5 Sy, BRE) BFEKT. BAEEHETITRI ZENREELY,
ZOBERIGE LTI, ERLAEDMIB BRI hOBRICT Va2 —)
B b U~BETE D LD THIITRFICRE SR, FliEX, Ya—rX
B, Zousueis@Bgryy=vhs (PCC) IZks@it. =ZBikAF DV -
B YU E AV AELE 21X [Comprehensive Organic Transformations ]
10 (VCH Publishers, Inc., (1989) 604-614) (ZEe# &N bOBH VLN D,
WHLIZRBDCHBBTEDLZLLTHIN., TNODORIGEENGITSZ
LiEy, BRETHERRERILEMERSICHRET DO LN TE D,
AHMEROLKSICEN T, RISERYITERE OFMFERE, fld. &
ETERRBETICRBITZRE., VIV DINERRBTAB IRV Y LER
15 WhEEzu~ /o7 4 —F3%E. BREARSOFECLIIVERTSZ
ENTED, BRIERIGEZ IR > Th LWL, W ODORISHKETH
T2 >TH LV,
KRBT 5 Z0MOHBEMERCERIEL. TREELMTH D5,
FERAMOFECEVEETDH LB TED,
20 Bl ziX, —fX () cREIhBgposb, X @-1)
H

N
<:;[:] (11-1)

TIREANBILE I, CAS No. 4424-20-8 & L THIBNTW A,
7. X (I-2)
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F

TR &N B{LE WL, Bioorg. Med. Chem. Lett. 2000, 695-698 (2R S D HiEE
5 TIRENRERBROFEICL > TRETHIZEHNTED,
Z0M—RRA ) TRENDILAWIT, FIEUTORSIERIIRS
% H51ER 1.C.S. 1957, 2312, J.C.S. 1961, 3989, J. Med. Chem. 2000, 4388-4397 (Z
RENDBFIE, ERIFEREOERHNREND FEIZE> TRETHZ &8
T& 2,
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(R‘)/
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HBEmE LTRWLRB{ILAEHD O B, flziE, — B (IX) TRI
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o
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TRENBZILEWIZ, CAS No. 529-30-4 & LTHLNTWVWS, ¥, X (IX-
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S

TRENBILEWIEL, CAS No. 13414-95-4 & LTHBN TV B,
—mKAX M. ™. . M., ®. D, XDBI®KV) T
RENHILEWMT., ZNEBEAMTH S0, EEIILHMOGEILHE > TR
5 @ETHZENTES,
—R (1) TREINDIAEAEFEWE. LELOFELSMT G ERAIIZEE
BLUEFEELRENLEFAROFECL>THRET DI LI TE S,
(4]
—iER (1) TREINBHEEWIE. RHOFETEFNICHFAEINDEIZ
10 EHEIhD,
WEMICHFBEENZEHE LR, T V&BHE, 7TAh ) TEEEHE.
TUrE=ULAE, TIUE, BEANERERET N5,
TAAVERE, TAVA) TEERE, TUoEe=v A, 7IVEIE, B
OV, KBEHEOLODEFE LY, ZHObDOBYRFIL LTI, TAHY
15 &€B (WVoALA FTHIULRE) OB, TVAIVLEERE (WU L
w IRV LRE) O, TVEZUL (T RITAFATVE=ULRE)
D, BEMCHBESNIERT IV (FIZFAT IV, AFAT IV,
CAFAT IV, V7 arR0FAT IV RUPAT IV, 72X FAT 3
YoERYVD )2 E )= NT I, V2 F)—AT IV, PR (B
20 FaFTRAFN) TI/)AZY, VPV, TAF¥=, N=AFNL—-D—7
NAIVRE) DEPZETOID,
BRfHINME X, BHEORV, KEHEO L DMBFE LY, EYREMMEL L
Tik, Bl SRR, BIOKREBRE, 3 U OKREE, MBRE. U BRI,
MBS D & O o AR . E 7o EEEAME ., WBME. EAEE. RETBRE.
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STV, A ANVKRVEER, =8 U ANVKVBR, XU B U RVER Y
B, T ANRUEE. A EFAUBE. JVv7u s i, Jray
B O & O RABBRENETOhD,

e, —BK (1) TRINDZEREFLEMB L VEOHEIX, 2MOHIE
R VBEMDICERTDHZ LB TE S,

BRI, FEORV, KBEOLONGFE LY, BEEREEMME L
Tix, BlZiEAK, 7ra—LRkoBE BlE, =&/ —AkE) L OwE
myrREFond,

CREEME]

AL, APV — L VR LA TERLAEGHRELAEKE
(Diazepam binding inhibitor ; DB I) XU ORBMEMIZMB R L THEHL
L. MBRZATD@FR=a—nrRT 0l FEAZNHTIZLICEIVER
B - MEEEREEONT VAZEERREBICRTER. $2bBMBR
BRERZE T 2DE RT3,

AFEFITEHIZ, MBREFIERAZETIWEEZAEDRTEL, APV A
AT 2RBOFHIB IO/ EIXBEAZREET 5,

AFEHIZ. MBRIEALTX P AREBIRRORER AT oA FELADHE
REMGIT2MEEEDRGELTEL, APy P—ICLVBFREDHLWNIT
WE - BRENDRBOTFHRO/ UTEHEF 2REET 5,

—X (1) TRENHFEERALEWIT, MBRIZIEHLTMBRT 2=
AMZLB=ma—nRTuf REEHKEMHTI2EREZET 5, £OKR
LT, ARRALEDIT, APy —AWICLVER LIc=a—r AT
A FELAZMHTIL LB, =2—v X780 NZXoTEL-HE
M- MEEEREEONT A ZEE LT, iR - o - NOWROBE %
EESEBREREET 5.

ARIZZA P y—Plzbhsd e, ZIT7THEOI Par FITiIZBW
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TMBRZATEFIVI R/ BV OEABERTIZ LIZED. ZOREY
ThHHEE=—a—nRT7of FEHLHEKTS, —a—mAX7uaA NIZORE
BIZ L Ve RZRIE, A4V F 2 RVOBEERED D WVIZAICHET LD
. BEMS L CHHESREERO TV AR Z LKLY, Shb
DFRBRIZ L - TERZ ICREI SN TV D ERR, RER. NSWROTEE b
BlL, ERA N ABERBISIEREISND, FEAOEKIT, FIIM
BRBEMHL L=a—n A7 FEARREICHRLAEBEIZBNTED
PFEARMHIT 2L L bIT, MR - o - AOWROBELZEES®D,

AR LEWII. MBRIZEATHZENTE, ZOXBFEICHE
LCoa—nRx7aAf REAZBRKIES LI ZMBRT7I=X b [#l2iE,
FGIN 2—-[2— (4—-7A4rT7=2=n) —1H—A Y F—A—3—
AN] =N, N=I~F IV 7E& b7 X K : ] Pharmacol. Exp. Ther., 262, 971-
978, 1992] XL THAMT ¥ d=X h& LTERT 5, AFERHIZHEDML
A2k, MBRIZHLTT &A= & LTHEAL, ARKEOMBRY A
YRIREBAT oA FEAMKIERICERTSZ LITED, HLR LV REH
PRETHILOEEZOLND,

P> T, ARHIEDILEMI. (a) MBR7I=XMNZXBAT g
REAZIMETAIERICLE > THFESITONDZHDTHY, TORTrA K
EAMFEERIIZESNT, (b) =a—uX7nAf FEEd &, BEMNS
LM EBIERDON T VAR EERRBICRTIERAZAE T2 LIC K
D, MA M LVAERAERRT D2 L2RFHMLE LTS, 2B, LELFMoORE
REEIIAFMEFPICEB S TND,

£, AR DLEMIMBREFIEEREZA L. A7 04 FEAZH
B9 52 &2k o TREN - MEERRCEDONT Y AZEERRBIZRE L,
PR - fE - NOWROHMEZEBEIEHZ LT, ALy —ICLVHR
HHVVIHE - BRENBZEBROTHB IO/ 3R e HEHERT S
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LR TED, MBREVH L LTOERAOHRRFEL LUMB REHAIO
A b UAER OREBEFEERITIAFMEORRFICEERICHASI L TN S,
—EX (1) TRENIARHLCEYWHIMB REFUEHEZE T LB L
VR P LRCERTIRBICEDTHDZLiE, UTOERICE > TiEHA S
iz,

UTOEBFG, TPK11195EIMBREBROY TR [1— (2—
sundz=)V) = N—AFNL—N— (1—AFA7TREN) —3—A4JVF
) Uy AARZFY I F : Eur J. Pharmacol., 119, 153-167, 1985] %~L. [FG
IN1—-27Jix [2— [2— (4—7nFuaTd=z=)V) —1H—A4 2V F—L
—3—AN] =N, N=U~F A7 b7 2 F:J Pharmacol. Exp. Ther., 262,

971-978, 1992] %#mRY,

KRG 1 REGRKEEER

5 v MMBEREAVT, MBRIZKT 2LEMOBTFELRI Lz, v
4 AHF— (Wistar) REEMET » M EWEE L TRBMERHHE LR, PMRHEZERY R
Wi, K& L7255 0mmo 1 /1 MY RA—EBEER (pH74) ZMXT
REDFA X LT, 12,000g., 4 CT20oMELL, EBEEZRELE, &
bI-hEZFEZ L THWIAEH, 50mmo 1 /1 MY A —HEEEE
W (pH74) CHBEBLTNImg, /ml LR2LICHELLbOZ, &
BERIZAVE Ty MMEERL E Lz, BEERIIMBRBIRNY T R
LT [*H] PK11195%BWTITRoT,
BMERICBVWTEHAEE RO AT, BES, BxORED [PH]
PK11195, BHKBE 05vol%DIAFALANEFYF (DMSO)
BLO50mmo 1,/ 1 M) A—IREREHK (p H74) ZERL (£E20
Oul) ., BIRTLEMA VX aX—var Lk, ERNEEEREZRDS
BEIZ. DMSODRDLOVIZHEHERRE20umo 1 /1DPK11195%
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M TLERERA v FaX—Yar Lz, N—RR¥—FRANT03%R) =F
LyA I CRIMELEGF /B 4 ¥ — LicRESEL, 50mmo |
/1 hU A—tEERBER (pH74) T2E%E L, 7 4V¥ — Lk,
BAHER RS v FL—va v A o —IZTRIE LT, EERIZLY
BONEFT—FIZOWT, @Y 7 FKELL (Ver6, BIOSOFT) % f\\TX
¥v vF ¥ —F (Scatchard) FEHTZ1T72\, MEBEEER (KofE) ZR®7-,
BAEEBRIIBVWTEKERE RO IGEIL. BES, BXBE1lnmo ]
/1o [PH] PK11195, BREBRE 05vol%DDMSOKLT50
mmo 1 /1 M) XA —EEEEH (p H74) ZEML (£&B200u 1) .
HET IR A v Fa_—va L, #REOESELRDZEEIE. D
MSODhb VD IZHKEEE20umo 1 /1OPK11195%Mx, £k
AR AHORTMEEZ RO D BFEIIDMSODROVIZEKEE1Opm
ol/1~1umo 1/ 1 DAEFILEMDDMS OBBELMA TS Fa
R—yar Lk, LRE&IZ, ERROFETRSIABL, 74 V7 —LEDIK
HEMZRE YV FL—a v Z—ICTRIE L, BoniT—2 5
5, [PH] PK11195DKENEEEEL S 0 %ITE THHY DD
ERAFEPLESHOBE (1 C,fH) ZKoi, MEEH (K, H) X Ky
e IC, EZRAWTF = (Cheng) &7 /N7 (Prusoff) MFE. (Biochem.
Pharmacol., 22, 3099-3108, 1973) IZ1E\WVEH L7z, K 6 ICAFEHADILEMDK
xR L, ZORBRIZENE, AEFAOLEWHBIMB RIZE VR ZE
THZLIIHALNTH D,

# 6
Ehu %5 Ki (nM)
7 (5) 55
7 (18) 0.09
14 32
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EREI2 : Ty FMEIBREBRRI bar R TIRBFATVIR ) a JIE

Sy MEIBEEERRI hary RITERAWTAEADIEN DR T a A K
PEARRZ R L 7=,

SDR#MET v Mz 7 u~F VI F20mg,/ml &K (1ml) %/
RS L, TO545%IC101U0/mlO7 RLv/arFabtny i
NEY (ACTH) BIE (03m 1) ZEEAKRELE, ACTH®S5204
BICHEHERAZ TRV, EDCHEARETREZRE L, BRLZBIFRE
Ry 77—A (MK : P AEE,ES5Ommo 1 /1 ;aff250mmo
1/1) BTHRESFTA ALKk, 2,000g, 4 CT3HMELLE, Hdh
7 E¥E# 12,500g, 4CTL1 OfELL, (LEZ Ay 77— AICHBAEL.
12,500g . 4°CT1 ORIEL L, Bon-itEL b 5 —ERERIZ L THWY
TH, RNy T77—B (MK : v afE250mmo 11 5 UEEAY
ANy Z77—10mmol /1 ; )% /)—A7I15mmol/
1 ;YU L20mmo 1 /1 kv XYY A 5mmo 1,1 ; b
UynAFZy:10pmol /1 ;SU10603: 10umo1,/1) IZRREL,
EBRICHAW:, Vo df (150mmo1,/1) \ B—NADP* (5mmo
1,/1) BIUOARHNEMEELEE25 0 10T v ANy T77—%3
TCTESRMAvFax—arli, £0%, T3 7CTE A U F
2=y gy LTBWENYy 77 —BIZBB LS y FMEIBREHEREI b
ayRYTHEIZE225u LHEML, EHI237CT1 O4MA Fa—
varyl TVl x)u s eEASEE (LEMOBKEE : 1lymo 1/
1)  fvFar—vargEzs/— (1ml) ZMATREEZEILEL,
n—~¥%r (125m1) M CTHIHE, REELE L, REZ Ny T77—
C (MFR : 01%E7F v ; U VEEEREHREEE ML, Thz 12,000g
TSHMELL. B LE EEEFRERY v LTERLE, [PH] 7
L% say (10000cpm; 100 l) 7V 7%/ urfhifk (ICN
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BiomedicalsInc.; 100 1) . 7 (100 1) ZEML, 4CT—
BRIGE ', KISk, 7F AT/ Fya—n (200p 1) 2MAT
E<EfL, KETL1OpMIKE L%, 1,000g, 4°CTL O4MELL,
FEOBIHES R KK v FL—a v AT F—TRIE L, Tt
DTVIXR ) u IRERPOEHMLE, ZOFR. FGIN1—2 74E
BOTVI X)) a EARBIIDMS OLER LD bEh o, AEBALE
WABHIIDMS OB LIZIEF L ThHoTe, ZOFKREIDL, FGIN1
—2 7IXIDMSOREH LV VIR /) u VEAZERKSIESIMBRTY 2=
A2 RTHDIN, ARFLEWIDMS ORBEHDO T VIR 0 VEAICKE
LW B LT,

EBRFI3 : Ty MRIBHREBRI M2 FY 7B 2MB REFIEEOHI

=3

i

EERG 2 IZHRHLAEFET, 1lnmol /1 DFGINL1—272k37
VIR o EARRICRT A ARACEDOERZ RS LIZBR. A¥EH
CtEMIMBRT =R FDAT A REAERIZERTAZ EXHBALE,

ERHI4 : AP Ly —ARCLDIMAT V7R 0 EREBRICHT 54
R LEMDORE

A RAH— (Wistar) REEET v 2RV, DEMZ MLy —%BARTLE
(Brain Res., 641, 21-28, 1994) , FRIZT T v MA—AERITEEBIINL O
cmDPEXFTKREIDE, BLEHOT v NI, BEBLUR ML oy¥—
FAMINTIC. —FH. Aty —AWHO T v M EEH VIS
MERORE L3 00%IZT Yy b ET Ty PA—AIZORE TR ML yH—
AR L. Btk LM%, ~f 70 y=A7 - 77V r—&— (ERTHIRER
REth) TeA7nv—T72RE (W7 #65kW, RIFRERT :096s) L
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%, MARER MK LEEZHIE Lz, EEZ &L, THICHERELEY

B (D,—~7vZ%/u8220ng), K(1lml), Y=FAT—F1//n
—~FHr (9:1) (3ml) ZMATHEBRLE, BERBERE. BER

#, 3000r pmTSLMELL, AREEL RAY—AERy PTHLVTF =

—T~B L, KBEEEYVZFLI—FTNV,/ n—~FH (9:1, 3m
1) THIHBEZITRV., FBEEZ EOMHEIRE bbb, BEZER.

BEXZ150u 1OK/TEI=1FUN (1 :9) THEML, Bitkrsa~
NP5 T 4—BESFE (LC—MS) LV HELE, MESRGELUT
R,

LC Wthru=brr574—) :ba—Lby bXyh—F ¥J—X 1100,

#5 A : Inertsil ODS-3, 3 um, 2.1°X 10 Omm,

BE . =il

BEHE . 5mmol /1 CH,CO,NH,/MeCN (10:90) .

H#:02m 1,/ min,

EAE:40u1,

MS (E&%5#H) : Quattoro Il (Micromass),

A AL - BEAFEA T (APCI) |

positive ; Corona : 3.4k V,

Sheathgas : N, (501 hr) .

Source temperature : 1 8 0C,

Probe temperature : 5 5 0 °C,

Detection : L7 %/ 1/ (Pregnenolone) :m,/ 23172 (cone: 1 0V) |
D,—7VvZ*x/u. (D,—pregnenolone) :m,/ 23212 (cone: 1 0V) ,
FORER, A Ly —2AWLEEEALERDS v NERRNT VIR )
oyVERIT, ANy —EZARLRPoTRHCHER L TERICEML,

—F, AEHALEWZ3~30meg 'k g TRAKRELEZHTIE, ALy
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P—IZ LB 7V 7R u EGROBRIIEZCHH SN, ZORBRITAZR
LA, A P L AREEOMAN= 2 —a X T a4 FEAEOHKZ M
TAHZEERLTWS,

EBRHFI5 : MB REBEHAIOHLA b L AERAOKRE

A ZXF— (Wistar) RHMET » b2V, LDEORX MLy —2ART L
(Brain Res., 641, 21-28,1994) , FRIZT T v FAR—LZRITERITK 1O
cmDEEETKEIDE, HiEHD VAR LLAEYDERARE L3 0
DBICA Py —ARERA L, 1RMGRICHER S (EH10IL),
BEBIC, A bV yd—2ARLEPoET vy MILRFMIZIZE A CHE
YAz bidlebol, —FH, A MLy —AR LI BHELERICITEER
BENED LN, UL, AEFALESITEELER LV FRICHEL 2
MET A2 EAMB L, ZofRICLUE, MBREBHAITH D AREHIL
EYBHRRA PV AERERTHZ LBHLATH D,

[Ft]
AEEBEYOEMEIIFERBENLOTHY, BEXRE LTERTIDIZ
+REETH D,

PEZE _E ORI F mIaEE

[EFEH~DEMA]

—f (1) TRINZARALEDIL. MBRIZEHRT2ERAE2E T2
e, ALy P =L o THEREDHHVIINE - BREINDIEBEO TR
L/ EERBERICERATHSLEZBND,

APy P—IlEoTHERHDVITHE - BRINDIKREB L LTI Fix
I, HleaRA (BEEEERRE. B - +ZRBRE. BEMEXBR, @
B EER, BEVAXIRY—, RERR, 7 b=—, EXETE, 8
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PERFZR. BIEER 2 L) | BRBFRAR (REBEELE, AEEENE, (G
TRME) PelfiE, FREEAR, RIEREEE, OHEE, BREL, DF0RE) |
N - REERARR (MRERERIRIE, BRE. N—F —EFEHE. iR
BSEETUEEIE . BFERYA. DRMSEHE. IBME, REMHEMER L) | ke
RER (REWHE. BRKIEGRE., MRRg, BEMAEEMREARY) |
PR - FARRA (FER. BRTIGUE. HRER. MEERX PV RES.
fRBEMEREE, =y 7BEE, AR, 150, FRE. HEMEEL, iR
Wk, FRARAE. BEARATE. BUGHE D ¥R, LRSI, DERERH
RlE, BBAEIG. BRRSIEGER, BIERIVERR. BR, KRR L) |
FERERR (BHERS. 7 be—HRER. ZIHE. B2, REREE.
AMREE, €HtET Y X< h—FT 222 L) | ABRREER (GIrEEEHARE.
Fovy JEGR, HEIBRHTE. BREMRERY) | BEABREER (B
g v~F, ERE. SRFEER. F20., ek, S2REHRE. &5
PEFRTRE. TR L) | WRE - ATERER (FRRMESR GEBMERIE) |
KRR, BRIE. ORMERE. 4 v RF A, BISBE. REEGRRRY) |
BARRERE (FEHEE, ARE. ARRY. ARINERE. REE. A
RBE, B, MEERY) | RERESR (RFEY. POMEEBRRE, FRIBUE,
IRARAE S, FEERNERLY) | HABEGHERRE (BFRY., DV, LA
PEEERE, ISMERIRIER, TUAF AR, REESE, 2F. KFERLY) |
WA - OEEARRAS (RBIEE. SRR, REMEWE. NNk, &
. ORE, MEROWRE, #ELIRY) [ BREVBETOILS,

—K (1) TRENBEAMELIZZTN L ORFMICHE SN BHIT,
1) ZOMAHMDOFHE I/ BRI ROMTL L/ E i385,
2) Zo{LEHOEE - RINGKE. R5EOER,

BLO®/ ¥

3) ZDLAYMDREIVER OBBOTDIZMOIEA L EAELET, HFARL
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LTHELTH KW,

—RZRK (1) TRENDCED L MOEKROGARNIL. 1 > ORA I
B ZRE LEEAFIOMETEE L THL L, LB ORAICLTRE
THEEEE>TH LWV, ZORx ORANI L TRETIHEITIE, R
ERIUBMECLABRENEEND, £, BMAZICLIREZ. —HKX
(1) TRENBLEDERIREL, LORAZRIIEELTHIWVL,
DA ERICHERE L, — X (1) TRENILEVERIZBRELTH D
TP, FNTNOREHFEIACTHRELZ>THOTH LV,

FEHAFNCLY., PHB IO/ ELRBENREET HRBITRICRE
EnT, — K (1) TREINDIEEVOTFHB L/ EIXERDR LA
SRLC/ ERIERTIRBTHOIT I,

BlziE, —R (1) TRINDEEDOBEAEBEGRE CXT 2 TR
EO/ ERBERPROBERB L O ETERO D OMOIEA & LTI,
FARE (NS VTEEUR, F ) PTEEVR, XY IOTEE Y
e E) | HOOK (£ 7 IVEMIEK. £/ 7 ARV —BHEE,
E)7IVERAKMBEER (SNRI, SSRI) ., FX3Ir (D2) ##Ht
3, CRFHHME, B 3EHE, —=—n7 VUK NK1FHHE,
ZHRAH Y 0K, WERAHD >FERE) | Hia ) VK BRERY 77 U
MR, L3R, KEMERREIE. RZARMETAL. HETAL. RiElH. BEE A
HEMRFEIE, DAV T LERE, SARVIRATI—PHEH, T b=
UHBEK (5 —HT, #HEE, 5 —HT EHK) . Bu b= E8Z%K (5 -
HT, fEB3K. 5 —HT, fEBH3E) | HIBEHERERE (CCK-ARHE,
B 3EBFE, =2—u T UV UERE, A4 FEDE, NK, FHE N
KB, 5 —HT (B3, A28V AFBZE 5 - R¥I 7 F—EH
E. CRFHHE) RENBToND,

il z 1L, —RK (1) TRENDILEHDOE - + HRBEE T 5T
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BLO/ IR BROFREB L/ 3RO OMOIF & LT
. BT, HIEEEK, e x¥ I (H,) SRGERE. Te b RUOTRE
B OARANY URREERE, IR MY VK, WECEBRERA HERF
BRI, HIRTV VIR, FuRF TP FEE ATV BTV R
NTZFEDOURE) | Hia ) U, BHRBERERE, ARE, PRIV
REREBBTOND,

Bl xiE, —R (1) TREND(LEWOBRBHERBRICHT 5 T &
O/ ERIRBRDEOHTR LU/ RO D OMOFER & LTI,
Ay, BT ANT Y Dy, HILERBRAL in) EK AT
aA K, 5—URF 7/ F—BHEEA. FiBRLIE. LT B, BHE. Rk
BRIk, S imtiak, BIRTFHERE, A nru7 7 —PlHER R ENRT
bhd,

BlziE, —&R (1) TREINZCEVOBREY XXXV —II/T 5T
B/ EBESROMEE L O/ RO HDOMDIER L LT
i, BEALA Y, S, COMT (ATFa3—V—0—AFN TV ATz
5—¥) [AEEK, 2V AAEBEK Hol U AR, FIEE, 5o o,
CCK—-ARRER VBT OND,

BlziE, —8X (1) TRENDEMOETETEIHT D TFHBLIY
SERIERNROMERB L O/ EIERO D OMOIER L LTt
B3R, MIARE, BERRERE. RERA. HLBERA. TARER. B
EEBRERR CARETHN D,

BlziE, — R (1) TRENZCEDOBERRICHT B FHBLVS/
FHREEDREOMER L/ LR O O OMOFEA L LTix, X
fRyEEl, Ry o RATZyrForal)y, FJUFLIFUORA, 7o bR
NTZA4V U FRITA, UALYTFTAIFVa—LEE, AFaA RE, Hz) v
K, HEBEIK, SuSNv=v s, BEEBCBERIAER R ENFT LN,
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Bz, — R (1) TRENZLEDOBEERIINT 5 FHBLIT/
¥ RBRDROMRB LU/ EIIRO - OOMOER L LTE, BH
HREEERILER . HERS WM, SUKE (COMTHEA Hitu b=
K l) | AT oA FEHRERIE, PREEREE. ERE HLBERAL
HIEAER, H 2 ZAGEHI, 5O o, BRERFTREE, HCEHERE
K (CCK—AREHE) REFFTOND,

FlxiE, —fR (1) TRENDEEVORERRIINTDTFHBLT/
I IIBRDROMEL L O/ RO D OO R & LT, RE
EESEFAER, FIARE., BRWRHEERRENETOND,

BlxiX, —fR (1) TRENBEEWOET F=—IZHT 5 FHB IV
SETIEERDROBREB IO/ EIIHRO D OMOIER & LTIE, H
L BRI, HLBERR. BRREEREVETOND,

BlziE, —R (1) TRINDLEYOEREEHEIRRECHT DT
BIO/ £ 3R ROBEB L/ EITHEBOZDOMOIEHR & LT
i, FIEEIK, H,ZAGEHIE, HLRMEREIE, HLEREBRER, fiR
I KR ER, HLEEE, 7o PRV TRER, 2R ) UREE
R, iz )V PR TREERE. FAIUEREREBETLOND,

PAREZEL LTI, VT ERL, AXY YT Ah, TVESTFTAH TLTS
VS A, uT7FRTBIFN, NT 4 I NAREBBTOND,

ZBBAROISELLTE. TI NV TFI 4137530, /ulF7
IV, NP TFY U TERPEUOREBETOND,

MBS HHEE LTE, =7uaF Iy, STl UrRERETLNS,

HIEEEK L LTI, FlxiE. REBKRT MY UL BE~I RV UL B
KEBALT NI =D LT N, TABTNI=YAREBRETONS,

H2ZAREEFEL LI, Bl 77F8FV0 F=2FVr, VAF
Do ENRBTOND,

61



10

15

20

25

WO 03/068753 PCT/JP03/01481

Fu b RUOFHERE LTI, fIZIE, FATTZ A REPZETLN

Do
LAY CRBEEHIE L LT, T, BRE VR EURERES
bhd,

BHEIR FHE3REK L LTid, BlxiE, RO SAT77— b, TAVERY, 7
TV v, BEEE N IXY— R, AN TaRAFARERZTONRD,
PRTL U EE LTI, BIziE. RZ ST 7— hREBFET OIS,
TRRAF TV HERE LT, BIE, A TeRFA VT
BRA =R EBFETOND,

FloU e LT, FlxiE, BRIEAXVY V—F, Blk4 77 brbty
LR ERFETHND,

2T nA FEELTUL Iz, v =Yoo r2&n8EFonsd,
JRETRREREE & LTI, BlxiE, WEBah A v BB T a4 Y RAA
v, WEBCT A, BT I A VIREBRTONS,

G mEI L LTt BlxiE, Y27 axRY o, Frul bR, THFE
Y R EBRBTONSD,

BEMRFEERL LTI, fIRE v AV A2 ERFETLND,
FIESE L LT, B, oVYFRAAF v a— g Ensgfohnsd,
HICBMERMSE L LTX, FlxiX, A7 rFIFIR FoRY Ry
VA VBN ATFUOREBETOND,

HICEMERER L LT, fliE, 37 Y R, B Xa—Ai &
BEFbh3,

—ER (1) TREND LAY L MDA DOERLIZFICRE SR,
hoFEENL, EBEO 2BULEZHAGDETERE LTS L,

e, K (1) TRENBZEEDOTFHBLOY/ X BRIR M
=R L/ E A ERmT AMOEFICIX, ERLEA =X AZESNT,
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BAEE CIRAHIATWRLORETTRLLABRAHENE bOBEENS,

ARHATHNDS B (1) TREINDILEWEITEN D DIEERIZE
BENBHE, FE—HKK (1) TRENILEY L MOIEROHFAA % &
EOENTHWSIZIE, B%. £FMEEIRFMIc, B0 X 3FERAD
kb Ens,

BERX, Fid, KE, ERX BRDIR. BEHE QHEERSFCIVA
BB, BE. RA—AHEY, 1ENZDE, 1mghb 1000m g DHFE T,
LA 1E»OHEEROBG SN, ERIFRA—ADZY 1EIZSE,
Ilmgnb100mg DT, 1B 1EDLEBEFEOKRE (FFE LK
BURNEE) Ehdd, 70031 B 1B S 2 4 BRI OB CEIRMNIZR
ks Ind,

bHhAARELE L HIC, BREEIL, BxOREFECI>TEHTIDOT,
EREERLVDBRVETHLIRBELHD L, IfBLzE8A THERE
BbH D,

—fgR (1) TRENBICAMELIZETNLOERZNICHFRINDE, &
FiE—BR (1) TREINDEED L MOER OGRAA % &ET BRI,
BOBEDDOEEHRY ., RIEMERYE L OEOMOBRYE L TR
AR50 »OEHAl AR, LFHEL LTHYLRS,

ROBEOEDOBEEMEBEMITIT, 8H. K. 1 7vAA BAl B
RENEEND,

B FEAENCIE, N—=FATEABEIOY 7 b ATEAREEND,

DL D RBEEEEPIZEBNTIX, O L 2ERITERU EDOEEME DR,
Wi EBVDEOOREERFRA, FIZEF7 7 b=, =v=b—n, 7
La—R bk RaxFubivio—R #HEgEre—X, FU7U
Ryv=pival R, AETABTAVIVEI XV UALERESND,
MERWIT., BB T, REERFRALUAOFMHE, FlIZERTT Y~
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B~/ 2T LD LD RERA, SRS 23— NIV T LD D T2H
BE, 77 b—ROEIREENR. INFIVBEELRTANRTIF RO
L5 REBRABFIZEELTOTH &V, SFEAIE ZIIAFNIBHEIC L Y ¥,
PS5F, B RuxFuoribilin—X, bk FRFaFy o/ iAFLL
B—RT7ZL— REDEHBRES D VIZBEEMEDO 7 4 VA THEL T
ThIWL, ER2ULOBTHBEL TV TH LW, EHIZEFFroLd
RBRREND DMEOHTEALBEBEIND,
ROBEODOHREHERMIT. BHRCHFESNDIALBEA, WEA, ¥
oy 78l TV FUAREEEL, TOL ) REEERDICIBONTE, Ok
DEIXTNU EOTEEWELN. —RENZHWV LD RNESEL2ARA (BiIx
iZ, Rk, =¥ /=) KEBAIND, ZOMBWIL. REMERZRA L
SN IBTER. EFI O K O 2HEBNAL. HORA EBRF. HER. BEREE
ALTVTH I,
AFEHICLBHERONBEEDTZDOERA & LT, BEHOKMEELW %
TR O YRR, BEBA, BRI ZAET 5, KEOEKH. BEA &
LTid, BT AARAKB IOCABREEKRNEEND, FHKREEOER
., BEHE LTE, STy Ya—n, RizFLrorrs)a—
N, FV—T7HO LS REHw, =¥ ) —ADXd T Aa—AE R Y
WR— 1 80 (BREMIE) En3bd, Eio. EE DKM LIEAKEDOEHA.
HEAB L OLBRZEALTHEALTO LV, 20X RERMIZ. 5
CBEIEH. AL HAeH. HBH. BELR GBI T2 X)) (&
RAEEA (B, IAZ IV TARTEVE) O XD RBHEEZEA
TWTHEW, ZhOEFIANITITHRETANZ —2@T HilE. FRERI O
BELIIBAFIC Lo TEELEND, ZhbiXEEEHOBEMEHERY % RE
L. Bl i3 ia @M, BEE T EFOEHAKREKELLIX
DRIz L TERTZ &b TE S,
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FREOBREDEDOZOMOMEH L LTIE, L 2EFLTNLULEDE
MEMEEE R, BIEIC L VLK SN2 0EEAl. KEAR. 8mF. BAHL
A7 V—El, EBNEEODDEEL LOBAREDIZOD Ny ) —%
NEEND,

A7 V—FliZ, —REICAV LN D FRFILSMNERREEAET Y U LD
LY RREAEEBEE S5 25 L0 REEA. GITEAET NI VA s
VBT RIULAHDZNNII T VBEDO LS RERAZEELTVTH I, R
T U —HIOREFEIL, FlITKERTE 2,868,691 5 X UFEE 3,095,355
FIFE LSS h TV 5,

AR EETZ-HOREROFE

LR, EiflE LOBBFNC X o TARAZFERT 24, AEHIXZNG
IZRRE SN D b DTIHR,

suvw bS5 7 4L LDHBEDOERBLIVOTLCIZREND D y 2aND
WEOE, R LA E I RARE LR L. eI ERDT,
NMR OEFHRENTWE D v aNOBEEIE, BIEICER LBz R
LTW35,

HF, TBSIE, t =T FATAFAINEERPDL, TsiX, tr=x
VAN NVEERERDT,

BEH|1

4— [ (2—=bFVINR=AT =) TI)] —4—FXVTE B
2—T I )RBBFBF N (49g) O M BIRIZEK2NIEE (3.0

g) Mz, 115CTHRLE, RINEEMEEETREREL., 1NXK

BT P U U AKEHK (40m1) BLOUKTHIM L., ABIZ 1 NEEZ N

xTpH2&¢ L, B F NV CTHIH L7, ARBLATMAREKTHESEL, &
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KIREET R U U ATHBGREBGE L., UToBEEL2ET 2E8LLEW (6.57
g) &H,

TLC:Rf 042 (Zuukih: A% /)—n1=9:1)

NMR (CDCL): & 11.25 (b, 1H), 8.66 (d, J =8.4 Hz, 1H), 8.05 (dd, J=8.1 Hz, 1.8
Hz, 1H), 7.57-7.50 (m, 1H), 7.12-7.06 (m, 1H), 4.39 (q, J = 7.2 Hz, 2H), 2.82-2.71 (m,
4H), 1.42 (t, ] = 7.2 Hz, 3H),

BEH| 2
N— (22— bFTINAR=ANTz2=)b) —3—x bFThHNAR= T an
vT3F

BE| 1 TEE LAY (629g) ¥ /) — (50m 1) BWKRITKAE
F. FA=r27874F (19m1) 2 TL. BEW%Z 3RFMEBETHEHEL
. RISGBADZEMEL. BREICKEMZ, BEEE—F A THIH L, FHE
1 NHEEE, fafnREAKRET MY U LKER, SBMEHEAK TS L. KR
B N U ATCHBEEBELE, BEZVIAIINVAT A T FT4
— (n—~FY B FNL=5:1—2:1) THEHERL, UTOHHEE
ETHEREHIEY (5.10g) ZE1
TLC:Rf 026 (n—~%H% FEETFNL=5:1) ;
NMR (CDCL) : & 11.19 (b, 1H), 8.69 (dd, ] = 8.4 Hz, 1.2 Hz, 1H), 8.04 (dd, T =
8.1 Hz, 1.8 Hz, 1H), 7.56-7.49 (m, 1H), 7.10-7.04 (m, 1H), 4.39 (q, J = 7.2 Hz, 2H),
4.21-4.10 (m, 2H), 2.82-2.71 (m, 4H), 1.42 (t, ] = 7.2 Hz, 3H), 1.26 (t, ] = 7.2 Hz,
3H),

2E6i 3
5—tkRa¥v—4—xbFohAR=4—2, 3—Vt Fe—1H-1-

RUATEBE—2—F
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AFEHRTFY UL (418g) DRz (5ml) —N, N=YAFNAFNL
A73IF (2m ) BBIKICBER 2 TRELLEH (5.10g) O bz
(12m1) =N, N=JAFNAFNLALTIF (83ml) WREKGTHET
L. B&W% 7 0°CT1REEIR L, RIGREWE KA L. T I B (8
ml) BLUOK (20m1) ZMxTHHEAMEEBE L, UTOMEEZ
B4 H1EELEY (B6dg) BHBk,

TLC:Rf 044 (n—~FY > : B FL=1:1)

NMR (DMSO-d6) : § 12.55 (s, 1H), 10.32 (s, 1H), 7.78 (dd, J = 8.1 Hz, 2.1 Hz,
1H), 7.56-7.49 (m, 1H), 7.28-7.22 (m, 1H), 7.17 (dd, J = 8.7 Hz, 1.2 Hz, 1H), 4.29 (q,
J=6.9 Hz, 2H), 2.93 (s, 2H), 1.30 (t, T = 6.9 Hz, 3H) .

BEH| 4

2, 5—VA*%Y—2, 3, 4, 5—F7 7t Fe—1H—-1-_"VXT¥
2V

BEG 3 TEE L7tAY B64g) DVAFAANLEFFYE (50m1)
WKWK (056m 1) 2%, BEWE 155 CTARMERR L, RIGE
BTk EML, BB THIE L, ABELY 1| NER, BRBEART Y
7 LRI & O R HK CIER e %, EAMEET Y U LA TREBRER
WL, BREZTY ) — AP oHEERL. UTOMEELZE T 2EELLEY
(140g) 2/ ,

TLC:Rf 036 (n—~F¥> : EfgcFL=1:1)

NMR (DMSO-d6) : & 10.06 (s, 1H), 7.80 (dd, J = 9.0 Hz, 1.5 Hz, 1H), 7.56-7.49
(m, 1H), 7.19-7.12 (m, 2H), 2.92-2.86 (m, 2H), 2.67-2.62 (m, 2H),

B4 5
5—t ke¥v—2, 3, 4, 5—F7r5t Fr—1H-1—-RUXT7PY
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v
AFIKVFILATALI=UA (190mg) ODY¥FLz—F)b (5ml)
BB, 254 TRELLEY (175mg) 2. REWEER
Lz, FIGIRAYZR|BIZHEHAIL, 2NAEBLT M) U AKEK (1m1)
BTz, Hithhz 251%. PREBREL. BREXS I VSNV AF7 07 m%
VS5 T74— (n—~FHy  BilE-FAL=3:2—1:1) THEL, U
ToOMHEEEZETHEEHALEY (12 1mg) 2/,
TLC:Rf 038 (n—~FH o FgzFL=1:1)
NMR : (CDCL): § 7.27(dd,J=7Hz, 2 Hz, 1H), 7.10 (td, ] = 7 Hz, 2 Hz, 1H),
6.92 (td, J = 7 Hz, 2 Hz, 1H), 4.79 (d, J = 7 Hz, 1H), 3.25-3.05 (m, 2H), 2.97 (ddd, J
= 12 Hz, 9 Hz, 3 Hz, 1H), 2.19-1.99 (m, 2H), 1.88-1.70 (m, 1H),

BEH| 6

5— (t—TFAVAFAVINVEFY) —2, 3, 4, 5—T h7Ek K
—1H—1—-R_RUXT7EEY

BEH| S TRELILEY (28 3mg) ON, N=UAFNAENLT I
K (1.7m1) WKIZ, 1 I¥Y =/ (355mg) BLRt—TFAURAF
NI Z7ul) R (393mg) Mz, BEMEEIRTI 0 oMER L.
RIGREMEZRE L. REEZVIAINVHT L7075 74— (n—
X4V BB FAL=9 : 1) THEL, UTOWHEELZE T 5EELED
(565mg) /7,

TLC:Rf 042 (n—~FH¥r EcFNL=5:1) ;

NMR (CDCL) : & 7.52-7.48 (m, 1H), 7.06 (td, J = 7.5 Hz, 1.5 Hz, 1H), 6.93 (td, J
=17.5Hz 1.5 Hz, 1H), 6.71 (dd, ] =7.5 Hz, 1.5 Hz, 1H), 4.77 (td, ] = 9.6 Hz, 2.4 Hz,
1H), 3.30-3.21 (m, 1H), 2.80-2.70 (m, 1H), 2.05-1.96 (m, 1H), 1.90-1.78 (m, 2H),
1.70-1.50 (m, 2H), 0.94 (s, 9H), 0.08 (s, 3H), 0.04 (s, 3H),
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FEHaf 1

5— (t=TFNIAFAVINEFY) —1 =T == VANNEA)V—2,
3, 4, 5—F7 5t Fu—1H—-1—-R_RVXT7TEEY

HEGI 6 TRELZILEY (560mg) DM UBEKIZ, 7=
YVT7F—b (250mg) Mz, BREVMERERK L, KICVEE®WZ
BEL. BEZIVATANT A0~ 57 4— (n—~FH U Bilg
TFN=9:1—>7:1) THEL, UTOWEELZHT2AREALED (6
55mg) R

TLC:Rf 037 (n—~FH o EiBzFNL=5:1)

NMR (CDCL): § 7.76 (bd, J = 8.1 Hz, 1H), 7.46-7.38 (m, 1H), 7.37-7.16 (m, 6H),
7.04-6.94 (m, 1H), 6.09 (s, 1H), 4.90-4.83 (m, 1H), 4.80-4.53 (m, 1H), 2.72-2.60 (m,
1H), 2.18-1.98 (m, 2H), 1.76-1.48 (m, 2H), 0.94 (bs, 9H), 0.06 (bs, 6H),

Ehaf 2

5—t RuFy—1—T=z=VAALNELAL—2, 3, 4, 5—FFFEF
n—1H—1-—-X_XVXT7TEE

EWf] 1 TRE LA (6 76mg) OF FFkEFurFy (3ml)
WEICT F I TFAT VEZTRATIALTAF (1M, 2ml) Mz, B
e SREREIEHEB L, RICESWEREL. BREZL I A TINVAT L7
ae hFS574— (n—~FH v  FEEzFL=2:1—1:2) THREL,
UTOMEERE T 545%EAEN (459meg) 2/,

TLC:Rf 036 (n—~FH% @R Fr=1:1)

NMR (CDCL) : 8 7.82-7.72 and 7.50-7.40 (b, 1H), 7.40-7.18 (b, 8H), 7.02-6.95
(m, 1H), 6.23 (bs, 1H), 5.00-4.87 (m, 1H), 4.70-4.50 (m, 1H), 2.80-2.55 (m, 1H),
2.25-1.43 (m, 3H), 1.40-1.20 (m, 1H),
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FEhfi 3
5—7un—1—Jx=)VANANEALNV—2, 3, 4, 5—FT FT7E Fn—
1H—1— R ATEE

Ehafl 2 TRELtEY (84 6mg) DEILAFLL (5ml) BE
BICKET, FA=n2raT4 K (044m 1) Mz, BEWE L RFHEEL
o RIGBEAWZEMEL., REIKEMA, BB F L CTHEH Lz, AEE
% 1 NHIHR, BURUREASE T | Y o SRS ORI R A CIER T L.
KRBT b U U A THBREERHE L, UTOWEELE T 245EHALEY (8
79mg) ZH,

TLC:Rf 029 (n—~F¥ : Fig-FL=2":1)

NMR (CDCL): § 7.47-7.18 (m, 8H), 7.05-6.95 (m, 1H), 6.08 (bs, 1H), 5.30-5.00
(m, 1H), 4.89-4.75 (m, 1H), 2.80-2.50 (m, 2H), 2.43-2.29 (m, 1H), 2.05-1.89 (m, 1H),

1.82-1.68 (m, 1H),

E b 4
5—3F)—1—Txz= VAV EALNV—2, 3, 4, 5—FT P77k Fu—
1H—1 - RUATEEYV

Bl 3 CRE LS (29 1mg) ON, N—UAFIHENAT
K (5ml) WRIZVT AL I UL (126mg) ZMR, BEWEG6
O CTHREER L, RIGREMIIKEMZ, Bifg~F NV THItH L7, FH
8% 1 NHER, ffMREAET MY v AKEKR, SMAHEAKTHEEL, EX
Wilgr Y v ATHBERE L, REXVINIANTLIuw T T77
A4— (n—~FH¥V E@gzFL=3 : 1) THREE. n—~FV) —EE
TFAPOCERREL, UTOMEEYETL2ARAEY (11 9mg) %
B
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TLC:Rf 024 (n—~FV 2 B FL=2 : 1)

NMR (CDCL): & 7.88-7.79 (m, 0.5H), 7.54-7.20 (m, 7.5H), 7.06-6.98 (m, 1H),
6.19 (bs, 1H), 4.96-4.84 (m, 0.5H), 4.72-4.60 (m, 0.5H), 4.20-4.01 (m, 1H), 2.81-2.58
(m, 1H), 2.52-2.22 (m, 1.5H), 2.18-1.98 (m, 0.5H), 1.98-1.62 (m, 2H),

Eifl4 (1)

1— T2 )VAVANEA N—5—-¥rl)P/)—2, 3, 4, 5—7TFJEF
n—1H—1—-RUVATEE S - HEER

YT VEBET I UADORDYIZER Y DU ERAWT, Eiiffl4 TRENDS
FHik L RFICRIEL T, 2BHEDO 7 ) —heB, Bohbamic
A NE# B FABREMZ, B L7, BREZVTF LT —T TR
L. UTOWEEEF T2 ARICEMOEBREEZ BT,

TLC:Rf 041 (H{LAFLVY BEETF =1 : 1)

NMR (CDCL): 8 8.37(d,J=7.5Hz 1H), 7.63-7.55 (m, 1H), 7.54-7.46 (m, 1H),
7.42-7.36 (m, 1H), 7.36-7.23 (m, 4H), 7.08-7.00 (m, 1H), 6.44 (s, 1H), 4.39-4.27 (m,
1H), 4.17-3.96 (m, 3H), 3.36-3.25 (m, 1H), 3.08-2.94 (m, 1H), 2.82-2.70 (m, 1H),
2.50-1.85 (m, 7H), 1.36-1.18 (m, 1H),

Eafi 5
5—AMFVAFAFFY—1—T 2=V INNRNEALA V-2, 3, 4, 5—
Fhr7ERFr—1H—1-R_UVXTEBE YV

EhEifl 2 TRELZ/HEY (50mg) T FFeFrT7F Y (02m 1)
BRI, A7 eV FATIV (837Tpl) BERA MRV AFLY
rY K (16p1) ZMx, BEMERERE L, RISEEWMIZIKZMZ,
B~ F L CHIH U7-, A% | NEEE, SAMmREAKRT MY U LKEBHK
B L OgERAEAK CIER SR L, EABEET M) U A CHBRER L, &
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WEn—~FY U —EBIFALLERERE L. UTOMEEELET HARNA
L& (4 8mg) 2R/,

TLC:Rf 025 (n—~FVv B FNL=3:1) ;

NMR (CDCL): 6 7.73-7.60 (b, 0.5H), 7.50-7.10 (b, 7.5H), 7.03-6.93 (b, 1H),
6.33-6.00 (b, 1H), 4.90-4.33 (b, 4H), 3.47-3.17 (b, 3H), 2.87-1.45 (m, SH).

BEH| 7
5—7x/%v—2, 3, 4, 5—7 7t Fr—1H—-1-—-_XUV/XT7EY
N

BEF 5 TRE LAY (7T5mg) OT 7 Fr75y (2m1)
WiRic7=/—n (52mg) . PV 7z2=AHKA74 (181mg) B
FOPZFAT PN ARFYL—F (40% MK, 300mg)
Mz, BAWERBETLREER L, RGBS ZRMEL, REZVY
NG AIOT "N T T T 4— (n—~FH L BT FNL=8:1—-5:
1) TREL, UToMEEL2H T 2E81Em (9 Tme) 2/,
TLC:Rf 039 (n—~F¥r: FiEcFNL=5:1) ;

NMR (CDCL) : 6 7.38-7.34 (m, 1H), 7.28-7.19 (m, 4H), 7.10 (td, J = 7.5 Hz, 1.5
Hz, 1H), 6.96-6.77 (m, 3H), 5.33-5.27 (m, 1H), 5.00-4.60 (b, 1H), 3.38-3.30 (m, 1H),
2.91-2.81 (m, 1H), 2.30-2.20 (m, 1H), 1.97-1.80 (m, 3H),

bl 6

5—7 =)%Y —1—T 2= VHNANREALNL—2, 3, 4, 5—FT bFE N
n—1H—1—R_UVATEEY

BEF 7T TRELILE® (95mg) D hAxy (10ml) BHKIZTY
=AYV TF—b (562mg) Mz, BEWEKREER Lz, RIGE
BYEEEL. BEEZVIATN DT L0 b7 74— (n—~FH
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BT FL =5 : 1) CHEZE. n—~FV BRI FANLEREL,
UToMmtEzET2A8HLEY (6 5meg) &HBT
TLC:Rf 022 (n—~F¥ > : Big=FNL=5:1)
NMR (CDCL): & 7.70-6.78 (m, 14H), 6.33 and 5.81 (bs, 1H), 5.46-5.35 (m, 1H),

4.82-4.60 (m, 1H), 2.84-2.70 (m, 1H), 2.70-2.10 (m, 2H), 1.88-1.67 (m, 2H),

EiEgie (1)
1—Tx=VANREAN—5— (2—T == VANREA NVTFI TN
A*¥yv) —2, 3, 4, 5—FF 7 RFe—1H—-1—X_UVXTEEY
YT 5l E AV TEER 6 TREINDFHIELFRICEBRELT, T
DY EF T 2 ARG ERT,

TLC:Rf 024 (n—~F¥ B FNA=2:1)

NMR (CDCL): & 8.05-7.90 (bs, 1H), 7.50-6.65 (m, 14H), 6.37-6.03 (m, 1H),
4.76-4.63 (m, 1H), 4.59-4.52 (m, 1H), 4.49-4.30 (m, 1H), 3.89-3.62 (m, 2H), 3.50-
3.38 (m, 1H), 2.88-2.60 (m, 1H), 2.47-2.23 (m, 2H), 1.70-1.40 (m, 2H),

BEH8

5— (4—7nFuzz=N) T Nurzsr—-2—-Fr

3— (4—InFuaxsJAN) FaXog (512g) O 1LSNAE{ET b
Uy LK (1 74m1) 12, 50 CTAKRILAYERT FI UL (104g)
Fx, BEWES OCTL 54MEHR L, RIGESWZ 6 NER (11
Om 1) #Mx., 8 0CT2MER L, RISEAY LB S/ THH
L7o, Bl ZKE L OEf Rk ClifE L. Bk~ R0 A TR
BEMEL, TEOHEEZET2EELEY (W67g) 2B,
TLC:Rf 034 (BFEFN : ~FH =1 :2)
NMR (CDClL) : & 7.38-7.26 (m, 2H), 7.15-7.03 (m, 2H), 5.54-5.44 (m, 1H),
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2.76-2.56 (m, 3H), 2.29-2.04 (m, 1H),

BEH9

7T—7NFu—4— (4—TJ)NFurzz=)) —1, 2, 3, 4—T +Jt
KmerziLo—1—Fv

SEF 8 TRIE L{LEW (159g) O7AFuxrPr (50ml) Bk
WWEETMI INARRAZ ANA B (39m ) 2z, BEWET75C
T 1R LT, RISIREWMEKIZH T, BBk~ F /L CTHIH L7, Hf
HK % B3R B KR T b Y U AKEIR, KE X O afEK TIRKTES L.
WA~ 7 XU A THBRBEREME L, BEZn —~F Y —FEzF
POEfMER L. TEWHtEZET5E8EY (163g) 2/,
TLC:Rf 046 (BEEE—FN i ~"FH =1 : 4)

NMR (CDCL) : & 7.77 (dd, J = 9.0 Hz, 2.7 Hz, 1H), 7.20-6.91 (m, 6H), 4.29-

4.23 (m, 1H), 2.80-2.58 (m, 2H), 2.51-2.39 (m, 1H), 2.33-2.18 (m, 1H),

BEH|10

7T—INnFu—4— (4—7Fn7xz=)V) —1—b a4 /—-1,
2, 3, 4A—7hJ7eFRurrzirvr

BEH 9 TRE L{LEY (163g) AZ/—) (125ml) BWRICE
RFaxy7 Iy - HEE 8.79g) BLUKEARET MY A (106g) &M
. BEWEBR L, RICKT2HR%. RISRAMEZRE L, REZ
AKTHRG, Bt 7L CHI L7z, B % KIS & ORI &HEK TIER B
#L., BAME~ 2V ATHBRREEL. TiLWHEZE T 2EE LS
W (173g) ZHT~,

TLC:R{ 045 (BTN ~FH =1 :4)

NMR (CDCL): & 8.10 (br. s, 1H), 7.67 (dd, J = 10.0 Hz, 2.4 Hz, 1H), 7.08-6.83
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(m, 6H), 4.15-4.05 (m, 1H), 2.82-2.73 (m, 2H), 2.28-1.85 (m, 2H),

BERFI1 1

8— 7Nt u—5— (4—7rFuar7=z=)\) —2, 3, 4, 5—7ThFJk
Fo—1H-1—-_VATEEr—2—Fv

85%Y i (180m1l) ICHEEY > (260¢g) 2z, Aohi
KY U UEEE L 3 0CKMBLER, €2 ~BEH 1 0 THIELLLAY
(173g) =Mz, BEWE 5 HHEE Lz, BRINESWEXKITHIT. Btk
TFVTHIH L, AEEARREEKE T MY U LKER. KX Ugam
AEA CIER GG LA~ 7200 A THREBERE L, RELFRT
FAPOERERL, TiWEELZ AT 2EELEY (69g) 2B,
TLC:Rf 020 (FfR=FNL:~FP=1:2)
NMR (CDCL) : & 8.03 (s, 1H), 7.28-7.19 (m, 2H), 7.12-7.03 (m, 2H), 6.80-6.66

(m, 3H), 4.40-4.28 (m, 1H), 2.65-2.42 (m, 4H),

BEHI1 2
8—JNnAnu—5— (4—NFa7==)) —2, 3, 4, 5—7 7 E
Fe—1H—1—-R_VATEEY

BEF1 1 CTRELZLEW 693g) DT FF7EFrr77(250m1)
BRICARILYV FULT LI =0 L (386g) 2z, BAYWE L REHER L
oo RIGREWINZ L NAEBLT NY U AKBBEBLOKRZMZHE, 4
hNABLE, ARZBML. TiiEEZ AT 2EELEY (6.03g) &,
TLC:Rf 069 (BEE—FN : ~FH=1:2)
NMR (CDCL): & 7.19-7.09 (m, 2H), 7.06-6.92 (m, 2H), 6.70-6.60 (m, 1H),
6.52-6.38 (m, 2H), 4.22-4.15 (m, 1H), 3.24-2.96 (m, 2H), 2.16-2.02 (m, 2H), 1.84-
1.72 (m, 2H),
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Eihl 7

8—TINFu—5— (4—7rFaTxz=) —1—Tz=VANVRREAL I
—2, 3, 4, 5—-FF5tFr—1H-1-_VIXT¥EY

BEF 6 TRE LI LEWORDLYIZBEH 1 2 TRE L {LEWE AV
TEEF 1 TRINDFELRRICEBRIEL T, UTOWEEZE T 548N
&M/,

TLC:Rf 045 (n—~FV v BifgcFL=2:1)
NMR (CDCL) : & 7.40-7.00 (m, 10H), 6.‘98-6.86 (m, 1H) , 6.72-6.55 (m, 1H),
6.26 (brs, 1H), 4.75-4.64 (m, 1H), 4.24-4.15 (m, 1H), 2.94-2.78 (m, 1H), 2.30-2.10
(m, 2H), 1.95-1.78 (m, 2H),

2B, TOREWEHPLCERAVEAESEIAL, TOEa® (£
7 —AB X UB) 287, ZhbDLEYOEREEBITRRE TH BN,
HYUTE ) FA—DELLNTHDHZ LERDT,

L 7 — A

(=) —8—InNFnrn—5— (4—7/AFRT=z=)V) —1—T=x=z=)VHV
NEALN—2, 3, 4, 5—T P77t RFe—1H—-1-_UVAXTEE
TLC:Rf 043 (n—~FY v FiE-FAL=3:1)

NMR (CDCL): § 7.40-7.00 (m, 10H), 6.96-6.86 (m, 1H), 6.69-6.58 (m, 1H),
6.30-6.20 (m, 1H), 4.74-4.60 (m, 1H), 4.23-4.14 (m, 1H), 2.94-2.76 (m, 1H), 2.26-
2.08 (m, 2H), 1.96-1.78 (m, 2H) ;

[a] ,=—8.52 (c=0.21, MeOH),

LWkl 7 — B
(+) —8—7nFu—5— (4—7rAaTxz=)V) —1—T==)V AN
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NEALN—2, 3, 4, 5—F It Fu—1H—1—-X_UVXT7TELY
TLC:Rf 043 (n—~F¥ v Bffg=FL=3:1) ;

NMR (CDCL) : & 7.40-7.00 (m, 10H), 6.96-6.85 (m, 1H), 6.68-6.56 (m, 1H),
6.31-6.20 (m, 1H), 4.75-4.60 (m, 1H), 4.23-4.14 (m, 1H), 2.94-2.76 (m, 1H), 2.26-
2.08 (m, 2H), 1.96-1.78 (m, 2H) ;

[a] p=+11.4 (c=0.21, MeOH),

£t 7 (1) ~Fkpl7 (35)
HYT3{EPERANT (B3E618—) BEFI-BEH 1 0-BEH]1
1 =254 1 2 -6 7 TRINDHEERRICRIEL T, UTOMEE
ET5AERALLG YR

EiEFl 7 (1)
1—Txz=VINVREAN—2, 3, 4, 5—T FJbFr—1H—1-—RX
VATEE

TLC:Rf 051 (n—~F¥% 2 HfEzFNL=3 :1) ;

NMR (CDCL): & 7.35-7.19 (m, 8H), 7.02-6.95 (m, 1H), 6.22 (bs, 1H), 4.80-4.60

(m, 1H), 2.95-2.60 (m, 3H), 2.12-1.75 (m, 3H), 1.50-1.30 (m, 1H),

Ehafl7 (2)
B—Txz=nV—1—T = )VINRELNVN—2, 3, 4, 5—FT P77t KR

—1H-1—R_VAXTEE

TLC:Rf 033 (n—~F¥ 2 EfgcFL=5:1) ;

NMR (CDCL) : & 7.43-6.95 (m, 13H), 6.68 (bd, J = 7.2 Hz, 1H), 6.32 (bs, 1H),
4.74-4.64 (m, 1H), 4.34-4.20 (m, 1H), 2.92-2.80 (m, 1H), 2.30-2.10 (m, 2H), 2.02-

1.80 (m, 2H),
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EhEF 7 (3)

8—//nun—5— (4—7unz=)) —1—Tz=/VHINNEFEAf)N—2,
3, 4, 5—7F7tFr—1H—-1—-RVXTEEV

TLC:Rf 026 (n—~F¥ B FNL=5:1) ;

NMR (CDCL): § 7.42-7.00 (m, 11H), 6.66-6.55 (m, 1H), 6.24 (bs, 1H), 4.74-4.62
(m, 1H), 4.22-4.12 (m, 1H), 2.92-2.76 (m, 1H), 2.26-2.06 (m, 2H), 1.96-1.78 (m, 2H),

Ehesl7 (4)
1—TZFNVINNRELN—8—T A a—5— (4—TAaTz=)V) —
2, 3, 4, 5—Fbr7tRkre—1H-1-—-RUVAXTEEYV

TLC:Rf 033 (n—~FHV v  EgzFL=2:1) ;

NMR (CDCly): § 7.20-7.01 (m, 4H), 6.97 (dd, J = 9.0 Hz, 3.0 Hz, 1H), 6.90-6.78
(m, 1H), 6.64-6.48 (m, 1H), 4.68-4.50 (m, 1H), 4.33-4.24 (m, 1H), 4.14-4.06 (m, 1H),
3.34-3.18 (m, 2H), 2.85-2.67 (m, 1H), 2.20-1.96 (m, 2H), 1.96-1.70 (m, 2H), 1.14-

1.00 (m, 3H),

£l 7 (5)
8—INAu—1—Tz=VIVNEANV—2, 3, 4, 5—T hZ7tlkn
—1H—1—-RUXTEEY

TLC:Rf 033 (n—~FV VB FNL=4:1) ;

NMR (CDCL): § 7.34-7.21 (m, 5H), 7.08-6.96 (m, 3H), 6.17 (bs, 1H), 4.45-4.90

(b, 1H), 2.84-2.72 (m, 3H), 2.04-1.20 (m, 4H) ,

£l 7 (6)
8—AMFVAFAAFY—1—Tz=VIANNELNL—2, 3, 4, 5—
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Fh7eFr—1H—-1-—-_VXTEEY

TLC:Rf 039 (n—~FV B FL=3:1) ;

NMR (CDCL) : § 7.33-7.19 (m, SH), 7.02-6.94 (m, 3H), 6.30 (bs, 1H), 5.16 (s,
2H), 4.75-4.55 (m, 1H), 3.49 (s, 3H), 2.85-2.62 (m, 3H), 2.08-1.75 (m, 3H), 1.50-1.20
(m, TH),

Ehagl7 (7)

6—RA ¥ —1—T 2= VAANELAL—2, 3, 4, 5—F FFE Kn
—1H—1—-R_RVAXTEE

TLC:Rf 044 (n—~FV 2 EiE=FNAL=3:1) ;

NMR (CDCL) : & 7.32-7.19 (m, 5H), 7.01-6.87 (m, 3H), 6.32-6.25 (bs, 1H),
4.71-4.58 (m, 1H), 3.87 (s, 3H), 3.45-3.31 (m, 1H), 2.78-2.63 (m, 1H), 2.42-2.28 (m,
1H), 2.06-1.90 (m, 2H), 1.85-1.72 (m, 1H), 1.40-1.19 (m, 1H),

EiEF 7 (8)

7—A R —1—-Tz=VHINAREAL)L—2, 3, 4, 5—FT F 7k Fu
—1H—-1—-RVATEEY

TLC:Rf 035 (n—~F¥ v BEEE-FL=3:1) ;

NMR (CDCL): § 7.32-7.18 (m, SH), 7.00-6.94 (m, 1H), 6.84 (d, J = 2.7 Hz, 1H),
6.79 (dd, J = 8.4 Hz, 2.7 Hz, 1H), 6.25 (bs, 1H), 4.72-4.58 (m, 1H), 3.84 (s, 3H),
2.90-2.77 (m, 1H), 2.72-2.58 (m, 2H), 2.08-1.88 (m, 2H), 1.86-1.74 (m, 1H), 1.46-

1.28 (m, 1H),

Ehpl7 (9)
1— (44— A MFVT 2= VANRNEAN) -2, 3, 4, 5—FT F 7 F

n—1H—1—-RUAXFEE
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TLC:Rf 044 (n—~FYV v BfcFL=2:1) ;
NMR (CDCL) : § 7.34-7.25 (m, 4H), 7.23-7.16 (m, 2H), 6.82-6.75 (m, 2H), 6.07
(bs, 1H), 4.80-4.54 (m, 1H), 3.76 (s, 3H), 3.00-2.54 (m, 3H), 2.13-1.71 (m, 3H), 1.53-

1.20 (m, 1H),

EhH 7 (10)
1—Fxz=)VHAAREALL—1, 2, 3, 4, 5, 6 —~FH¥bFu—1-—

RORATS v

TLC:Rf 038 (n—~FH¥ B FNL=5:1) ;

NMR (CDCL) : & 7.42-7.30 (m, 3H), 7.28-7.18 (m, SH), 7.00-6.93 (m, 1H), 5.94
(brs, 1H), 4.76-4.65 (m, 1H), 2.97-2.88 (m, 1H), 2.85-2.72 (m, 1H), 2.69-2.58 (m,
1H), 1.98-1.84 (m, 1H), 1.82-1.68 (m, 1H), 1.67-1.29 (m, 4H),

Ewam 7 (11)
1— (4—7rFa T = )VHILREAL)N) —2, 3, 4, 5—FTFJ7EFR

g—1H—1— R ATV
TLC:Rf 044 (n—~F¥ o :Bffg=FNL=3 :1) ;
NMR (CDCL): 6 7.35-7.20 (m, 6H), 6.96-6.89 (m, 2H), 6.16 (brs, 1H), 4.76-4.61

(m, 1H), 2.89-2.59 (m, 3H), 2.09-1.72 (m, 3H), 1.45-1.30 (m, 1H),

EhEsl 7 (1 2)
1—RUDVAANEANL—2, 3, 4, 5—FT hFbRe—1H—1—-R
VATV

TLC:Rf 036 (n—~FV¥ > FiEcFL=3:1) ;

NMR (CDCL) : § 7.33-7.18 (m, 10H), 4.65-4.56 (m, 1H), 4.44-4.35 (m, 3H),

2.82-2.45 (m, 3H), 2.04-1.72 (m, 3H), 1.49-1.19 (m, 1H),
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Ehsl 7 (13)

1— (2—ZupnZz=)VILRESL)N) —2, 3, 4, 5—T hTZtFn
—1H—1—R_UXT7EEV

TLC:Rf 054 (n—~FHV o EFigcFNL=3:1) ;

NMR (CDCL): § 8.34-8.29 (m, 1H), 7.38-7.19 (m, 6H), 6.93 (brs, 1H), 6.92-6.86

(m, 1H), 4.70-4.59 (m, 1H), 2.96-2.65 (m, 3H), 2.12-1.78 (m, 3H), 1.52-1.28 (m, 1H),

EhgFl7 (14)
1— (83— ZuuZz=VAANEAL)N) —2, 3, 4, 5—F7 b7t Fn

—1H— 1R XT7TEE

TLC:Rf 048 (n—~FV o : EifgzFNL=3 :1) ;

NMR (CDCL): 6 7.42-7.40 (m, 1H), 7.34-7.27 (m, 4H), 7.15-7.12 (m, 2H),
6.97-6.93 (m, 1H), 6.23 (brs, 1H), 4.76-4.59 (m, 1H), 2.90-2.61 (m, 3H), 2.09-1.77

(m, 3H), 1.51-1.23 (m, 1H),

EiEFl 7 (15)

1— (4—Z7vu7dz=)VHLREAf)N) —2, 3, 4, 5—F FTFt Fnm
—1H-1—_VAXTEEV

TLC:Rf 044 (n—~FY v  BETFNL=3:1) ;

NMR (CDCL): & 7.38-7.15 (m, 8H), 6.21 (brs, 1H), 4.78-4.60 (m, 1H), 2.90-2.59

(m, 3H), 2.08-1.78 (m, 3H), 1.48-1.25 (m, 1H),

EWEB7 (16)
1— (2, 3—r7ua = )VHNNFELI) -2, 83, 4, 5—FF5

tke—1H—-1—RUATEEY

81



PCT/JP03/01481

WO 03/068753

10

15

20

25

TLC:Rf 052 (n—~FYV v : BizFNL=3 :1) ;
NMR (CDCL): & 8.29(dd,J=8.1 Hz, 1.5 Hz, 1H), 7.39-7.29 (m, 4H), 7.16 (t, J
= 8.1 Hz, 1H), 7.06 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.03 (brs, 1H), 4.71-4.60 (m, 1H)

2.93-2.68 (m, 3H), 2.10-1.69 (m, 3H) 1.53-1.30 (m, 1H),

Eipl7 (17)
1— (2, 4=y r7uaJz=VIVNEALN) —2, 3, 4, 5—T 7

ERe—1H—-1—R_" X7
TLC:Rf 05 (n—~%¥% : {igcFLr=3:1) ;
NMR (CDCL): & 829 (d, J = 8.7 Hz, 1H), 7.36-7.17 (m, 6H), 6.86 (brs, 1H),

4.70-4.59 (m, 1H), 2.93-2.66 (m, 3H), 2.10-1.78 (m, 3H) 1.53-1.29 (m, 1H),

L7 (18)

1— (2, 6—=Y7vuZz=/VANNEL)N) —2, 3, 4, 5—TFT+7
t Re—1H—-1-—-R_UXT7TEEY

TLC:Rf 032 (n—~FH HEFL=3:1) ;

NMR (CDCL) : § 7.48-7.44 (m, 1H), 7.36-7.24 (m, 5H) 7.08 (dd, J = 8.7 Hz, 7.5
Hz, 1H), 5.93 (brs, 1H), 4.70-4.59 (m, 1H), 3.09-2.93 (m, 1H), 2.86-2.64 (m, 2H),

2.12-1.93 (m, 2H), 1.88-1.72 (m, 1H), 1.55-1.30 (m, 1H),

E#ig7 (19)
1— (2, 5=z NEALN) —2, 3, 4, 5—T 7

ERFe—1H—1—-RSAIRXT7PE
TLC:Rf 062 (n—~FV%r :BifgcFNL=3:1) ;

NMR (CDCL): & 8.46(d,J=2.7Hz, 1H), 7.36-7.28 (m, 4H) 7.12 (d, = 8.7 Hz,
1H), 6.96 (brs, 1H), 6.87 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 4.70-4.59 (m, 1H), 2.93-2.66
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(m, 3H), 2.11-1.77 (m, 3H), 1.53-1.29 (m, 1H),

EiEFl7 (20)

1— (3, A—Y7vudz==AHNEALN) —2, 3, 4, 5—T+7
ERr—1H—1-—_UXT7EE

TLC:Rf 048 (n—~FH v BT FNL=3:1) ;

NMR (CDCL): § 7.53 (d,J =2.4 Hz, 1H), 7.36-7.24 (m, SH), 7.13 (dd, J = 8.7
Hz, 2.4 Hz, 1H), 6.21 (brs, 1H), 4.72-4.59 (m, 1H), 2.90-2.61 (m, 3H), 2.08-1.77 (m,

3H), 1.53-1.25 (m, 1H),

gl 7 (2 1)
1— (3, s—YZunz= VIV EAL)N) —2, 3, 4, 5—T 7

ERFg—1H—1— X XT7EE
TLC:Rf 058 (n—~%Y% . : BffcFL=3:1) ;
NMR (CDCL): § 7.35-7.25 (m, 6H), 6.96 (t, J = 1.8 Hz, 1H), 6.25 (brs, 1H),

4.69-4.59 (m, 1H), 2.87-2.62 (m, 3H), 2.08-1.76 (m, 3H), 1.50-1.28 (m, 1H),

Eiapl7 (2 2)
1—37a~FINIANRELNL—2, 3, 4, 5—FT F7k Fe—1H-—

1 —R_RUXTEPE
TLC:Rf 034 (n—~FHV v B FL=3:1) ;

NMR (CDCL) : § 7.29-7.15 (m, 4H), 4.79-4.37 (m, 1H), 4.11-4.01 (m, 1H),
3.70-3.55 (m, 1H), 2.81-2.40 (m, 3H), 2.05-1.67 (m, 4H), 1.64-1.48 (m, 4H), 1.39-

1.22 (m, 3H), 1.16-0.84 (m, 3H),

Ehwpl7 (2 3)
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1— (4—=baTxz=VINLREALN) —2, 3, 4, 5—7T F T EFnm
—1H—1—-RUVXT7TEE

TLC:Rf 033 (n—~F¥ v EEEcFL=1:1) ;

NMR (CDCL): & 8.15-8.09 (m, 2H), 7.49-7.43 (m, 2H), 7.38-7.28 (m, 4H), 6.59
(brs, 1H), 4.73-4.61 (m, 1H), 2.89-2.68 (m, 3H), 2.10-1.79 (m, 3H), 1.50-1.29 (m,

1H),

L7 (24)

1— (4= T ) 7= VAAMRNEALN) —2, 3, 4, 5—FT hJ7tFnm
—1H—1—R_VXTEE

TLC:Rf 022 (n—~FV B FL=1:1) ;

NMR (CDCL) : & 7.54-7.48 (m, 2H), 7.45-7.39 (m, 2H), 7.37-7.25 (m, 4H), 6.44
(brs, 1H), 4.72-4.61 (m, 1H), 2.90-2.63 (m, 3H), 2.10-1.78 (m, 3H), 1.52-1.25 (m,
1H),

EiEfl7 (25)

1— (4—AFNTz=VHAREALN) —2, 3, 4, 5—T F7kFnm
—1H-1- AT

TLC:Rf 042 (n—~FH v B FL=1:1) ;

NMR (CDCL) : & 7.35-7.25 (m, 4H), 7.20-7.14 (m, 2H), 7.06-7.00 (m, 2H), 6.13
(brs, 1H), 4.80-4.58 (m, 1H), 2.94-2.58 (m, 3H), 2.26 (s, 3H), 2.10-1.71 (m, 3H),

1.51-1.22 (m, 1H),

Eititl7 (26)
1= 7arRFUINNELN—2, 3, 4, 5—FT b7 Fu—1H—

1 —RUXTEEY
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TLC:Rf 039 (n—~F%H%v B FL=3:1) ;
NMR (CDCL): § 7.29-7.14 (m, 4H), 4.74-431 (m, 1H), 4.19-4.05 (m, 2H),

2.81-2.32 (m, 3H), 2.08-1.66 (m, 5H), 1.59-1.03 (m, 7H),

EHapl7 (27)

1— A7tV INNEL V-2, 3, 4, 5—FT 7k Fu—1H-1
—RURXTEE Y

TLC:Rf 035 (n—~FH% v EigcFL=3:1) ;

NMR (CDCL): & 7.29-7.15 (m, 4H), 4.84-4.23 (m, 1H), 4.04-3.90 (m, 2H),

2.81-2.25 (m, 3H), 2.05-1.64 (m, 3H), 1.58-1.13 (m, 1H), 1.03 (d, J = 6.0 Hz, 6H),

Ehafl7 (2 8)

1 —A~FINNVINNREALN—2, 3, 4, 5—T 7 Ra—1H—-1—R
VATEE Y

TLC:Rf 044 (n—~FY v B FNL=3:1) ;

NMR (CDCL): & 7.29-7.16 (m, 4H), 4.78-4.39 (m, 1H), 4.26-4.13 (m, 1H),
3.24-3.03 (m, 2H), 2.82-2.43 (m, 3H), 2.06-1.69 (m, 3H), 1.45-1.14 (m, 9H), 0.85 (t,
J=6.9 Hz, 3H),

Eipl7 (29)
4—Tz=)VIALREALNV—-5, 6, 7, 8—T hF7k Fu—4H—-F=x)/
(2, 3—f] —4—TE¥EV

TLC:Rf 038 (n—~F¥% B FNL=5:1) ;

NMR (CDCL): 6 7.36-7.31 (m, 2H), 7.30-7.21 (m, 2H), 7.08 (d, J = 5.4 Hz, 1H),
7.04-6.95 (m, 2H), 6.51 (bs, 1H), 4.0-3.4 (b, 2H), 2.89-2.82 (m, 2H), 1.98-1.90 (m,
2H), 1.78-1.62 (m, 2H),
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EHl 7 (30)
8—=ha—1—-Tx2=VINRELN—2, 3, 4, 5—FT r5t Fn—
IH—1—RUX7Pry

TLC:Rf 045 (BfB—FN : n—~FH=2:3) ;

NMR (DMSO-d6): 6 8.14 (bs, 1H), 8.10 (dd, J = 8.4 Hz, 2.1 Hz, 1H), 8.02 (d, J =
2.1 Hz, 1H), 7.63 (d, J = 8.4 Hz, 1H), 7.44-7.38 (m, 2H), 7.26-7.18 (m, 2H), 7.00-
6.93 (m, 1H), 3.83-3.44 (m, 2H), 2.90-2.83 (m, 2H), 1.90-1.53 (m, 4H),

Ehal7 (3 1)
B=AFN—1—Tz=VHANNEALN—2, 3, 4, 5—F 5t Fr—

IH— 1 —-R_RyX7EE

TLC:Rf 043 (n—~FH¥  FiEcFiL=4:1) ;

NMR (CDCL) : § 7.32-7.19 (m, SH), 7.11-7.08 (m, 2H), 7.01-6.95 (m, 1H), 6.23
(s, 1H), 4.76-4.59 (br, 1H), 2.87-2.57 (br, 3H), 2.35 (5, 3H), 2.08-1.72 (m, 3H), 1.45-
1.22 (br, 1H),

EHipl7 (3 2)

1— (4= 0T 2= VHALNRELL) —2, 3, 4, 5—F r5E Fn
—1H—-1—-RUXT7PEY

NMR (CDCL): 6 7.36-7.24 (m, 6H), 7.24-7.17 (m, 2H), 6.21 (brs, 1H), 4.75-4.53

(m, 1H), 2.95-2.53 (m, 3H), 2.15-1.73 (m, 3H), 1.50-1.20 (m, 1H).

KhEsl7 (3 3)
T—RUVNFXRV =1 =Tz VIVNREL V=2, 3, 4, 5—F }5

tEFe—1H—-1—_UX7¥E
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TLC:Rf 039 (n—~FY%y :@iftcFLr=3:1) ;
NMR (CDCL): & 7.49-7.18 (m, 10H), 7.01-6.92 (m, 2H), 6.86 (dd, = 8.7 Hg,
3.0 Hz, 1H), 6.25 (s, 1H), 5.09 (s, 2H), 4.71-4.61 (m, 1H), 2.90-2.59 (m, 3H), 2.08-

1.74 (m, 3H), 1.46-1.30 (m, 1H),

Ehet| 7 (3 4)
T—ROONVEXRY—1— (A—TNAaTd = )VIAREAL)N) —2, 3,

4, 5—F7 b7t Fe—1H—1—-RUXT7TELV

TLC:Rf 036 (n—~F% > : FEEE-FL=3:1) ;

NMR (CDCL) : & 7.49-7.32 (m, 5H), 7.27-7.21 (m, 3H), 6.97-6.83 (m, 4H), 6.20
(brs, 1H), 5.07 (s, 2H), 4.69-4.58 (m, 1H), 2.85-2.60 (m, 3H), 2.06-1.76 (m, 3H),

1.59-1.22 (m, 1H),

EiwHl 7 (35)
7T—rue—1—Txz=VIAVRNEALN—2, 3, 4, 5—FT FJk Fu—

1H— 1RV XT7EE

TLC:Rf 023 (n—~FH¥ v EFgcFL=3:1) ;

NMR (CDCL): § 7.34-7.22 (m, 7H), 7.04-6.98 (m, 1H), 6.17-6.10 (m, 1H),
4.85-4.42 (m, 1H), 2.90-2.52 (m, 3H), 2.06-1.73 (m, 3H), 1.59-1.22 (m, 1H),

sl 8

8—7NFun—5— (4—7rFudz=n) —1— (N—RAFL—N-7
= AVT ) ANR=N) -2, 3, 4, 5—FT 7t Fr—1H-—1—-~
VATV
TNAIUERRT, AKFELTFIUA (29mg) ON, N—=IRXAFNK

VAT IR (05m 1) BREKIC, KN TRES 7 clrELizkédm (271
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mg) ON, N=UAFAFNVLETI K 25ml) BEBLCT FF € Fr
75 (1ml) Mk, BAWE 1 BREE L, RIGEAEWIZI VLA
Fr (45u 1) ZMEZ, 6 2[R LEZ, RIGBRAYICKEMZ.,
B /U CHIH Uiz, BHE%E | NEBE, fafuiREEAKET MY U LKEHK
B OSMAEAKCIERGES L, KRBT M) UL CRBREREL, &
BEVIIINVATAIu<w T 74— (M BfRcF =9 3 :
7) TRHE%, n—~FY U —ERIFAPLERERE L. UTOMEELZE
THAFERIEY (149mg) 2/,

TLC:Rf 043 (Pl BB F =9 : 1)

NMR (CDCL): § 7.22-7.14 (m, 2H), 7.12-7.06 (m, 1H), 7.03-6.94 (m, 2H),
6.91-6.82 (m, SH), 6.50 (td, ] = 8.4 Hz, 2.4 Hz, 1H), 6.02 (dd, J = 8.4 Hz, 6.6 Hz, 1H),
4.63 (dt, J = 13.8, 4.8 Hz, 1H), 3.54-3.46 (m, 1H), 3.20 (s, 3H), 2.85 (ddd, J = 13.8
Hz, 9.6 Hz, 3.0 Hz, 1H), 2.05-1.95 (m, 1H), 1.92-1.72 (m, 2H), 1.69-1.52 (m, 1H),

sl 9

1—ANRFEAN—-—8—TNFu—5— (4—I)AnT=z=)l) —2, 3,
4, 5—FFF7t Fue—1H-RVXTEEY

BEF 12 TRELZMAEY (130mg) OT7EI=FI (1.5m1)
BWIRIZV T BT RV UL (65mg) X, BREVMERKERLTL, K
JSRAMITKEME, BEE—F - CHIM L7z, AHEL 1 NERR, fafnREg
AKFT Y U AKEK, AFAEKCIERES L, EKEET ) UV ATRK
BBBE L, BiEE2n —~F V- FALOERS L. T OWE
BEHTHAEALED (99meg) 2Hk,

TLC:Rf 048 (n—~F¥ 2  EEE—FL=1: 3)

NMR (CDCL): & 7.24-7.01 (m, SH), 6.88-6.78 (m, 1H), 6.60-6.50 (m, 1H),

4.62-4.40 (m, 3H), 4.20-4.10 (m, 1H), 2.86-2.72 (m, 1H), 2.24-2.04 (m, 2H), 1.94-
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1.74 (m, 2H),

FEhitl1 0
1= (N, N=PRAFAHIANREL)N) —8—TNFr—5— (4—TF
R7xz=) —2, 3, 4, 5-FThFtRFu—1H—1—-RUX7PEY
2EH1 2 TRE LAY (148mg) OEIYTY (3ml) WK
VAFNVANNEANIOTZAL R (554 1) Bz, BAYE 4 RS
Lite SBWREVAFNAANNELN ISR (554 1) BMZ. SHIT
1 BR&ER L7z, RISREWITKEMA., BiF L CHiIlH LT, HHE%
1 N¥ERR, PATNRBRKR T MU U 2K & ORI SHAK CIEREES L.
TARRBRT ) UATHBERIE L, BEZL VISV ISAra~w Y
774— (n—~FH  EBFL=3:1->2: 1) CHER%E. B
n—~FY—FRTFAPLERE L. UTOWEEYET 3 AKHILE
¥ (83mg) 2/,
TLC:Rf 035 (n—~FH> B FL=2: 1)
NMR (CDCL) : § 7.20-7.13 (m, 2H), 7.11-7.03 (m, 2H), 6.73-6.65 (m, 2H),
6.54-6.47 (m, 1H), 4.47-4.32 (m, 1H), 4.23-4.18 (m, 1H), 3.04-2.92 (m, 1H), 2.69 (s,
6H), 2.20-2.11 (m, 1H), 1.93-1.76 (m, 3H),

FEhasi 1 1

1=Zxz=2VT I )FFINA=Nr—2, 3, 4, 5—F 5t Fu—1H
— 1 —-RUXTPEY

T2 A IV TR = FOROYVIEZT 22 VFFA VT X~ 2 BNT
ERP 1 TREND FEERBICEREL T, UTOWMEEZF3 3 A%k
EWEE-,

TLC:Rf 050 (n—~FYVy  FiE=FL=3: 1)
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NMR (CDCL): & 7.40-7.28 (m, 8H), 7.22-7.15 (m, 1H), 6.96 (brs, 1H), 5.58-5.40
(m, 1H), 3.09-2.97 (m, 1H), 2.92-2.70 (m, 2H), 2.44-2.26 (m, 1H), 2.11-1.98 (m, 1H),
1.87-1.77 (m, 1H), 1.55-1.36 (m, 1H),

Eifl 1 2

1— (2=Y 7~ NVTFAINNELN) —2, 3, 4, 5—FT 7
ERr—1H—1-_UXT7EEY

3—vrua~Forurt o (120meg) Dz (3ml) &
WBIZBEBET, 7 z=VERXT74+UAT7TYK (017Tm 1) BLWRMIZFAT
I (01lm 1) ZMx, BE®W%E120CTY 0OLMBRK L. KGEEY
22, 3, 4, 5—1H-F ;7 Fr_UX7¥EY (114mg) O
Lxy (83ml) WiEEMz, EHIZ3KM1 20 CTER L, RIGES
MERBIZHHALTEE L, REZVINISIAVDT L0 NS F7T7 4—
(n—~FYv B FL=6: 1) THREL., UTOWEELZETLIE
ZHLEYW (196mg) 2HE,
TLC:Rf 042 (n—~F¥ B FNL=3:1)
NMR (CDCL): & 7.30-7.17 (m, 4H), 4.78-4.36 (m, 1H), 4.22-4.13 (m, 1H),

3.28-3.08 (m, 2H), 2.83-2.41 (m, 3H), 2.03-0.79 (m, 17H),

EZiEFl1 2 (1) ~FEHEfFl12 (2 3)
FUTAEMERAWVTERE 1 2 TRENDFEERFICEREL T, U
ToOMEEE2ETHIAEHICEDEE-,

Ehasll1 2 (1)
1— (1, 3—RUIVUFFI—N—B—ANVINVNEA)N) —2, 3, 4,

5—F 7t Re—1H—1—- R XT7TELE
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TLC:Rf 031 (n—~¥¥ B FL=3:1) ;

NMR (CDCL): & 7.36-7.25 (m, 4H), 7.09 (d, J = 2.1 Hz, 1H), 6.65 (d, ] =8.1 Hz,
1H), 6.49 (dd, J = 8.1 Hz, 2.1 Hz, 1H) 6.09 (brs, 1H), 5.90 (s, 2H), 4.78-4.51 (m, 1H),
2.89-2.57 (m, 3H), 2.08-1.69 (m, 3H), 1.50-1.22 (m, 1H),

Ehpi1L 2 (2)
1— (44— RUDVFFV T2 VHUINEALN) —2, 3, 4, 5—TFT

St Fu—1H—-1-—-_UXT7TEEY

TLC:Rf 05 (n—~F%¥y: FEgEcFr=2:1) ;

NMR (CDCL) : & 7.43-7.24 (m, 9H), 7.22-7.16 (m, 2H), 6.89-6.83 (m, 2H), 6.08
(bs, 1H), 5.01 (s, 2H), 4.80-4.73 (b, 1H), 2.95-2.53 (m, 3H), 2.13-2.07 (m, 3H), 1.48-
1.20 (m, 1H),

Ehefi1 2 (3)

1— (3= —4—RA MR LAFAFTHF T 2=V INNRNEAI)N) — 2,
3, 4, 5—F7 b7k Ru—1H—-1-XRVXTELV

TLC:Rf 053 (n—~F¥ B FL=2:1) ;

NMR (CDCL): & 7.41(d, T =2.7 Hz, 1H), 7.35-7.26 (m, 4H), 7.10 (dd, J = 9.0
Hz, 2.7 Hz, 1H), 7.03 (d, ] = 9.0 Hz, 1Hz), 6.10 (brs, 1H), 5.16 (s, 2H), 4.75-4.57 (m,
1H), 3.49 (s, 3H), 2.91-2.57 (m, 3H), 2.07-1.72 (m, 3H), 1.57-1.23 (m, 1H),

EhEgllL 2 (4)

1— (2= —4—RA "X VRAFAFTHFT T 2= LHUNREAL L) — 2,
3, 4, 5—F 7t Fu—1H-1—_"VXTEEY

TLC:Rf 057 (n—~FH%V : Efg=FL=2:1) ;

NMR (CDCL): & 8.12(d,J=9.0 Hz, 1H), 7.38-7.26 (m, 4H), 6.97 (d, J = 2.7 Hz,
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1H), 6.93 (dd, J = 9.0 Hz, 2.7 Hz, 1H), 6.67 (brs, 1H), 5.08 (s, 2H), 4.71-4.58 (m, 1H),
3.4 (s, 3H), 2.94-2.63 (m, 3H), 2.09-1.76 (m, 3H), 1.51-1.27 (m, 1H),

Eigl1 2 (5)

1= (A=A PFVAFAFF V-3 —= b T2V HANEA L) —2,
3, 4, 5—-7F7EFu—1H—1—-RUIX7¥E

TLC:Rf 032 (n—~FV v B FL=2:1) ;

NMR (CDCL) : 6 7.79 (d, ] = 2.7 Hz, 1H), 7.49 (dd, J = 9.0 Hz, 2.7 Hz, 1H),
7.37-7.27 (m, 4H), 7.17 (d, J = 9.0 Hz, 1H), 6.32 (brs, 1H), 5.20 (s, 2H), 4.72-4.57 (m,
1H), 3.49 (s, 3H), 2.90-2.58 (m, 3H), 2.09-1.76 (m, 3H), 1.50-1.23 (m, 1H),

Eiifl1 2 (6)

1= (4—RUVNAFRVT 2=V HAVNEAL L) —8~2nu—2, 3,
4, 5—7F7tFr—1H—1—RUX7PEL

TLC:Rf 032 (n—~FV > Big=FL=3:1) :

NMR (CDCL) : § 7.43-7.25 (m, 8H), 7.24-7.17 (m, 2H), 6.90-6.83 (m, 2H), 6.01
(brs, 1H), 5.01 (s, 2H), 4.82-4.42 (m, 1H), 2.85-2.41 (m, 3H), 2.02-1.71 (m, 3H),
1.58-1.30 (m, 1H),

EhEgl1 2 (7)

4— (4—RUPNVFXRTVT 2= VHLRNELNL) —5, 6, 7T, 8—5F
Zekfr—4H-F=/ [2, 3—f] 7¥E

TLC:Rf 05 (n—~F¥%2 :BigcFL=2:1) ;

NMR (CDCL): § 7.44-7.20 (m, 7H), 7.06 (d, J = 5.4 Hz, 1H), 6.96 (d, ] = 5.4 Hz,
1H), 6.92-6.86 (m, 2H), 6.38 (s, 1H), 5.02 (s, 2H), 4.0-3.3 (b, 2H), 2.88-2.80 (m, 2H),
1.98-1.88 (m, 2H), 1.78-1.60 (m, 2H),
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Epll 2 (8)
1— (2—AFFY—4—APFVRAFAFF VT2 NVANNREAI)N) —

2, 3, 4, 5—=7h7bFr—1H-1-XUVXTEEV
TLC:Rf 034 (n—~FH¥r B FL=2:1) ;

NMR (CDCL): & 8.06(d, J=9.3 Hz, 1H), 7.34-7.24 (m, 4H), 6.73 (bs, 1H), 6.62
(dd, J = 9.3 Hz, 2.7 Hz, 1H), 6.48 (d, J = 2.7 Hz, 1H), 5.10 (s, 2H), 4.8-4.5 (m, 1H),
3.59 (s, 3H), 3.46 (s, 3H), 2.9-2.6 (m, 3H), 2.1-1.7 (m, 3H), 1.6-1.2 (m, 1H),

EhEFl 1 2 (9)
1— (44— RUOVONVFHFVT 2=V INNREAL)N) —T—AF—2, 3,

4, 5—7 7t Fr—1H—1-R_XVXTEEV
TLC:Rf 021 (n—~F¥: B FL=3:1) ;

NMR (CDCL) : & 7.43-7.29 (m, 4H), 7.23-7.17 (m, 3H), 6.89-6.75 (m, 4H), 6.10
(brs, 1H), 5.01 (s, 2H), 4.71-4.57 (m, 1H), 3.84 (s, 3H), 2.90-2.57 (m, 3H), 2.06-1.69

(m, 3H), 1.48-1.27 (m, 1H),

12 (10)
1— (4—ROVNANFFTV T2 VHANREL L) —8—A FFT—2, 3,

4, 5—F7 b7 RFr—1H—-1—-RXRVXTEEV
TLC:Rf 022 (n—~¥¥ : FE=FL=3:1)

NMR (CDCL) : & 7.43-7.29 (m, SH), 7.24-7.17 (m, 3H), 6.90-6.79 (m, 4H), 6.15
(brs, 1H), 5.01 (s, 2H), 4.79-4.52 (m, 1H), 3.80 (s, 3H), 2.84-2.52 (m, 3H), 2.09-1.63

(m, 3H), 1.51-1.18 (m, 1H),

a1 2 (1 1)

93



WO 03/068753 PCT/JP03/01481

10

15

20

25

1— (A—RUDPLFFTV T2 VANNEALN) —6—RA FFT—2, 3,
4, 5—7 F7bFun—1H—1-—- RV XTEE YV

TLC:Rf 021 (n—~FV BifgcFL=3:1) ;

NMR (CDCL) : & 7.43-7.28 (m, 5H), 7.24-7.16 (m, 3H), 6.93-6.88 (m, 4H), 6.15
(brs, 1H), 5.01 (s, 2H), 4.71-4.57 (m, 1H), 3.86 (s, 3H), 3.45-3.31 (m, 1H), 2.78-2.59
(m, 1H), 2.46-2.26 (m, 1H), 2.11-1.68 (m, 3H), 1.41-1.14 (m, 1H),

EHEFI L2 (12)
1— (3= Fdua—4—RXASFIRAFATHRV T2 VANNREAL ) —

2, 3, 4, 5—F 7t Fr—1H-1—_UXT7P¥EY

TLC:Rf 040 (n—FHr EgFL=2:1) ;

NMR (CDCL): & 7.37-7.26 (m, SH), 7.02 (t, J = 9.0 Hz, 1H), 6.78 (ddd, J = 9.0
Hz, 2.4 Hz, 1.5 Hz, 1H), 6.14 (bs, 1H), 5.12 (s, 2H), 4.8-4.6 (m, 1H), 3.49 (s, 3H),
2.9-2.6 (m, 3H), 2.1-1.7 (m, 3H), 1.6-1.2 (m, 1H),

£l 2 (13)

8— RUIPNAFRY—1— (4—RUVNVFXFTVT 2= )VANANEAN) —
2, 3, 4, 5—-FF7bFr—1H-1-—-RUXT7PEY

TLC:Rf 028 (n—~FV 2 FEE-FNL=3:1) ;

NMR (CDCL): & 7.44-7.27 (m, 10H), 7.23-7.10 (m, 3H), 6.92-6.82 (m, 4H), 6.07
(brs, 1H), 5.06 (s, 2H), 5.02 (s, 2H), 4.78-4.53 (m, 1H), 2.82-2.51 (m, 3H), 2.07-1.69

(m, 3H), 1.50-1.18 (m, 1H),

EhEpi1 2 (14)
1— (A=A MK VAFAFFVT2ZNVANVNEAN) —8—=br—2,

3, 4, 5—FF5bRFu—1H—1—-R_VATEEV
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TLC:Rf 034 (n—~F¥y:EBFL=3:2) ;
NMR (CD,OD): & 8.14-8.09 (m, 2H), 7.58-7.53 (m, 1H), 7.24-7.18 (m, 2H),

6.96-6.90 (m, 2H), 5.12 (s, 2H), 4.2-3.5 (m, 2H), 3.42 (s, 3H), 2.96-2.89 (m, 2H),

1.93-1.65 (m, 4H),

EZiFi1 2 (15)

1= 70~FIUNAFLVINNEALNL—2, 3, 4, 5—T b7k Fo—
1H—1—-R_RUXT7EE YV

TLC:Rf 038 (n—~FHV v BfEcFL=3:1) ;

10 NMR (CDCl): § 7.31-7.18 (m, 4H), 4.78-4.37 (m, 1H), 436-4.22 (m, 1H),

3.15-2.82 (m, 2H), 2.79-2.37 (m, 3H), 2.05-1.54 (m, 6H), 1.47-0.74 (m, 9H),

EhEFl1 2 (16)
1— (3—RUPANFFV T2V INNREAL L) —2, 3, 4, 5—T F
15 StFRe—1H—-1-_UAXTEEY
TLC:Rf 050 (n—~FH:EgcFL=3:1) ;
NMR (CDCL): 6 7.45-7.24 (m, 10H), 7.10 (t, J = 8.1 Hz, 1H), 6.71 (dd, J = 8.1
Hz, 2.4 Hz, 1H), 6.61 (dd, J = 8.1 Hz, 2.4 Hz, 1H), 6.23 (brs, 1H), 5.03 (s, 2H), 4.77-

4.59 (m, 1H), 2.91-2.57 (m, 3H), 2.10-1.67 (m, 3H), 1.59-1.27 (m, 1H),

20
EfEF 12 (17)
1— (44— RUPVFFV—3—RAFVT2=)VINNEAL)N) —2, 3,
4, 5—F 7t Fr—1H—1—RUXTEEY
TLC:Rf 022 (n—~FY  EfgxFN=3:1) ;

25 NMR (CDCL): & 7.47-7.25 (m, 10H), 6.70 (d, J = 8.7 Hz, 1H), 6.40 (dd, J = 8.7

Hz, 2.4 Hz, 1H), 6.10 (brs, 1H), 5.09 (s, 2H), 4.78-4.57 (m, 1H), 3.88 (s, 3H), 2.91-
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2.56 (m, 3H), 2.11-1.77 (m, 3H), 1.61-1.25 (m, 1H),

ERfiFI1 2 (18)

1— (44— RV INFFv—3—=brrZz=VINVNRNEALNV) —2, 3,
4, 5—F F S5t Ru—1H—1—-RVXTEE

TLC:Rf 022 (n—~FH%  FE=FNL=3:1) ;

NMR (CDCL): § 7.72 (d, J = 2.7 Hz, 1H), 7.59 (dd, J = 9.0 Hz 2.7 Hz, 1H),
7.46-7.22 (m, 9H), 7.00 (d, J = 9.0 Hz, 1H), 6.21 (brs, 1H), 5.18 (s, 1H), 4.72-4.57 (m,
1H), 2.88-2.60 (m, 3H), 2.09-1.73 (m, 3H), 1.51-1.23 (m, 1H),

Eigl12 (19)

1— (44— RUINFFV—3—ZunZz=VIALNEAN) —2, 3,
4, 5—F F S5t Ro—1H—1—RUVAXTELY

TLC:Rf 035 (n—~FH% B FNL=3:1) ;

NMR (CDCly): § 7.46-7.25 (m, 10H), 7.12 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 6.83 (d, J
= 8.7 Hz, 1H), 6.09 (brs, 1H), 5.09 (s, 2H), 4.75-4.52 (m, 1H), 2.87-2.59 (m, 3H),
2.05-1.68 (m, 3H), 1.51-1.29 (m, 1H),

EHil1 2 (20)
1— (44— Ry IONFHFy—2—ua o= VIANREALN) —2, 3,

4, 5—FFSbFr—1H—-1—-R_RUVXT7TELYV

TLC:Rf 050 (n—~FH B FL=3:1) ;

NMR (CDCL) : § 8.11-8.07 (m, 1H), 7.44-7.24 (m, 9H), 6.90-6.84 (m, 2H), 6.61
(brs, 1H), 4.99 (s, 2H), 4.72-4.58 (m, 1H), 2.95-2.62 (m, 3H), 2.10-1.72 (m, 3H),

1.51-1.25 (m, 1H),
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Epli12 (21)

1— (4—RUDPNFFVT 2= NVANNREAL)N) —8—TNFr—5— (4
—Intuarz=pN) —2, 3, 4, 5—F7FF7bRFe—1H~-1—-xXUX
TEEY

TLC:Rf 017 (n—~FH B FAL=5:1) ;

NMR (CDCL): § 7.44-7.02 (m, 13H), 6.96-6.82 (m, 3H), 6.68-6.44 (m, 1H), 6.13
(bs, 1H), 5.04 (s, 2H), 4.70-4.55 (m, 1H), 4.26-4.06 (m, 1H), 2.93-2.70 (m, 1H), 2.27-
1.73 (m, 4H),

EiEG1 2 (2 2)

1— (44— RN FAFV T 2= )VHAANREAL)N) —1, 2, 3, 4, 5,

6 —~FHERr—1 - RUATI

TLC:Rf 032 (n—~FY¥ : BiEcFL=383:1) ;

NMR (CDCL) : § 7.45-7.21 (m, 9H), 7.18-7.11 (m, 2H), 6.89-6.81 (m, 2H), 5.81
(brs, 1H), 4.99 (s, 2H), 4.71-4.61 (m, 1H), 2.96-2.86 (m, 1H), 2.85-2.73 (m, 1H),
2.67-2.58 (m, 1H), 1.98-1.27 (m, 6H),

Ehafl1 2 (2 3)

1— (2—RUPNVFFVT 2= VINNREAL)N) —2, 3, 4, 5—T F
JeERr—1H—1—-R_RVATEE Y

TLC:Rf 054 (n—~F% 2 BB FNL=3 :1) ;

NMR (CDCL): 6 8.29(dd,J=7.5Hz, 1.8 Hz, 1H), 7.38-6.82 (m, 12H), 4.81 (s,
2H), 4.75-4.67 (m, 1H), 2.91-2.51 (m, 3H), 2.08-1.74 (m, 3H), 1.48-1.24 (m, 1H),

2%Z4(1 3
5—AF)N—2—=braBREBLATF I
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—20CUTOERETAZ/—1(100ml) KFA=rraFfF (1
Oml) ZMx, EBITS5—AFNL—2—=ruREERE (18.1g) #Mx.
2 AR L7z, RIGREMZ A, T L& EZ AEEAKEL T, B
ToOMEEEET HAEALEY (13.1g) 2RI,

TLC:Rf 046 (n—~FHVr B FIL=4:1)
NMR (CDCL): & 7.87(d,J=8.1Hz, 1H), 7.48 (d, = 1.5 Hz, 1H), 7.40 (m, 1H),

3.92 (s, 3H), 2.47 (s, 3H),

BER|1 4
2—T3)—5—AFNREEHEAT N

2EH| 1 3TREL7LEY (585g) IZEM—F/N (150m1) ZMX,
COWRIIT NI VBERRT T % N7V U ARE (1.55g) 2Nk, REW
PARBEAIT CRHER L, RIGEGMEES A F5BL. BELT
UTFTomEEzF 4 2E8LeY 4.89g) 2,
TLC:Rf 044 (n—~FV o EcFL=6:1)
NMR (CDCL): § 7.66(dd,J=18Hz, 0.6 Hz, 1H), 7.10 (m, 1H), 6.59 (d, = 8.7

Hz, 1H), 5.56 (bs, 1H), 3.86 (s, 3H), 2.23 (s, 3H),

BEPI1 5

5—AF)N—2— VIV ALKR=AT X ) BEBBEAF IV

BEH|1 A TRELZED 469g) DEY VY (15m 1) WKITKE
F. bz 4 K (7.022g) Mz, BEVEBRTHREERLE, K
JNRAWME K/ 2NERBIZH T, THLEERE AIEAKE L, AT oMt
ExAT2EELEY (884g) %F,

TLC:Rf 041 (n—~FVv EEcFL=4:1)

NMR (CDCL) : & 10.38 (s, 1H), 7.72-7.69 (m, 3H), 7.60 (d, J = 8.1 Hz, 1H),
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7.28-7.19 (m, 3H), 3.85 (s, 3H), 2.36 (s, 3H), 2.27 (5, 3H),

B2EH|1 6

2— [N=— (8=APXVHINR=ATREL) —N— MLZL ALK =)L
T3] =5 —AFNL—REEEAFIL

BEGI1 5 TRIE LAY (883g) DN, N—JAFAKRALAT I K (4
Sml)WHEICA—TaET Y BAFNL (153g) BLOBREED U 7 A (7.66
g) EMA., BEME 8 0O CTHRREER Lz, KISERAWY BAEARKICH
. BEERT S THIM L7, BB 2 KR X a8k CIER S L, &
KGR~ 7R U ACTHBBRE L, BES2 n —~3Y L —FBTF L
(4 : 1) THHL, UTOMEEE2ETHEB LAY (1082g) 257,
TLC:Rf 042 (n—~FH¥ HEFL=2:1)

NMR (CDCLy) : § 7.67(d,J=2.1Hz, 1H), 7.48-7.44 (m, 2H), 7.24-7.19 (m, 3H),
6.79 (d, J = 8.4 Hz, 1H), 3.85-3.45 (br, 2H), 3.80 (s, 3H), 3.64 (s, 3H), 2.46 (t, J=7.5
Hz, 2H), 2.41 (s, 3H), 2.38 (s, 3H), 1.91-1.81 (m, 2H),

BEH1 7

S—bRRFUV—4—RAINFVINVR=ZA—T —RAF—1— hLT LR
R=)—2, 3—VkEFRr—1H—1—- RV A7

KFIET R DA 231g) DF bS5 FrT75y (30m ) BRICKA
T, 25611 6 TRE LAY (420g) DN, N—CRAFARLAT IR
(30m 1) WEEMA, BEMEZRETI OSBIERLE, XA TORE
BEWICH#R 35m1) 2%, 1 NEBEML, BT FL CHH LE,
FHRRE Z BAfIRBAKR T MU U LK (4E) B X OBk CIER B
L. HKMBE~ Xy ATHRGEEE L, BEY n —~%¥ —Fifp
TFNV (41 1) TRIFEREL, UTODMELZE T 2EELEY (285g)
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G,

TLC:Rf 039 (n—~FV :EEgcFL=4:1) ;

NMR (CDCL): & 11.87(s, 1H), 7.45 (m, 1H), 7.38 (d, J = 8.1 Hz, 2H), 7.33-7.29
(m, 2H), 7.16 (d, J = 8.1 Hz, 2H), 4.07 (t, J = 6.3 Hz, 2H), 3.71 (s, 3H), 2.39 (s, 6H),
2.32-2.22 (br, 2H),

2%p611 8

T—AFN—1— M IZUVANKF=)V—5—-FF%Y—2, 3, 4, 5—F h
St Re—1H—1-~_UIXT7EE S

BEH L 7T THRELAEY (284g) OVAFLVAVEFYE (2m1)
WIKIZK (02m 1) 2z, BEWE 1 2 5 CTHRERB L. RIGREEY
EREBKKICHT, LR EASBBEAE LT, HEREAY ) —V
(7m 1) TREFEELT. UTOMEEZETSEELEY (1942) 2
T,

TLC:Rf 024 (n—~FH¥ : EEzFIL=4:1)

NMR (CDCL): & 7.59-7.55 (m, 2H), 7.49 (s, 1H), 7.37-7.31 (m, 2H), 7.28-7.25
(m, 2H), 3.83 (t, I = 6.6 Hz, 2H), 2.42 (s, 3H), 2.38 (s, 3H), 2.37-2.33 (m, 2H), 1.95-
1.87 (m, 2H),

B2EH6I1 9

T—AFN—1— V2 ANKR=V—2, 3, 4, 5—7T b7k Fr-—1
H—1-~_VXT7EEY

BEZH]1 8 TRELLEW (1.87g) DxFL 7 U a—)L (30ml)
B e R r—Kkf (1.lm 1) BLUKEREN Y DA (3.09g) %0
%. BAW% 1 8 0°CTIRRHEMR L, H®m LERISREMITKAZMZ,
2QNHEBEEZMZ TpHT7 & L, B FATHIE L, BB E K. &Rk
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BAR T b U U SRR L OB AEAK CIERES L. KRB~ 7 xv
U ACHIBREBEE L, BEZ VI ISV T /a7 74— (n—
~FY BT FAL=6: 1) THEL. UTOWEEL2E T SEELE
W (126g) &8/

TLC:Rf 027 (n—~FVr FRzFNL=9:1) ;

NMR (CDCL): § 7.63-7.58 (m, 2H), 7.25-7.23 (m, 2H), 7.14 (d, J = 7.8 Hz, 1H),
6.97-6.91 (m, 2H), 3.84-3.52 (br, 2H), 2.42 (s, 3H), 2.36-2.32 (m, 2H), 2.30 (s, 3H),
1.82-1.75 (m, 2H), 1.60-1.44 (br, 2H),

BEH2 0

7T—AFN—2, 3, 4, 5—F hFt Fu—1H-RVXT7TEEY
BEF 19 TRELLEY (121g) OB (18m 1) BWHKIZ4 8%R

feAFEBAEK (12ml) 2Nz, BEWE 3HMERL, RIGEEY
FHRABKAICHIT, BFREBAET N vATPRIL, B F LT 2H

i U7, EHE 28R AEAK TS L, KRB~ 722U A THRBRE

WL, BERZVIIFNITAInw bS5 T7 14— (n—~FH L FER
TFN=9:1) THEL, UTOMEEZET5EELEH (48 5mg)
A

TLC:Rf 026 (n—~F¥¥r . B FNL=9:1)

NMR (CDCL): & 6.92(s, 1H), 6.84 (dd, J= 7.8 Hz, 1.5 Hz, 1H), 6.64 (d, ] = 7.8

Hz, 1H), 3.94-3.34 (br, 1H), 3.03-2.99 (m, 2H), 2.75-2.71 (m, 2H), 2.25 (s, 3H), 1.83-
1.75 (m, 2H), 1.66-1.58 (m, 2H),

EHifl13
T—AFN—1—T =) VHANNEAN—2, 3, 4, 5—FT FFtFr—

1H—1 -~V ATy
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BEH| 6 THE LI{LARDORDLVIZBEH 2 0 TRE LI-{LEMERAW
THEEH 1 TRENDFELRRICEREL T, UTOWEEEE T 5A%ENA
L& Hi,

TLC:Rf 022 (n—~FHV  FBEFNL=7:1)
NMR (CDCL) : & 7.32-7.06 (m, 7H), 7.00-6.94 (m, 1H), 6.25 (s, 1H), 4.78-4.57
(br, 1H), 2.95-2.54 (m, 3H), 2.38 (s, 3H), 2.10-1.72 (br, 3H), 1.48-1.20 (br, 1H),

EiEgl1 3 (1) ~FEm#l13 (2)

5—AFN—2—=bnREFBORDLVICHET2{LeEHERANT, &
ZH|1 38561 4-2EH 1 5-8EH 1 6 >BEH 1 7-2EH|1 8
—>BEH|1 9-BEH 2 0~>FHEhl 1 3 TREINDHE L FRICEBIEL T,
UTOWHEEZET HAREALEDEZHT.

Ehisl1 3 (1)
9—AFN—1—T == VINLRNEANV—2, 3, 4, 5—TFT P77t Fr—
1H-—RU X7

TLC:Rf 037 (n—~FV B FNL=6: 1)

NMR (CDCL): & 7.30-7.14 (m, 7H), 6.98 (m, 1H), 6.04 (s, 1H), 4.66 (m, 1H),
2.87 (m, 1H), 2.74-2.58 (m, 2H), 2.28 (s, 3H), 2.15-1.96 (m, 2H), 1.79 (m, 1H), 1.36
(m, 1H),

EiEfl 1 3 (2)
1—-Jxz=AVHNLREAL)NV—2, 3, 4, 5—FT F7t Fa—1H-¥UF
(2, 3—b] —1—-T7EEV

TLC:Rf 032 (n—~FV v B FL=2:1) ;

NMR (CDCL) : § 9.48 (bs, 1H), 8.32 (dd, J = 4.8 Hz, 1.8 Hz, 1H), 7.61 (dd, T =
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7.5 Hz, 1.8 Hz, 1H), 7.43-7.39 (m, 2H), 7.29-7.23 (m, 2H), 7.13 (dd, J = 7.5 Hz, 4.8
Hz, 1H), 7.02-6.96 (m, 1H), 3.92-3.67 (br, 2H), 2.85-2.81 (m, 2H), 2.02-1.94 (m, 2H),
1.84-1.72 (m, 2H),

Eiahl 1 4

1— (4A—v Faxv Tz VIV ESL)N) —2, 3, 4, 5—FT+T¢
Fe—1H—1-—_VAX7¥E

Ehepl1 2 (2) TRELLE® (26 2mg) OxF/—/ (30m
1) BIRIZ1 0% 5P ULRE (30mg) i, BAMEAEFEER
FT2rEfIEBR Lz, RINREMEEI A FABL. AREREME L, REE
YIVATNAT AT T T T 4— (n—~FH 2 FHRTF/L=3 : 2)
THERE, n—~FHV U BB FLLOERFEL. UTOMEELZETS
AFEHFLEY (16 9mg) HB7,

TLC:Rf 041 (n—~F% > EgcFL=1:1)

NMR (CDCl, +CD,0D) : § 7.35-7.26 (m, 4H), 7.08-7.02 (m, 2H), 6.75-6.69 (m,
2H), 6.12 (bs, 1H), 4.72-4.50 (m, 1H), 2.93-2.57 (m, 3H), 2.15-1.70 (m, 3H), 1.54-

1.21 (m, 1H),

EiEgll 4 (1) ~FEFI14 (11)

EWGI 1L 2 (2) THRELAZMAADORDLY ICHY T 2LEaWERNTE
Wil 9 TRENDFHELFIRICERIEL T, UTOoWEEE2E T 2 AREHLE
WMEfFI,

EiaFl 1 4 (1)
8—7nAn—5— (4—7rdur7xz=)) —1— (4—t FaFT 7=

=NVHNNREALN) —2, 3, 4, 5—FT 7k Rr—1H—-1—-RXT
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il =V
TLC:Rf 038 (n—~F%¥: BfgcFL=1:1) ;
NMR (CDCL): & 7.42-6.55 (m, 11H), 6.10 (bs, 1H), 5.76 (bs, 1H), 4.72-4.56 (m,

1H), 4.24-4.12 (m, 1H), 2.95-2.76 (m, 1H), 2.26-2.06 (m, 2H), 1.96-1.78 (m, 2H),

i1 4 (2)

1— (44— Ruxy7z=)VhNVREAL)) —1, 2, 3, 4, 5, 6 —
AFPE Fr—1—R_UAT Vv

TLC:Rf 024 (n—~FH¥ v  FEFAL=1:1) ;

NMR (CD;OD) : § 7.40-7.34 (m, 3H), 7.29-7.23 (m, 1H), 7.03-6.96 (m, 2H),
6.69-6.62 (m, 2H), 4.59-4.43 (m, 1H), 3.03-2.85 (m, 1H), 2.78-2.65 (m, 2H), 2.01-

1.23 (m, 6H),

£l 1 4 (3)

1— (4—INFaTdZz=VIAREAL)N) —7T—ERr®—2, 3, 4,
5—F h5t Fa—1H—1—-_VXT7TEES

TLC:Rf 044 (n—~FHV Bz FL=1:1) ;

NMR (CDCL): & 7.28-7.21 (m, 2H), 7.15 (d, J = 8.4 Hz, 1H), 6.97-6.89 (m, 2H),
6.79 (d, J = 3.0 Hz, 1H), 6.73 (dd, J = 8.4 Hz, 3.0 Hz, 1H), 6.20 (brs, 1H), 5.30 (brs,
1H), 4.66-4.57 (m, 1H) 2.85-2.58 (m, 3H), 2.05-1.92 (m, 2H), 1.86-1.73 (m, 1H),

1.44-1.32 (m, 1H),

EEF 14 (4)

1— (33—t FueFv Tz VhuEfL) —2, 3, 4, 5—F 5t
Fe—1H—-1-_UVXT7TEEY

TLC:Rf 014 (n—~F¥v  EfE=FL=3:1) ;
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NMR (CDCL): § 7.62-7.58 (m, 1H), 7.36-7.27 (m, 4H), 7.02 (t, J = 8.1 Hz, 1H),
7.00 (brs, 1H), 6.51 (ddd, J = 8.1 Hz, 2.7 Hz, 0.6 Hz, 1H), 6.27 (ddd, J = 8.1 Hz, 2.7
Hz, 0.9 Hz, 1H), 6.24 (brs, 1H), 4.72-4.59 (m, 1H) 2.91-2.63 (m, 3H), 2.08-1.74 (m,
3H), 1.49-1.24 (m, 1H),

L1 4 (5)

1— (2—b Fu$v Tz HIANREALL) —2, 3, 4, 5—Fh5E
Fp—1H—1—-Ry A7

TLC:Rf 058 (n—~FV 2 EE-FL=3:1) ;

NMR (CDCL): & 9.78 (s, 1H), 7.39-7.30 (m, 4H), 7.05-6.97 (m, 2H), 6.76-6.69
(m, 1H), 6.56-6.51 (m, 1H), 6.24 (brs, 1H), 4.70-4.59 (m, 1H), 2.95-2.68 (m, 3H),
2.10-1.93 (m, 2H), 1.89-1.78 (m, 1H), 1.44-1.30 (m, 1H),

£l 1 4 (6)

1— (3—bFEFY—4—RA MRV T VHANREALN) —2, 3, 4,
5—7hr7k Fu—1H—1-—-_UVXTEEY

TLC:Rf 050 (n—~F¥% v BfgcFNL=1:1) ;

NMR (CDClL): 8 7.41(d,J=2.4Hz, 1H), 7.35-7.26 (m, 4H), 6.73 (d, ] = 8.4 Hz,
1H), 6.33 (dd, J = 8.4 Hz, 2.4 Hz, 1H) 6.09 (brs, 1H), 5.35 (s, 1H), 4.78-4.58 (m, 1H),
3.89 (s, 3H), 2.94-2.57 (m, 3H), 2.08-1.71 (m, 3H), 1.51-1.24 (m, 1H),

Kl 14 (7)

1— (A—bv RuFTTz=VALRNEALI)N) —T—XAFT—2, 3, 4,
5—F 7t RFr—1H—1—-_XVX7EEV

TLC:Rf 031 (n—~FH v B FL=1:1) ;

NMR (CDCL): & 7.21(d,J= 8.7 Hz, 1H), 7.08-7.02 (m, 2H), 6.83 (d, J =2.7 Hz,
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1H), 6.78 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 6.69-6.63 (m, 2H), 6.07 (brs, 1H), 5.91 (brs,
1H), 4.68-4.56 (m, 1H), 3.83 (s, 3H), 2.90-2.58 (m, 3H), 2.04-1.69 (m, 3H), 1.49-1.25

(m, 1H),

=il 4 (8)
1— 4—bFuFyrTZz=/VINVNNEfLN) —6—A XV —2, 3, 4,

5—F 7 Rr—1H—1—-R_UVXTEE
TLC:Rf 051 (n—~F¥ : BfcFL=1:1) ;

NMR (CDCL): 8§ 7.22(t,J=7.8 Hz, 1H), 7.06-6.99 (m, 2H), 6.92 (dd, J = 7.8 Hz,
1.2 Hz, 1H), 6.87 (dd, ] = 7.8 Hz, 1.2 Hz, 1H), 6.68-6.61 (m, 2H), 6.33 (s, 1H), 6.10
(brs, 1H), 4.67-4.57 (m, 1H), 3.86 (s, 3H), 3.44-3.32 (m, 1H), 2.79-2.62 (m, 1H),

2.42-2.27 (m, 1H), 2.07-1.69 (m, 3H), 1.38-1.17 (m, 1H),

Eimpll1 4 (9)
1— (44—t FueFy 7z pVINNNEfLN) —8—A XV —2, 3, 4,

5—7 F5k Ra—1H—1—-_UVXT7EEY
TLC:Rf 048 (n—~FH v B FL=1:1) ;

NMR (CDCL): & 7.22(d,J=8.4Hz, 1H), 7.11-7.05 (m, 2H), 6.86 (d, J = 2.4 Hz,
1H), 6.82 (dd, J = 8.4 Hz, 2.4 Hz, 1H), 6.70-6.64 (m, 2H), 6.11 (brs, 1H), 5.60 (s, 1H),
4.77-4.51 (m, 1H), 3.81 (s, 3H), 2.84-2.58 (m, 3H), 2.09-1.69 (m, 3H), 1.49-1.20 (m,

lH)o

Eifl1 4 (10)

88—t FRpFxi—1— (44—t RaxPT7z=VIARESL)N) —2, 3,
4, 5—F 7t RFu—1H—-1-—-RVXTEEY
TLC:Rf 027 (n—~F¥ v B~ FL=1:1) ;
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NMR (CDCL+CD,0D) : § 7.16-7.12 (m, 1H), 7.09-7.03 (m, 2H), 6.78-6.69 (m,
4H), 6.34 (brs, 1H), 4.67-4.38 (m, 1H), 2.84-2.59 (m, 3H), 2.08-1.73 (m, 3H), 1.58-

1.19 (m, 1H),

EhEFl14 (11)

1— (44— FaFs Tz A IANESL)N) —8—AFNV—2, 3, 4,
5—F Sk Ru—1H—1—RVUXTEEY

TLC:Rf 040 (n—~FHV v FEzFL=1:1) ;

NMR (DMSO-d6): § 8.99 (s, 1H), 7.30 (s, 1H), 7.18-7.15 (m, 1H), 7.12-7.07 (m,
2H), 7.01-6.99 (m, 2H), 6.61-6.56 (m, 2H), 3.80-3.20 (br, 2H), 2.67-2.64 (m, 2H),
2.25 (s, 3H), 1.74-1.66 (m, 2H), 1.64-1.45 (br, 2H),

FEhipl1l 5

1— (44—t FaFy—3—=htrnZ=z=VINNES)N) —2, 3, 4,
5—F S5t kr—1H— 1 —R_RVIX7¥EY

EHiGl1 2 (5) TRELEEEY (117g) OAF/—N (10ml) &
WIZ 2 N## G.1ml) 2z, BE&W% 6 5°CT3RMEARLEL, ISR
e BRICHHA L, 2 NAEB{LT MY U LAKBERTPMLUTHEEAF L
THIH L7z, BB BARMET M) UATHRRERERE L., REEZ UL
FAhSrra<e IS5 4— (n—~FH o BigcF =5 :1) TH
g, n—~FY-—FBRTZFANLERRE L. UTOMEBELET 54K
L& (136mg) 2HB7,

TLC:Rf 044 (n—~FH v FEETFL=2 :1) ;

NMR (CDCL): & 8.01 (d, J = 2.7 Hz, 1H), 7.61 (dd, J = 9.0 Hz, 2.7 Hz, 1H),
7.38-7.24 (m, 4H), 7.03 (d, J = 9.0 Hz, 1H), 6.21 (brs, 1H), 4.77-4.58 (m, 1H), 2.97-
2.61 (m, 3H), 2.04-1.70 (m, 3H), 1.49-1.22 (m, 1H),
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EiEF 15 (1) ~FE#Epi1 5 (11)
EHEH 1 2 (5) TRELALEDORDLYIZHYT3{LEHERAWVWTE

fiffl 1 5 CRENDFEERBRICBRIEL T, LTOYMEEEZF T 2 AZHA{L
EMERIT,

EfEpl1 5 (1)
8—t Fuxs—1—Tz=VHANEALN—2, 3, 4, 5—F F5EFK

n—1H—1—- RV AT
TLC:Rf 024 (n—~F¥V > BiFNL=2 :1) ;
NMR (CD,OD): & 7.30-7.12 (m, SH), 7.02-6.96 (m, 1H), 6.75-6.70 (m, 2H),

4.80-4.50 (b, 1H), 2.80-2.63 (m, 3H), 2.00-1.40 (m, 4H),

EHFI 15 (2)
1— (3—Znpnu—4—tbRaFxFy 7=z VILREAL)N) —2, 3, 4,

5—F 7t Fr—1H— 1 - _VAXT7TEEY
TLC:Rf 026 (n—~F¥% B FA=2:1) ;

NMR (CDCL): 8 7.48(d, J=2.7 Hz, 1H), 7.35-7.27 (m, 4H), 6.93 (dd, J = 8.7
Hz, 2.7 Hz, 1H), 6.85 (d, ] = 8.7 Hz, 1H), 6.07 (brs, 1H), 5.48 (brs, 1H), 4.74-4.57 (m,
1H), 2.93-2.56 (m, 3H), 2.06-1.68 (m, 3H), 1.50-1.28 (m, 1H),

EfaFl 15 (3)
1— (2—Zuvuup—4—t RaF 7=V RELN) —2, 3, 4,

5—5 S5k RFu—1H—1—-RUXTEPEY
TLC:Rf 028 (n—~¥YV :EfzFL=2"1) ;
NMR (CDCL): & 7.60(d,J=8.7 Hz, 1H), 7.40-7.25 (m, 4H), 6.72 (d, ] = 2.7 Hz,
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1H), 6.59 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 6.54 (s, 1H), 6.34 (brs, 1H), 4.70-4.59 (m, 1H),

2.98-2.66 (m, 3H), 2.10-1.77 (m, 3H), 1.53-1.29 (m, 1H),

Eifif 15 (4)

1— (4—¢% FD%??::/VﬁJV/*‘:E/(/V) —8—=}Ftr—2, 3, 4,
5—7 7k Fe—1H—-1-RXUVXTEE Y

TLC:Rf 031 (F-FN: n—~FH=3:2) ;

NMR (DMSO-d6) : & 9.05 (s, 1H), 8.07 (dd, J =8.4 Hz, 2.4 Hz, 1H), 8.00 (d,J =
2.4 Hz, 1H), 7.87 (s, 1H), 7.60 (d, J = 8.4 Hz, 1H), 7.18-7.10 (m, 2H), 6.66-6.59 (m,

2H), 3.75-3.47 (m, 2H), 2.90-2.80 (m, 2H), 1.85-1.50 (m, 4H),

EiEFI1 5 (5)
1— 44—t FRpFy—2—RAMFT Tz VHNAREALN) —2, 3, 4,

5—7 b Rr—1H—1-R_UVXTEES
TLC:Rf 032 (n—~FH¥ v B FL=1:1) ;

NMR (CDCL) : & 7.73 (bd, J = 9.0 Hz, 1H), 7.36-7.23 (m, 4H), 6.49 (s, 1H),
6.35-6.15 (m, 3H), 4.77-4.52 (m, 1H), 3.57 (s, 3H), 2.95-2.55 (m, 3H), 2.13-1.70 (m,

3H), 1.50-1.20 (m, 1H),

EiEfl15 (6)
1— (2—NFu—4—-b RaFy =)V NVRNEL)V) —2, 3, 4,

5—F S5t FRr—1H—1—-R" X7
TLC:Rf 048 (n—~*Y¥ B cFL=1:1) ;
NMR (CDCL) : & 7.37-7.24 (m, 6H), 6.46-6.38 (m, 2H), 5.96 (s, 1H), 4.72-4.56

(m, 1H), 3.00-2.60 (m, 3H), 2.12-1.75 (m, 3H), 1.50-1.30 (m, 1H),

109



PCT/JP03/01481

WO 03/068753

10

15

20

25

Ewepl15 (7)

1— (44— FpF—2—RAFNTz=VINVNEAN) —2, 3, 4,

5—5F 7 RFu—1H—1-—- RV XTEEV
TLC:Rf 031 (n—~F¥ v Eg=FL=1:1) ;

NMR (CDCL): & 7.38-7.22 (m, 4H), 7.10-7.03 (m, 2H), 6.45-6.40 (m, 2H), 5.78
(bs, 1H), 4.73-4.58 (m, 1H), 3.00-2.63 (m, 3H), 2.13-1.73 (m, 6H), 1.50-1.29 (m, 1H),

Ehfl 1 5 (8)

1— (4A—v Fuxy—3—RAFALTz=VHALNEALN) —2, 3, 4,
5—7F5tRFr—1H—1—-RVXTEEY

TLC:Rf 051 (n—~FY v EfFr=1:1) ;

NMR (CDCL): § 7.34-7.24 (m, 4H), 7.00-6.97 (m, 1H), 6.89 (dd, J=8.7 Hz, 2.7
Hz, 1H), 6.58 (d, ] = 8.7 Hz, 1H), 6.01 (s, 1H), 5.53-5.37 (m, 1H), 4.75-4.60 (m, 1H),

2.96-2.58 (m, 3H), 2.15 (s, 3H), 2.10-1.72 (m, 3H), 1.50-1.23 (m, 1H),

EiEFI 1 5 (9)

1— (3—7nrFu—4—bRaFxy 7o /VHIANNEAL)N) —2, 3, 4,
5—F FFEFa—1H—1—_VAT7H¥EY

TLC:Rf 056 (n—~FHr:FEFL=1:1) ;

NMR (CDCL) : & 7.36-7.24 (m, 5H), 6.84-6.76 (m, 1H), 6.66 (ddd, J = 8.4 Hz,
2.4 Hz, 1.5 Hz, 1H), 6.09 (s, 1H), 5.44 (bs, 1H), 4.74-4.58 (m, 1H), 2.94-2.65 (m, 3H),

2.10-1.72 (m, 3H), 1.50-1.28 (m, 1H),

15 (10)
1— (44— FRaFyTZz=)VIVNEL)N) —2, 3, 4,

Fe—1H-¥YY K [2, 3—b] —1—=T7TE¥V
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TLC:Rf 053 (Zuakihb: A% )—/L=9 1)

NMR (DMSO-d6) : § 9.01 (s, 1H), 8.65 (s, 1H), 8.27 (dd, ] = 4.8 Hz, 1.8 Hz, 1H),
7.74 (dd, T = 7.5 Hz, 1.8 Hz, 1H), 7.22-7.12 (m, 3H), 6.66-6.58 (m, 2H), 3.73-3.46 (br,
2H), 2.77-2.74 (m, 2H), 1.78-1.61 (m, 4H),

Ehasl1 s (11)

1— (44— FrFL Tz VHAREL)N) —T—AF)L—2, 3, 4,
5—7 5kt Fr—1H—1—-_UVAXT7EEY

TLC:Rf 018 (n—~FHr B FNL=2:1)

NMR (DMSO-d6): § 8.96 (bs, 1H), 7.24 (s, 1H), 7.11-6.99 (m, SH), 6.60-6.55 (m,
2H), 3.80-3.00 (br, 2H), 2.68-2.64 (m, 2H), 2.27 (s, 3H), 1.77-1.43 (m, 4H),

sl 1 6
1— (4—T3)7z=VvIAREALN) —2, 3, 4, 5—T b7k Fnm
—1H—1-—-RVXTEE YV

Eiifl1 2 (2) TRELAEHORDYICERH 7 (23) THREL
AL E WV CERF 1 4 TREINDFiE L FRICEIEL T, UTFomit
BE2ETHARAREAEMZHI
TLC:Rf 020 (n—~F¥ - FL=1:1)
NMR (CDCL): & 7.36-7.23 (m, 4H), 7.09-7.02 (m, 2H), 6.62-6.56(m, 2H), 5.99
(brs, 1H), 4.78-4.54 (m, 1H), 3.49 (brs, 2H), 2.96-2.56 (m, 3H), 2.11-1.70 (m, 3H),
1.49-1.25 (m, 1H),

Eifl16 (1) ~EHBI16 (3)
HYT5emEAVTERE 1 6 TRINDIHELFRRICEBIELT,

TOWEEEZH T 5 EBRLEM 2R,
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EhEgi16 (1)

1— (3—73I/—4—-tb bRy Tz=VINVNESAN) —2, 3, 4,
5—F FFbRFr—1H—1—RUXTEE - HgHE

TLC:Rf 028 (R{bkAFLY: AH/)—N=20:1) ;

NMR (CDCL+CD,0OD): § 7.39 (d, J =2.4 Hz, 1H), 7.36-7.27 (m, 4H), 6.94 (dd, J
= 8.7 Hz, 2.4 Hz, 1H), 6.87 (d, ] = 8.7 Hz, 1H), 4.73-4.40 (m, 1H), 2.91-2.74 (m, 3H),
2.12-1.79 (m, 3H), 1.61-1.29 (m, 1H),

Eiifl16 (2)
8—73I/)—1—Tx=VAALNNEAN—2, 3, 4, 5—TFT FJ7t Fkm—
1H— 1 —RUATEEV

TLC:Rf 056 (BEExFN:n—~FH=1:1) ;

NMR (CDCL) : & 7.34-7.28 (m, 2H), 7.27-7.19 (m, 2H), 7.08 (d, J = 7.8 Hz, 1H),
7.01-6.94 (m, 1H), 6.62 (d, J = 2.4 Hz, 1H), 6.60 (dd, J = 7.8 Hz, 2.4 Hz, 1H), 6.33
(bs, 1H), 4.73-4.50 (m, 1H), 3.70 (bs, 2H), 2.85-2.50 (m, 3H), 2.07-1.67 (m, 3H),

1.45-1.20 (m, 1H),

Eiapl1 6 (3)

8—F73I)—1— (4—-tvFRaFyTZz=)VHLNNESf)N) —2, 3, 4,
5—7 7 RFr—1H—1—-R_V/ATEBEV

TLC:Rf 043 (HiE—FN :n—~FPr=8:1) ;

NMR (CDCL+CD,0D): 6 7.12-7.03 (m, 3H), 6.76-6.69 (m, 2H), 6.68-6.52 (m,

2H), 4.65-4.40 (m, 1H), 2.80-2.60 (m, 3H), 2.10-1.75 (m, 3H), 1.53-1.20 (m, 1H),

gl 1 7
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1— (A— FFVHNRZNAAFALAFFY T 2= VAT I)V) — 2,
3, 4, 5—FF5t Fu—1H—-1-XRUVX7EEYV

Ehahl 1 4 TRELLEW (15g) D77 Fr75—N, N—¥
AFARNLTIR (40ml,/40ml) BWKIZ, BRTHEBRTRED Y
7h (734mg) BLOT 2 EfEELFL (0.59m 1) Mz, BEWE S
R CO OEECHELERNOER L, RISEEMERRETHAL,
KEMz, B FATHEL, AREZRELZ, RBECKZMZ, T
L7 2 AB L, KEESREER L T U TOMMEEELE T 2558HLE® (1.9
g) ¥/,

TLc:Rfom(n—«%#VQ%@l%w=2:1)

NMR (CDCL): & 7.36-7.25 (m, 4H), 7.24-7.17 (m, 2H), 6.84-6.77 (m, 2H), 6.11
(brs, 1H), 4.77-4.57 (m, 1H), 4.56 (s, 2H), 4.25 (q, J = 6.9 Hz, 2H), 2.92-2.57 (m, 3H),
2.09-1.71 (m, 3H), 1.58-1.20 (m, 4H),

FEhif 1 8

1— (A—DINVARFIVAFNFHFV T 2= VIANNANEALNL) —2, 3, 4,
5—7F 7 RFr—1H—1—-R_RVATEEY

Ehafl 1 7 TRELZLEW (1.9g) DAF/—/ (100m 1) BWKIZ,
FRTHEET 2 NABET MY v LKER (5.16m 1) ZMx, BEWEREK
B L, RIGERAYIC I NEEBEEZML, 58I L TR A F L THH
L., AELBE L. BELZn—~FV U —F-F/L (1 : 1) ThH
L. UFTomEELZE T 24%HLEm (1.57¢) 2/,

TLC:Rf 020 (fkxAFLry: A& /)—N=9:1)

NMR (CDCL) : & 7.35-7.26 (m, 4H), 7.22-7.16 (m, 2H), 6.83-6.77 (m, 2H), 6.13
(brs, 1H), 4.78-4.50 (m, 1H), 4.58 (s, 2H), 2.96-2.57 (m, 3H), 2.11-1.69 (m, 3H),
1.49-1.20 (m, 1H),
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EHEsl 1 9
1— (A=A BMFVINVLR=ZAT 2= VIANNREAN) —2, 3, 4, 5—
Fh7bFe—1H—1—XVXT7TEEY
TAIVERKT. PVARS (198mg) OF vFeRurzsy (2
ml) BHIZ, OCTHBTRIFATIY 25ml) BLR’4—T3I )
ZREBAFNV (151mg) T+ Frr7y (3ml) BREZMZ.
BEMEZERTLOSMER L, HLEZ NI =FAT IV OEREE 5
@IZLVBREL, ARERHEL. HAEK (370mg) 2%k, Zhz b
Ny (5ml) ICWMEL, BETHEET, 2, 3, 4, 5-7hJEt kR
—1H—1—-R_VAT7EEY (98mg) Dbz (3ml) WEEZMA.
BAWE 120 CTRERR L, RICEEMEZREL. REZV I TNV
Horruw b7 44— (n—~FY BT FL=5:1-3:1—
2:1) THEL, UTOMEELET558HLEw (71me) 287,
TLC:Rf 046 (n—~FH v FETFAL=2:1) ;
NMR (CDCL): 8 7.94-7.88 (m, 2H), 7.40-7.28 (m, 6H), 6.45 (brs, 1H), 4.77-4.63

(m, 1H), 3.85 (s, 3H), 2.91-2.64 (m, 3H), 2.09-1.74 (m, 3H), 1.49-1.27 (m, 1H),

Ehapl1 9 (1) ~Fipi19 (4)
YT 23{t8WEAVCTERE 1 9 TRENZFELFRICEBREL T, B
ToWEEZET HARALEMEET-,

Epl19 (1)
1— (44— RUPVFHFV—2—=brTZz=VANVREALN) —2, 3,
4, 5—7F 7t Fr—1H—-1— RV XAT7EE

TLC:Rf 046 (n—~FHY B FNL=4:1)
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NMR (CDCL): & 9.48 (bs, 1H), 8.66 (d, J = 9.3 Hz, 1H), 7.64 (d, J = 3.0 Hz, 1H),
7.46-7.23 (m, 10H), 5.05 (s, 2H), 4.68-4.55 (m, 1H), 2.90-2.68 (m, 3H), 2.10-1.74 (m,
3H), 1.50-1.30 (m, 1H),

EfeFl1 9 (2)

1— (2=IN0FA0—4 =X PRV RAFAFTHRY T2 VHNNEA)) —
2, 3, 4, 5—FF5t ku—1H—1-—R_UVXT7¥EY

TLC:Rf 050 (n—~FHr gEcFL=2:1) ;

NMR (CDCL): & 7.97 t, J = 9.0 Hz, 1H), 7.34-7.24 (m, 4H), 6.78 (ddd, J = 9.0
Hz, 2.4 Hz, 1.5 Hz, 1H), 6.71 (dd, J = 9.0 Hz, 2.4 Hz, 1H), 6.26 (bs, 1H), 5.09 (s, 2H),
4.8-4.6 (m, 1H), 3.4 (s, 3H), 2.9-2.6 (m, 3H), 2.1-1.7 (m, 3H), 1.5-1.2 (m, 1H),

EhEpl1 9 (3)

1— (A=A RFIVAFNAEFY—2—RAFNANT 2=V ANNEL)) — 2,
3, 4, 5— 77t Fr—1H—1—-X_VAXT7TEEY

TLC:Rf 038 (n—~FV v Bz FL=2:1) ;

NMR (CDCL) : & 7.63 (d,J = 8.4 Hz, 1H), 7.38-7.26 (m, 4H), 6.85 (dd, ] = 8.4
Hz, 3.0 Hz, 1H), 6.77 (d, J = 3.0 Hz, 1H), 5.89 (bs, 1H), 5.10 (s, 2H), 4.75-4.55 (m,
1H), 3.44 (s, 3H), 2.95-2.60 (m, 3H), 2.10-1.70 (m, 3H), 1.89 (s, 3H), 1.50-1.20 (m,

1H),

EhEFI 19 (4)

1— (A=A PFVAFNANAFV—2—AF AT 2= VANLNEAN) — 2,
3, 4, 5—F 5t Fu—1H—-1—-R_RUVXT7EEYV

TLC:Rf 043 (n—~FV 2 Bz FNL=2:1) ;

NMR (CDCL) : & 7.34-7.25 (m, 4H), 7.12 (d, J = 2.7 Hz, 1H), 7.00 (dd, J = 8.7
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Hz, 2.7 Hz, 1H), 6.91 (d, J = 8.7 Hz, 1H), 6.05 (bs, 1H), 5.12 (s, 2H), 4.8-4.6 (m, 1H),
3.45 (s, 3H), 2.9-2.6 (m, 3H), 2.19 (s, 3H), 2.1-1.7 (m, 3H), 1.5-1.2 (m, 1H), |

EHipl 2 0

1— (4—HINBRXLTz=VHIANRNEALN) —2, 3, 4, 5—FThT¢t
Fe—1H—1—-RUXT7H¥EV

£l 1 9 TRIE LAY (382mg) DAF¥/—/L (20ml) &
Wic, BBETHBT2NAEBET M) VAKEK (1m1) 2z, BE®
2B L, BEM~T S RFur5 (10ml) BIU2NK
B R U O LKEKR (3m1) ZIEKRMZ., 6122 ARZRTHAE L,
FIGRAWIZ I NSEEEZMx CTpH3 & L, BFE-F A THM Lz, HHE
PRMEL, BEEREATFV AFZ /= (50/1) TH#HFL, A5/
——K (7 :15) »oEfEREL. UTOWEELZET 245R8HLEY (1
89mg) /T,

TLC:Rf 046 EEAFLV : AF /) —N=9:1)

NMR (CDCl,) 8.00-7.94 (m, 2H), 7.42-7.36 (m, 2H), 7.35-7.28 (m, 4H), 6.47 (brs,

1H), 4.76-4.60 (m, 1H), 2.95-2.63 (m, 3H), 2.09-1.77 (m, 3H), 1.49-1.26 (m, 1H),

Eifl 2 1

1— (A—e FaFxTAFALT == VANNRESLN) —2, 3, 4, 5—T
FS5ERFr—1H—1-—-RVIX7EEY

£ 1 8 TREL{LEY (294mg) DT +FEFr75y (9m
1) WIRICEBR CHETARELSVEIF UL (29mg) 2MX, 75C
FTWoLK D EMEL, BREVEFIRET3RHER L, KNESWIT]
N## (3ml) iz, EBigcF L CHIH Lz, FREZEHEL. BE2
VIAGNIT A ue T 74— (n—~FHr BRI FL=1:1)
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THBL, S5ICAFF U THRIFLTUTODMEEZETEARFEHLED (1
8 3mg)x &,

TLC:Rf 022 (n—~FH¥ B FL=1":1)

NMR (CDCL): 6 7.35-7.21 (m, 8H), 6.24 (brs, 1H), 4.79-4.58 (m, 1H), 4.59 (d, J

= 5.4 Hz, 2H), 2.95-2.58 (m, 3H), 2.11-1.71 (m, 3H), 1.52-1.23 (m, 1H),

Ehgpi2 1 (1)

1— [4— (2—b RFpRVFAEFFY) T VAANRELN] — 2,
3, 4, 5—7F7EFe—1H-1—RVXTEEY

YT HADERCTERSI2 1 TREINZHEERRICEBELT, L
ToYEEE BT 5 ARALEMEHI,

TLC:Rf 011 (n—~F¥% EEEcFAL=1:1)

NMR (CDCL) : & 7.34-7.26 (m, 4H), 7.23-7.17 (m, 2H), 6.84-6.78 (m, 2H), 6.09
(brs, 1H), 4.80-4.56 (m, 1H), 4.05-4.01 (m, 2H), 3.96-3.89 (m, 2H), 2.93-2.58 (m,
3H), 2.07-1.74 (m, 3H), 2.01 (t, J = 6.0 Hz, 1H), 1.53-1.24 (m, 1H),

Ehifl 2 2

66—t k% —1—Tz=VIAREAL)N—2, 3, 4, 5—F T K
n—1H—1—-RVXT7HEY

EEF 7 (7) TREELLAEYW (250mg) OHEILAFLY (2m1)
BWRIC—78CThrY 7rErvk (1L.OM, 25ml) &Mz, BREWERIR
ETHERLE, GREEDICEMREEAKRT MY vAKEREMZ, Bt
FOTHIH U7z, FHBE2RMAEKTHRE L, BAMET M) UL TER
BEWE LT, BEEFIVIISANIT AR ST 4— (n—~FH
BT F =2 :1) THRE%E. n -~V —FBFA»LERESL.
UToOWEEEZHT2ARFHLEY (23mg) 2/
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TLC:Rf 031 (n—~¥V v Bz FL=2:1) ;

NMR (CDCl,+CD,0D) : § 7.31-7.20 (m, 4H), 7.12-7.06 (m, 1H), 7.02-6.96 (m,
1H), 6.85-6.80 (m, 2H), 6.41 (bs, 1H), 4.70-4.45 (m, 1H), 3.42-3.20 (m, 1H), 2.82-
2.52 (m, 1H), 2.45-2.27 (m, 1H), 2.10-1.70 (m, 3H), 1.45-1.20 (m, 1H),

L2 2 (1) ~EH#H 22 (3)

gl 7 (7) THRE LALABORL Y ICHY T AW E AV TER
B2 2 TREANDFEL FRICERIEL T, UTOMEEEZAE T 25HLE
WMEB,

Eiepl2 2 (1)

7—beRFaFxFy—1—Txz=VIHANEAfN—2, 3, 4, 5—F 7k F
n—1H—1—-X_VXT7TEES

TLC:Rf 020 (n—~FH¥v B FL=3:1) ;

NMR (CDCL, + CD;OD) : § 7.29-7.20 (m, 4H), 7.11 (d, J = 8.4 Hz, 1H), 7.03-
6.96 (m, 1H), 6.78 (d, J = 2.7 Hz, 1H), 6.73 (dd, ] = 8.4 Hz, 2.7 Hz, 1H), 6.40 (bs,
1H), 4.63-4.40 (m, 1H), 2.85-2.56 (m, 3H), 2.06-1.72 (m, 3H), 1.46-1.29 (m, 1H),

Eiisl2 2 (2)

7—btRefxy—1— (44—t FaxFy 7= VONNEAN) —2, 3,
4, 5—FF5EFr—1H—1—-RUXT7TEEYV

TLC:Rf 044 GHIEAFLY : AFZ /) —=9 :1) ;
NMR(CD,0D): 6 7.08 (d,J=8.1Hz, 1H), 7.06-7.01 (m, 2H), 6.74 (d, J = 2.7 Hz,
1H), 6.71-6.64 (m, 3H), 4.60-4.38 (m, 1H), 2.83-2.54 (m, 3H), 2.11-1.68 (m, 3H),

1.62-1.22 (m, 1H),
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£l 2 2 (3)
6—tbFRu¥xv—1— (44—t bFaxvTZz=/VANVREASLN) —2, 3,
4, 5—7F5ERFr—1H—1—-_UVXT¥EV

TLC:Rf 054 kA FLY A% )—N=9:1);

NMR (CD,OD) : & 7.08 (t, J =7.5 Hz 1H), 7.07-7.01 (m, 2H), 6.80 (dd, J = 7.5
Hz, 1.2 Hz, 1H), 6.76 (dd, J = 7.5 Hz, 1.2 Hz, 1H), 6.69-6.64 (m, 2H), 4.70-4.16 (m,
1H), 2.97-2.12 (m, 3H), 2.01-1.64 (m, 3H), 1.49-1.10 (m, 1H),

FEhtipl 2 3

1— (A—DPRAFATI ) T2=VIVNEA)N) —2, 3, 4, 5—F b
JeRkr—1H—1—X_XVATEE

EHiH 1 6 TRELL{AY (1 96mg) OF7EF=FI (5m1)
BRE BB THET. 35%FVATATE RABIK (06ml) BLOVT
JARFAARVFEF RV UA (130mg) MR, BEEWEZERTIL 0MH
HEB L, ZOWKRIZZNEBEZD- D EMATHEIZL, & 612 3EHE
B THEE L, RIGBEWIZ 2 NABET MY UAKEREMA, LA
FLUTHB Lz, 8RB EKRET Y U A THBRERE L, REL
VIATANATG LI T T 74— (n—~FY LV FHRTFL=5 1
—»3:1—>1:1) THHEL, A/ 1Vellk, ZOFA VETPIFLT—F
NV (3ml) CHEMRESYE, £Z~4NEBE BB FNLVEREMZ, FTHL
AEWEREARL, BMYOEREE (120meg) 2k, ZOEBEIC
2NAKBALT b U U AKBEEMZ T U —k~LEBL, UTFOMEEE
BT HAEHALEY (6 8mg) &H~,

TLC:Rf 055 (n—~FH v  EgcFL=1:1)

NMR (CDCL) : 8§ 7.33-7.24 (m, 4H), 7.18-7.11 (m, 2H), 6.69-6.63 (m, 2H), 6.00

(brs, 1H), 4.81-4.49 (m, 1H), 3.03-2.58 (m, 9H), 2.11-1.74 (m, 3H), 1.56-1.23 (m,
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lH)o

Eiapl 2 4

1— [4— (2—=hFB T 2= VRANE=AT I )) 7= )VANSNEA )]
—2, 8, 4, 5—7FF5tFu—1H-—1-_XVX7ELY

Eifipl1 6 TRELL{LA®H (169mg) OFFFERFET75Y (1m
1) WBIZ RV =FAT Iy (02ml) B2 —=tuRrFE=rrnl
K (441mg) Mz, BAMEZRET2RMERLE, RIGREWITK
iz, BigcFACHRIH L7, AL 1 NIEBE, RRREIRAKRT NI D
LKTRES & GBI A CIERSEE L. KRR b Y U A CTHRBERREE
Lz, BEEZVIIISNAZ LI/ 0= 77 14— (n—~FH v BT
FL=3:2—>1:1) THEL, UTOWEEEZETIAERALLEY (2
37mg) {7,

TLC:Rf 038 (n—~F¥ EE=FL=1:1) ;

NMR (CDCL): & 7.83(dd,J=7.8Hz, 1.5Hz, 1H), 7.74 (dd, T = 7.8 Hz, 1.5 Hz,
1H), 7.67 (dt, T = 1.5 Hz, 7.8 Hz, 1H), 7.54 (dt, J = 7.8 Hz, 1.5 Hz, 1H), 7.35-7.16 (m,
6H), 7.14 (bs, 1H), 7.07-7.00 (m, 2H), 6.21 (bs, 1H), 4.74-4.53 (m, 1H), 2.90-2.55 (m,
3H), 2.07-1.73 (m, 3H), 1.48-1.20 (m, 1H),

Rt 2 5

1— [4— (N=AFAL—N—-2—=hF BT 2= VANVKR=NVT /) 7=
ZWVANANEAN] —2, 3, 4, 5—TFT F7e Fa—1H—-1—-_UX7
il

g2 4 TRE L LAY (230mg) ON, N=UAFARNVALT
IR (1ml) WRICKED ) UA (82mg) BIUKIVLAFIL (37
pl) #Mz, BEWEERTREBAE L, RINEEWIZKEZMZ., B#
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TFTHIE Ui, B2 EMAEAK TS L. EXFET Y v ACE
BRBWE LT, REXZ VAW TN DG 20w NI FT7 4 — (n—~FH o -
T FL=3:2—>1:1) THEL, UTOWEEE2ET 5 EEHLE
W (23 1mg) 287,

TLC:Rf 040 (n—~FV> Bz FAL=1:1)

NMR (CDCL): & 7.68-7.61 (m, 1H), 7.60-7.55 (m, 1H), 7.52-7.45 (m, 2H),
7.36-7.24 (m, 6H), 7.10-7.04 (m, 2H), 6.29 (bs, 1H), 4.73-4.58 (m, 1H), 3.33 (s, 3H),
2.90-2.60 (m, 3H), 2.10-1.73 (m, 3H), 1.50-1.20 (m, 1H),

Eiehi 2 6

1= (4= AFAT I ) 7= VANNRELL) —2, 3, 4, 5—F 5
ERe—1H-—1—-RUXT7PEY

KBl 2 5 TRE LAY (21 1mg) ON, N—UAFAKRLAT
IF (2m]) WRIZ2—ANA T MEEEE (6 1u 1) BIUKEILY Fr
A LK (74mg) £z, BAVWEZEETIRBBERLE KISE
EWNTAREMZ, BTV CHIH Lic, BHE % 8aFRBEAZ T R U ¥ A
RIS L ORTREAK CIER S L, BATREET b Y ¥ A CEIRBEEL
o BEEZ 0 —~FV U —FBIFADOHERERL. UTowkELET 3
AZHANEY (83mg) #B7=,

TLC:Rf 033 (n—~FY¥r B FL=1:1)

NMR (CDCL,) : & 7.33-7.24 (m, 4H), 7.13-7.06 (m, 2H), 6.55-6.49 (m, 2H), 5.98
(bs, 1H), 4.78-4.55 (m, 1H), 3.65-3.42 (m, 1H), 2.93-2.50 (m, 6H), 2.12-1.73 (m, 3H),

1.50-1.20 (m, 1H),

Ehepil 2 7
Ehigll2 (7) THRELELEY (629mg) DIz (5ml)
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BRIZT=Y— (18m 1) BLUOAF VAV F=A78T74F (1.Im 1)
Mz, BEMEBR T3 0SB L, RIGEEWICKEMA, Bt
FATHIE L, BHEEZRMREBAKRT MY U LKERE L Ot aEX
THER B L. SEKREET N U A THBREBRE L, REZ YT
Fh/uwhI774— (n—~F¥ BT FL=3 : 2) THEE.
n—~¥Y4r BT FANOERERE L. UTOMEELET 2 EKRALE
¥ (EHHl27 (a) : 295mg., EHFl27 (b) : 87mg) &G

EhiFl 2 7 (a)

4— (4—-beFRaxFy Tz VANLNEAN) —5, 6, 7, 8—T k7t
Kr—4H-Fx/ [2, 3—{] 7BV

TLC:Rf 038 (n—~FH v FiEFL=1:1)

NMR (CDCL): & 7.14-7.04 (m, 3H), 6.97 (d, J= 5.1 Hz, 1H), 6.72-6.65 (m, 2H),
6.35 (bs, 1H), 5.77 (s, 1H), 4.00-3.35 (b, 2H), 2.90-2.80 (m, 2H), 1.99-1.89 (m, 2H),
1.78-1.60 (m, 2H),

EiEFl2 7 (b)

4— (3—RyINv—4—-bRaxPT7z=VINNEAN) —5, 6, 7,
8—7 b7 kr—4H-Fx/ [2, 3—1f] TEBEV

TLC:Rf 058 (n—~FH%  FgFL=1:1)

NMR (CDCL): § 7.30-7.10 (m, 5H), 7.10-7.02 (m, 3H), 6.96 (d, J = 5.4 Hz, 1H),
6.66 (d, J = 8.4 Hz, 1H), 6.32 (bs, 1H), 5.05 (s, 1H), 4.0-3.4 (b, 2H), 3.93 (s, 2H),
2.88-2.80 (m, 2H), 1.98-1.88 (m, 2H), 1.76-1.63 (m, 2H),

E#apl2 7 (1)
1— (44— FuaFxy—2—=ba7==VINNESN) —2, 3, 4,
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5—7 7t Fu—1H-1-R_UVXTEEY

EZHEHI1 2 (7) THELAEDORD Y ICHST B{LamEAVTE
i 2 7 TRENBFHEL RRICERIEL T, UTOWEELE T 5 ARHL
EEBE,

TLC:Rf 037 (n—~F¥% 2 FEETFAL=3: 2)

NMR (CDCL): § 9.18 (bs, 1H), 8.35 (d, J = 9.3 Hz, 1H), 7.51 (d, J = 3.0 Hz, 1H),
7.38-7.28 (m, 4H), 7.09 (dd, J = 9.3 Hz, 3.0 Hz, 1H), 6.70-6.58 (m, 1H), 4.67-4.52 (m,
1H), 2.93-2.67 (m, 3H), 2.10-1.85 (m, 3H), 1.50-1.30 (m, 1H),

Eiupl2 8 (1) ~EhEpi28 (15)
MY T3t ERANT, Eiifl 1 2 TRENDFiEERBRICEBEL T,
UToUwHEZET2EAEBAILEDEBT,

Ehafl28 (1)

N— (4—APXVAMRTV T ==V) —T—AFNV—2, 3, 4, 5—7
FS5bERn—1H—1—-RUVATEEY =1 —AINEFTT IR
TLC:Rf 024 (n—~FV B FL=4:1;

NMR(CDCL) : & 7.23-7.06 (m, 5H), 6.94-6.89 (m, 2H), 6.13 (s, 1H), 5.10 (s, 2H),
4.76-4.57 (br, 1H), 3.45 (s, 3H), 2.92-2.52 (br, 3H), 2.37 (s, 3H), 2.10-1.70 (br, 3H),
1.50-1.21 (br, 1H),

Eiigl2 8 (2)

N— (4—RUVINAFRTTz=V) —5— (t =TFATAFALVINE
¥v) —2, 3, 4, 5—-Fh7eFu—1H-1-_UXTEE—1—
INRFVT IR

TLC:Rf 043 (n—~FV o B~ FNL=3:1) ,
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£l 2 8 (3)

N— (4—R_RUVINFFYTz=)V) —8—TNFu—~2, 3, 4, 5—7
FoERe—1H—-1—-RUVATEEY—1—IARFTT IR
TLC:Rf 025 (n—~¥Y% 2 EEE=FL=3:1) ;

NMR(CDCI;): 8 7.44-7.25 (m, 6H), 7.24-7.17 (m, 2H), 7.07-6.95 (m, 2H), 6.91-
6.84 (m, 2H), 6.04 (brs, 1H), 5.02 (s, 2H), 4.90-4.29 (m, 1H), 2.97-2.41 (m, 3H),
2.19-1.70 (m, 3H), 1.65-1.19 (m, 1H),

£l 2 8 (4)

N— (4—RUVONVFFVTz=) —9—AFr—2, 3, 4, 5—7h
St RFe—1H—1—R_VATEE -1 —AARFTTIFK
TLC:Rf 030 (n—~FV B FL=4:1) ;

NMR(CDCL) : § 7.42-7.27 (m, 5H), 7.21-7.12 (m, SH), 6.88-6.83 (m, 2H), 5.91 (s,
1H), 5.01 (s, 2H), 4.65 (m, 1H), 2.87 (m, 1H), 2.73-2.57 (m, 2H), 2.28 (s, 3H), 2.14-
1.96 (m, 2H), 1.77 (m, 1H), 1.35 (m, 1H),

Eifl 2 8 (5)

N— (44— RUyINVFHTVTz=)V) —6—AFNV—2, 3, 4, 5—7FT b
SekFo—1H—1—-RVATEEY— 1 —INVEFTTIFR
TLC:Rf 028 (n—~¥%V  EcFL=4:1) ;

NMR(CDCL): § 7.42-7.27 (m, SH), 7.23-7.12 (m, SH), 6.88-6.83 (m, 2H), 6.12 (s,
1H), 5.01 (s, 2H), 4.61 (d, ] = 13.8 Hz, 1H), 2.99 (dd, J = 13.8, 6.0 Hz, 1H), 2.76-2.56
(m, 2H), 2.39 (s, 3H), 2.08-1.96 (m, 2H), 1.74 (m, 1H), 1.30 (m, 1H),

Eiigi2 8 (6)
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7—=FB2—N— (4—RAFFTRAPIFTTz=N) —2, 3, 4, 5—7
FSEFR—1H—1-RVATEEL—1—HINARFTT IR
TLC:Rf 045 (n—~¥YV v @i FL=1:1) ;
NMR(CDCL): 6 8.20(d, J=2.4Hz 1H), 8.15(dd, J=8.1,2.4 Hz, 1H), 7.51(d,J
= 8.1 Hz, 1H), 7.22-7.16 (m, 2H), 6.98-6.92 (m, 2H), 5.95 (brs, 1H), 5.12 (s, 2H),
3.45 (s, 3H), 2.96-2.89 (m, 3H), 1.99-1.80 (m, 4H);

Eifigl2 8 (7)

7T =RV FAFV—N— (44— ROV FFVT2=)V) —2, 3, 4,
5—F kS Rr—1H—1—-_VATPEL—1—HARFIT IR
TLC:Rf 018 (n—~FH v : B FNL=4:1) ;

NMR(CDCL) : § 1.37(m, 1H), 1.91 (m, 3H), 2.73 (m, 3H), 4.64 (d, J = 15.11 Hz,
1H), 5.01 (s, 2H), 5.08 (s, 2H), 6.11 (s, 1H), 6.87 (m, 4H), 7.20 (m, 3H), 7.36 (m,
10H),

£t 2 8 (8)

7T—_UPVAEFY—N— (2—APFV—4—RAPFTVARFTT==)0)
—2, 83, 4, 5—F 5t Fu—1H—1—-RVATHEEV—1—-HLR
FLUT IR

TLC:Rf 023 (n—~F¥Y v : B FNL=3:1) ;

NMR(CDCL) : §1.39 (m, 1H), 1.88 (m, 3H), 2.75 (m, 3H), 3.46 (s, 3H), 3.57 (s,
3H), 4.64 (d, J = 12.36 Hz, 1H), 5.10 (s, 4H), 6.48 (d, J = 2.75 Hz, 1H), 6.61 (dd, J =
8.79, 2.75 Hz, 1H), 6.75 (s, 1H), 6.85 (dd, J = 8.65, 2.88 Hz, 1H), 6.93 (d, J =2.75 Hz,
1H), 7.21 (d, J = 8.52 Hz, 1H), 7.41 (m, SH), 8.05 (d, J = 8.79 Hz, 1H),

EHagli2 8 (9)
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N— (4=—RUVPNVFFVTz=N) —5— (t —TFAPRAFALY LF
¥¥) —2, 3, 4, 5—-FF7ERur—1H-1—-_UVX7¥¥y—1-—
ANEXTT IR

TLC:Rf 043 (n—~F¥ :EfEcFL=3:1) :

NMR(CDCL) : & 7.78-7.70 (m, 1H), 7.46-7.25 (m, 8H), 7.22-7.11 (m, 2H), 6.91-
6.82 (m, 2H), 6.06 (brs, 1H), 5.01 (s, 2H), 4.89-4.81 (m, 1H), 4.62-4.50 (m, 1H),
2.70-2.57 (m, 1H), 2.16-1.98 (m, 2H), 1.74-1.47 (m, 2H), 0.91 (s, 9H), 0.07 (s, 6H),

EiFl28 (10)

N— (4—RUONVFHTTz=)V) —T—TNFu—2, 3, 4, 5—F
FZeRFo—-1H—-1-—-RUVXTFEE— 1 —HARFIT IR
TLC:Rf 029 (n—~F¥%  FiExFL=3:1) ;

NMR(CDCL,) : 6 1.36 (m, 1H), 1.91 (m, 3H), 2.72 (m, 3H), 4.67 (m, 1H), 5.01 (s,
2H), 6.01 (s, 1H), 6.87 (m, 2H), 6.96 (td, J = 8.24, 3.02 Hz, 1H), 7.03 (dd, J = 8.93,
2.88 Hz, 1H), 7.19 (m, 2H), 7.34 (m, 6H),

EigFl28 (11)

N— (4=AFFIRAIRTT =) =5—-AFNL—2, 3—Uk Fu—
I1H= 1 —RUXT7BE— 1 —HARFLT IR

TLC:Rf 036 (n—~FHV > EififcFr=2:1) ,

Eipi2 8 (12)

N— (4—RUVNVFHRVTz=N) —6—TNFu—2, 3, 4, 55
FZ7Ee RER—1H-1-RUXTEEV— 1 —HARFTT IR
TLC:Rf 035 (n—~FVv  Big=FNL=4:1) ;

NMR(CDCL) : & 1.34 (m, 1H), 1.95 (m, 3H), 2.85 (m, 3H), 4.65 (m, 1H), 6.27 (s,
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1H), 7.30 (m, SH), 8.00 (m, 2H),

Efgl28 (13)

T—RUDPAVFFS—N— (3—TIrFa—4—RA FFTRAFFTTz=)0)
-2, 3, 4, 5—7F b7 RFu—1H—1—-XUVXTEE—1—-DNR
FVTIFR

TLC:Rf 038 (n—~FV FB=FL=2:1) ;
NMR(CDCL): & 1.36 (m, 1H), 1.92 (m, 3H), 2.72 (m, 3H), 3.49 (s, 3H), 4.63 (d, J
= 13.46 Hz, 1H), 5.09 (s, 2H), 5.12 (s, 2H), 6.17 (s, 1H), 6.79 (m, 1H), 6.86 (dd, J =
8.52, 2.75 Hz, 1H), 6.93 (d, J = 3.02 Hz, 1H), 7.02 (t, ] = 8.93 Hz, 1H), 7.18 (d, J =
8.52 Hz, 1H), 7.38 (m, 6H),

Eipi28 (14)

N— (2—zupbtlyvr—5—A1) —2, 3, 4, 5—F 5k Fu—
1H—1 - RUAXTFPE— 1 —HNVARFUTIFR

TLC:Rf 015 (n—~FV > EigcFNL=5:1) ;

NMR(CDCL) : § 1.39(m, 1H), 1.95 (m, 3H), 2.77 (m, 3H), 4.67 (m, 1H), 6.05 (s,
1H), 6.74 (d, J = 9.07 Hz, 1H), 7.32 (m, 7H), 7.42 (m, 2H), 7.77 (dd, J = 8.93, 2.88
Hz, 1H), 7.89 (d, J = 2.20 Hz, 1H),

EFl 28 (15)

N— (4—RUPNFFTTxz=N) —2, 33—V RpRbm [1 -V
A7¥Er—4, 2° —[1, 3] vAFYF7] —1 (5H) —HARX*
YTIF

TLC:R{f 035 (n—~F¥ o FiE=FL=1:1) ;
NMR(CDCL): § 1.82(m, 1H), 2.34 (m, 1H), 3.04 (m, 3H), 3.94 (m, 4H), 4.59 (m,

127



10

15

20

25

WO 03/068753 PCT/JP03/01481

1H), 5.02 (s, 2H), 6.17 (s, 1H), 6.87 (m, 2H), 7.20 (m, 2H), 7.35 (m, 9H),

g2 9 (1) ~FfE#l29 (26)
YT LAY E RV TERE 1 TRENDFELRRICEBELT, UT
OYEEEET 2 AERALEME RIS

EhEH 29 (1)
N—Tz=)V—6—AFN—2, 3, 4, 5—7 7t Fr—1H—1—X
VATEBE—1 —ANNHEFTT IR

TLC:Rf 046 (n—~FH v  EiEcFL=4:1) ;

NMR(CDCLy) : § 7.32-7.11 (m, 7H), 6.97 (m, 1H), 6.26 (s, 1H), 4.63 (d, T = 14.1
Hz, 1H), 3.00 (dd, J = 14.1, 6.0 Hz, 1H), 2.77-2.56 (m, 2H), 2.39 (s, 3H), 2.09-1.95

(m, 2H), 1.75 (m, 1H), 1.30 (m, 1H),

Eiafl2 9 (2) |
7—I7NrFe—-N—T=z=Nr—2, 3, 4, 5—7 b7 Fr—1H—-1-—
RUATEE =1 —=ANAARFTT IR

TLC:Rf 032 (n—~FH FgEcFL=5:1) ;
NMR(CDCL) : & 1.40 (m, 1H), 1.92 (m, 3H), 2.72 (m, 3H), 4.66 (s, 1H), 6.15 (s,

1H), 7.00 (m, 3H), 7.28 (m, SH),

Eifigi2 9 (3)
6—7NAB—N—Z7==L—2, 3, 4, 5—FFr7bFr—1H—-1-
RURATPEy—1—ANRFVTIFK

TLC:Rf 041 (n—~FHV v Bz FL=4:1) ;
NMR(CDCL): 8 1.34 (m, 1H), 1.95 (m, 3H), 2.59 (m, 2H), 3.23 (m, 1H), 4.70 (m,

128



10

15

20

25

WO 03/068753 PCT/JP03/01481

1H), 6.22 (s, 1H), 7.04 (m, 3H), 7.27 (m, 5H),

EhEFl2 9 (4)
7—=ba—N—xz=r—2, 3, 4, 5—7 7 Fr—1H—1—X
VAT =1 —AINEXFVTIF

TLC:Rf 042 HEEE-FNL : n—~FHr=1:2) ;

NMR (CDCL): 8 1.75(s, 2H), 1.91 (m, 2H), 2.93 (m, 2H), 3.72 (m, 2H), 6.07 (s,
1H), 7.04 (m, 1H), 7.29 (m, 4H), 7.49 (d, J = 8.52 Hz, 1H), 8.16 (dd, J = 8.52, 2.75
Hz, 1H), 8.23 (d, ] =2.47 Hz, 1H),

EhEFl 2 9 (5)

8—7NFua—N— (4—7nFaxyPN) —2, 3, 4, 5—7FJE
Fe—1H—1-—-R_RUVATEE =1 —DAARFTT IR

TLC:Rf 029 (n—~FVv:E@gcFL=3:1) ;

NMR (DMSO-d,) : & 1.58 (m, 2H), 1.72 (m, 2H), 2.67 (m, 2H), 3.50 (m, 2H),
422 (d, J=5.77 Hz, 2H), 6.07 (m, 1H), 6.99 (m, 4H), 7.27 (m, 3H),

EZiBi2 9 (6)
N—RyPN—8—InNFr—2, 3, 4, 5—7F7bFr—1H—-1—
RYATEBE— 1 —HVRFVTIF

TLC:Rf 074 (n—~XFV BT FL=2:1) ;

NMR (DMSO-d,) : & 1.59 (m, 2H), 1.73 (m, 2H), 2.69 (m, 2H), 3.52 (m, 2H),
4.26 (d, ] = 5.77 Hz, 2H), 6.06 (m, 1H), 6.98 (m, 2H), 7.24 (m, 6H),

£l 2 9 (7)
N—~_yON—T7—TNAu—2, 3, 4, 56—F7 F7EFe—1H-1-
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RUAXATREy— 1 —HNRFYT IR

TLC:Rf 029 (n—n~F¥ HRIFL=2:1) ;

NMR (DMSO-dy) : 8 1.58 (m, 2H), 1.72 (m, 2H), 2.69 (m, 2H), 3.48 (m, 2H),
4.22 (d, T = 6.04 Hz, 2H), 5.90 (m, 1H), 6.99 (td, J = 8.52, 3.02 Hz, 1H), 7.09 (dd, J =

9.48, 3.16 Hz, 1H), 7.24 (m, 6H),

Efiml 2 9 (8)

7—InFa—N— (4—7rFaxron) —2, 3, 4, 5—FTFJ¢k
Fae—1H—1—-RUVATFEE—1—IAFRFTVTIF

TLC:Rf 023 (n—~FVr: Bz FL=2:1) ;

NMR (DMSO-dy) : § 1.61 (m, 2H), 1.71 (m, 2H), 2.67 (m, 2H), 3.47 (m, 2H),
4.19 (d, J = 6.32 Hz, 2H), 5.96 (m, 1H), 7.11 (m, 7H),

EiEsi2 9 (9)

N— (1=RUIAERYPr—4—-4N) —2, 3, 4, 5—7 7 F
g—1H—1—-R_RVATEE—1—DNRFTT IR

TLC:Rf 033 (HfkxXFLy:AZ/—A=19:1) ;

NMR (CDCL): § 1.25(m, 3H), 2.04 (m, 7H), 2.69 (m, SH), 3.43 (s, 2H), 3.68 (m,
1H), 4.08 (d, J = 8.24 Hz, 1H), 4.57 (m, 1H), 7.21 (m, 9H),

EiB 29 (10)

7—7N0Fau—N— [4— (M) TAFRAFN) Z7z=0] —2, 3, 4,
5—5F S5k Fr—1H— 1 RURXT7EPEV -1 —HNVARFYT IR
TLC:Rf 061 (n—n~FHr Bz FL=2:1) ;

NMR (CDCL) : 6 1.44 (m, 1H), 1.98 (m, 3H), 2.76 (m, 3H), 4.64 (m, 1H), 6.32

(m, 1H), 7.00 (td, J = 8.24, 3.02 Hz, 1H), 7.06 (dd, ] = 8.93, 2.88 Hz, 1H), 7.27 (dd, J
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= 8.52, 5.22 Hz, 1H), 7.45 (m, 4H).

Eha 2 9 (1 1)
7—INFr—N— [4— (FVTNhFurRAFY) Jz=1] —2, 3,
4, 5—F b Fe—1H—1—-RXRUVATEBE—1—ANAHRFTTIF
TLC:Rf 073 (n—~F¥v F@zFL=2:1) ;

NMR (CDCL): & 1.40 (m, 1H), 1.93 (m, 3H), 2.73 (m, 3H), 4.64 (m, 1H), 6.18 (s,
1H), 6.99 (td, J = 8.24, 3.02 Hz, 1H), 7.05 (dd, J = 8.79, 3.02 Hz, 1H), 7.10 (m, 2H),
7.27 (dd, J =8.93, 4.81 Hz, 1H), 7.32 (m, 2H),

Ehak 29 (12)

N—[4— (7t A bFy) Jxz=p] —7—7N0Fu—-2, 3, 4,
5—F 7t Fr—1H—1—-RUATPE—1—HLARFTT IR
TLC:Rf 055 (n—~F¥r B FL=2:1) ;

NMR (CDCL): & 1.39 (m, 1H), 1.95 (m, 3H), 2.78 (m, 3H), 4.64 (m, 1H), 6.14
(m, 1H), 6.41 (t, ] =74.31 Hz, 1H), 7.01 (m, 4H), 7.28 (m, 3H),

Eufi2 9 (1 3)

N— [4— (PAFATI)) TZz==N] —T—TNFu—-2, 3, 4, 5
—F S5k FRFu—1H—1 RV X7V — 1 —HARFTT IR
TLC:Rf 050 (n—~¥%r EFEgFL=1:1) ;
NMR(CDCL) : § 1.45(m, 1H), 2.01 (m, 3H), 2.83 (m, 3H), 2.87 (s, 6H), 4.66 (m,
1H), 5.93 (m, 1H), 6.66 (m, 2H), 6.96 (td, J = 8.24, 3.02 Hz, 1H), 7.02 (dd, J = 8.79,
3.02 Hz, 1H), 7.14 (m, 2H), 7.28 (dd, J = 8.52, 5.22 Hz, 1H),

a2 9 (14)
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9—7uE—7—AFN—-N-—T=xz=—-2, 3, 4, 5—F 7t Ra—
IH—1—-RRXTEE—1—IARFTT IR

TLC:Rf 049 (n—~FH o  Efigc=FNL=3:1) ;

NMR (CDCL): & 7.38 (m, 1H), 7.33-7.20 (m, 4H), 7.06 (m, 1H), 7.00 (m, 1H), 6.01
(s, 1H), 4.63 (m, 1H), 2.89 (m, 1H), 2.73-2.57 (m, 2H), 2.36 (s, 3H), 2.13-1.97 (m,

2H), 1.78 (m, 1H), 1.32 (m, 1H),

EWfFl29 (15)

7—AFNV—N— (4—=bu7=z=)) —2, 3, 4, 5—7T FZ7E Fn
—1H-1—-_VATEE -1 —HINVARFTT IR

TLC:Rf 035 (n—~FV  FEgExFNL=4:1) ;

NMR(CDCL) : 6§ 1.39 (m, 1H), 1.93 (m, 3H), 2.39 (s, 3H), 2.76 (m, 3H), 4.66 (d, J
= 13.46 Hz, 1H), 6.63 (s, 1H), 7.13 (m, 3H), 7.46 (m, 2H), 8.11 (m, 2H),

EZiEgi29 (16)

7—A+FY—N— (4—=buZ7=xz=) —2, 3, 4, 5—F 5t K
—1H—1—-RUVXTEEV—1—IARFTT IR

TLC:Rf 019 (n—~%Vv BBz FL=4:1) ;
NMR(CDCL,) : 61.39 (m, 1H), 1.94 (m, 3H), 2.74 (m, 3H), 3.86 (s, 3H), 4.64 (m,
1H), 6.63 (s, 1H), 6.82 (m, 1H), 6.87 (d, J = 2.75 Hz, 1H), 7.20 (d, ] = 8.24 Hz, 1H),

7.47 (m, 2H), 8.12 (m, 2H),

Efipi2 9 (17)
7T —RyIINFAF¥FL—N— (4—=brur7=x=n) —2, 8, 4, 5—F }
SErRn—1H—1—- RV A7 — 1 —AWNAARFTTINR

TLC:Rf 049 (n—~F¥Vv B FL=2:1) ;
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NMR(CDCL) : §1.39 (m, 1H), 1.94 (m, 3H), 2.74 (m, 3H), 4.64 (d, ] = 13.46 Hz,
1H), 5.10 (s, 2H), 6.63 (s, 1H), 6.89 (dd, J = 8.52, 3.02 Hz, 1H), 6.96 (d, J =3.02 Hz,
1H), 7.20 (d, T = 8.52 Hz, 1H), 7.41 (m, 7H), 8.12 (m, 2H),

EiEsl29 (18)
N—RUPN—T—RUPNVAF—2, 3, 4, 5—T 5k Fu—1H
— 1 —RUXTEEY—1—IARFTT I

TLC:Rf 039 (n—~F¥% : Figc=FrLr=1:1) ;

NMR(CDCLy): & 1.26 (m, 1H), 1.79 (m, 1H), 2.01 (m, 2H), 2.70 (m, 3H), 4.39 (m,
2H), 4.63 (m, 2H), 5.03 (s, 2H), 6.78 (dd, J = 8.65, 2.88 Hz, 1H), 6.86 (d, J =2.75 Hz,
1H), 7.12 (d, J = 8.52 Hz, 1H), 7.32 (m, 10H),

EHa2 9 (19)

7T— ROV FFY—N— (4—INFaxXP)N) —2, 3, 4, 5—7
FoE Ro—1H—1—-RUXTEEY—1 —AARFVT IR
TLC:Rf 044 (n—~FHV 2 BEETFNL=1:1) ;

NMR(CDCL,) : 6 1.30 (m, 1H), 1.78 (m, 1H), 2.01 (m, 2H), 2.59 (m, 3H), 4.34 (m,
2H), 4.62 (m, 2H), 5.03 (s, 2H), 6.78 (dd, J = 8.52, 3.02 Hz, 1H), 6.87 (d, J =2.75 Hz,
1H), 7.16 (m, 10H),

EF 2 9 (20)
N—Z7=z=/Ar—2, 3, 4, 5—T7T FFEFr—1H—-1—-RUVXT7TEL
—1—AINAKFATINK

TLC:Rf 046 (n—~FHV 2 : FEETFL=3:1) ;
NMR(CDCL): 6 1.41 (m, 1H), 1.84 (m, 1H), 2.05 (m, 1H), 2.34 (m, 1H), 2.80 (m,

2H), 3.04 (m, 1H), 5.44 (m, 1H), 6.94 (m, 1H), 7.28 (m, 9H),
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EhEfli29 (21)

N—AFN—2, 3, 4, 5—F7 7t Fu—1H-1 - R XTEE—
1 —ANKRFATIF

TLC:Rf 038 (n—FV BgcFL=3:1) ;
NMR(CDCL): § 1.38 (m, 1H), 1.79 (m, 1H), 2.00 (m, 1H), 2.27 (m, 1H), 2.67 (m,
2H), 2.93 (m, 1H), 3.05 (d, J = 4.58 Hz, 3H), 5.35 (m, 2H), 7.17 (m, 1H), 7.28 (m,
3H),

EWiF 29 (2 2)

N— (4—ZopuxP)n) —2, 3, 4, 5—-7r7fr—1H—-1-—
RUATBE =1 —ANRFATIF

TLC:Rf 053 (n—~F¥% v F-FNL=3:1) ;

NMR(CDCL): & 1.40 (m, 1H), 1.82 (m, 1H), 2.03 (m, 1H), 2.30 (m, 1H), 2.70 (m,

2H), 2.98 (m, 1H), 4.81 (m, 2H), 5.38 (m, 1H), 5.62 (m, 1H), 7.23 (m, 8H),

Ehifl 29 (2 3)

N— (4—A X)) —2, 3, 4, 5—7hr7EFr—1H-1
—RURATPE— 1 —HNVARFAT IR

TLC:Rf 036 (n—~FYV B FL=3:1) ;

NMR(CDCL): 6 1.40 (m, 1H), 1.82 (m, 1H), 2.05 (m, 1H), 2.28 (m, 1H), 2.70 (m,
2H), 2.97 (m, 1H), 3.77 (s, 3H), 4.76 (m, 2H), 5.38 (m, 1H), 5.56 (m, 1H), 6.81 (m,
2H), 7.21 (m, 6H),

EfEpi29 (24)

N— (2—RUUANAFIEYI—5—A)N) —2, 3, 4, 5—FF5
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tRFo—1H—-1—-RUVXTEE—1—ANRFYT IR

TLC:Rf 016 (n—~FV Tz FL=4:1) ;
NMR(CDCL) : & 1.39 (m, 1H), 1.95 (m, 3H), 2.77 (m, 3H), 4.67 (m, 1H), 5.31 (s,
2H), 6.05 (s, 1H), 6.74 (d, J = 9.07 Hz, 1H), 7.32 (m, 7H), 7.42 (m, 2H), 7.77 (dd, J =
8.93, 2.88 Hz, 1H), 7.89 (d, J = 2.20 Hz, 1H),

EHEBI2 9 (25)

4— (2, 3, 4, 5—Fh5EbFr—1H—-1-—-R_UVATEEV—1—A
WANRKR=ZNVT I ) AFN) 7= )X VEEE AFNLVT ATV
TLC:Rf 031 (n—~%V> B FNL=1:1) ;

NMR(CDCL) : & 1.63 (s, 1H), 1.97 (m, 3H), 2.64 (m, 4H), 3.78 (m, 3H), 4.34 (m,

2H), 4.55 (m, 1H), 4.60 (s, 2H), 6.82 (m, 2H), 7.20 (m, 6H),

EHifl29 (26)

N— (1l—AFN—2—-FFY—-1, 2—VeRFrbYyIr—5—-—(Nn) —
2, 8,4, 5—FF5EFr—1H—1—-RUVATHEEY—1—-HILRF
YT IR

TLC:Rf 034 (AZ/—)V EiBETFNL=1:9),

EHifi3 0

7T—AFFY—N— (4—AFATI)T=xz=)V) —2, 3, 4, 5—FF
SbRr—1H—-1-R_RUVATEEY 1 —IARFTTIF

MY BamE BT, £l 2 4 >FEf 2 5 ->FHFl 2 6 TREN
Bk RRICEBIEL T, UTOMEEEZE T2 ARPLEM LR
TLC:Rf 015 (n—~FY¥r : Bz FL=1:1)

NMR (CDClL): & 7.21(d,J=8.7 Hz, 1H), 7.13-7.08 (m, 2H), 6.83 (d, ] =3.0 Hz,
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1H), 6.77 (dd, T = 8.7, 3.0 Hz, 1H), 6.55-6.49 (m, 2H), 6.01 (s, 1H), 4.64 (m, 1H),
3.83 (s, 3H), 3.70-3.35 (br, 1H), 2.87-2.59 (m, 6H), 2.10-1.70 (br, 3H), 1.35 (m, 1H),

EZmmF 31 (1) ~EiEH31 (2)
G 1 2 (5) TRE L EEHORDLVICHYTILEWERWTE
Wl 1 5 TRENDFELFKRICEBIEL T, UTOMEEEZF T 5A5FH{L

EMEHBT,

EhEsl3 1 (1)

N— (4—t Ra¥y7=xz=N) —T7T—=btr—-2, 3, 4, 5—=7T+7 ¢
Fe—1H—-1-—-RVAXTFTPE—1—INARFYT IR

TLC:Rf 030 (Bf—FNL:n—~FHr=1:1) ;

NMR (DMSO-dy) : & 1.67 (m, 4H), 2.87 (m, 2H), 3.60 (m, 2H), 6.61 (m, 2H),
7.13 (m, 2H), 7.42 (d, T =8.79 Hz, 1H), 7.96 (s, 1H), 8.05 (dd, J = 8.65, 2.88 Hz, 1H),
8.23 (d, J =2.75 Hz, 1H), 9.04 (s, 1H),

EiEF 3 1 (2)

N— (44—t FepFv7z=)) —2, 3—VEFa—1H—1—RVXT
PEL—1—AINAVRFVT IR

TLC:Rf 035 (EETFNL:n—~FHr=1:1) ;

NMR (CD,OD): § 2.63 (m, 2H), 3.74 (m, 2H), 6.03 (dt, J = 12.09, 4.12 Hz, 1H),
6.48 (dt, J=12.29, 2.09 Hz, 1H), 6.67 (m, 2H), 7.07 (m, 2H), 7.31 (m, 4H),

BEF 2 1
2, 3, 4, 5—-FF5bFu—1H—1—-RVXTPELYy—1-DHLR=

nrazA K
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FUKRRSY (593g) DT FFeFurzsr (60ml) BWKIZ, K&ET
T2, 3, 4, 5—F b7 Fu—1H—-1—-RVATEEV (589g) BL
YUYy 9Tml) OFrFekfr77y (60ml) WiKREH/TFL, &
EMEBRT2REER L, RIGEEWIC INEREMA, KR~ FLT
M L7, AlE LAk TlEEk. BB~ 7R U A TRBRER
WEL7z, BEEZn—~FVy BBz FL=9: 1 DRAEEICL Y BHE&
L. UTomEELE T 2E8kew (677g) &/,

TLC:Rf (n—r~FH¥: EgcFNL=9:1)
NMR(CDCL): § 1.40 (m, 1H), 1.84 (m, 1H), 2.06 (m, 2H), 2.83 (m, 3H), 4.46 (m,

1H), 7.26 (m, 4H),

Ehutl 3 2

N— (4—7nrFuaxXvPn) —2, 3, 4, 5—FF7e Fu—1H-1
—RURXTPEY— 1 —HARFTTIF

BEFI2 1 TRELZILAY (108mg) OFFF7E k77 (25m
1) WIRIZ4A— TN A0 PLT7Iy (196mg) 2z, BEVER
BC1REER L, RIGEAWIZ 1 NEBRE ML, B F VTl L,
B K THhE L, BB~/ XU ATHBREBHELE, REEZV)Y
ATNATFEr7a=w T T 74— (n—~FHy BB FNL=2:1) T
BRL, UTOMHEELE T 2AFERILEY (152mg) 2/,
TLC:Rf 029 (n—~FVv :F@cFL=2":1) ;

NMR (CDCL) : §7.28-7.15 (m, 6H), 7.01-6.93 (m, 2H), 4.78-4.50 (br, 2H), 4.34
(bs, 2H), 2.85-2.50 (br, 3H), 2.10-1.70 (br, 3H), 1.50-1.15 (br, 1H),

Efl 3 2 (1) ~EMEHI 32 (162)
YT E AVTERE 3 2 TRENDFHIEERRICEBRIELT, B
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TowtEEL a3 5 KEFLEMERI,

EhEF 3 2 (1)

N— (4— A bFI_UUNV) —2, 3, 4, 5—7 b7k Fr—1H-1
—RUATPE— 1 —HIANRFTTIFR

TLC:Rf 023 (n—~FYV v BBz FL=2:1) ;

NMR (CDCL): § 7.25-7.12 (m, 6H), 6.84-6.79 (m, 2H), 4.80-4.52 (br, 2H), 4.32
(bs, 2H), 3.77 (s, 3H), 2.90-2.55 (br, 3H), 2.15-1.70 (br, 3H), 1.50-1.20 (br, 1H),

EEFI 3 2 (2)

N— [2— [=FN (3—AFNTxz=) TR)] =FA] —2, 3, 4,
5—F b Fr—1H-1—-_"UVXTEE — 1 —HARFTTIFR
TLC:Rf 041 (n—~FHVv EBETFL=2:1) ;

NMR (CDCL): § 7.25-7.04 (m, SH), 6.50-6.46 (m, 3H), 4.75-4.40 (br, 2H),
3.35-3.24 (m, 6H), 2.80-2.50 (br, 3H), 2.27 (s, 3H), 2.10-1.70 (br, 3H), 1.46-1.20 (br,

1H), 1.06 (t, J = 7.2 Hz, 3H),

L3 2 (3)
N—vZu~7FL—2, 3, 4, 5—7r7Fr—1H—-1—-R_RUVXT
Prr—1—IARXT7IFR

TLC:Rf 032 (n—~XVv B FL=3:1) ;

NMR (CDCL): § 7.28-7.16 (m, 4H), 4.85-4.35 (br, 1H), 4.15 (d, J = 7.8 Hz, 1H),
3.83 (m, 1H), 2.84-2.40 (br, 3H), 2.10-1.70 (br, SH), 1.56-1.26 (m, 11H),

EHEF 3 2 (4)
N—vrutsFr—2, 3, 4, 5—-7h5eFa—-1H-1-_VX7
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P —1—INARFTTIN

TLC:Rf 035 (n—~FH¥r:BigcFL=3:1) ;

NMR (CDCL): § 7.28-7.15 (m, 4H), 4.80-4.40 (br, 1H), 4.15 (d, J = 8.1 Hz, 1H),
3.87 (m, 1H), 2.85-2.40 (br, 3H), 2.06-1.68 (br, 6H), 1.60-1.24 (br, 12H),

L3 2 (5)

N— (4—t—TFARVVV) —2, 3, 4, 5—FT 7 Rr—1H-—
1 —ROXTEE —1—HNARFTTIF

TLC:Rf 045 (n—~FYV v BB FL=2:1) ;

NMR (CDCL) : § 7.33-7.29 (m, 2H), 7.25-7.12 (m, 6H), 4.80-4.50 (br, 2H), 4.37
(d, J = 5.7 Hz, 2H), 2.90-2.50 (br, 3H), 2.15-1.70 (br, 3H), 1.36-1.22 (m, 10H),

£l 3 2 (6)

N— (4—t Fuxy7FL) —2, 3, 4, 5—7 b7k Fr—1H-1
—RURATEE— 1 —HINVERFTT IR

TLC:Rf 047(Zuuafibh: A¥/)—N=9:1) ;

NMR (CDCL): 6 7.28-7.17 (m, 4H), 4.90-4.20 (br, 2H), 3.63 (t, J = 6.0 Hz, 2H),
3.34-3.04 (br, 2H), 2.86-2.40 (br, 3H), 2.18-1.66 (br, 4H), 1.58-1.28 (m, SH),

Ehafl 3 2 (7)

N— (2, 6 —YArFIEYP—3—AN) —2, 3, 4, 5—F}F7
tERFe—1H-1—-RUVXTEE -1 —ANARFTT IR

TLC:Rf 038 (n—~%Vv EfcFL=3:1) ;

NMR (CDCL): § 8.30(d,J=8.7Hz, 1H), 7.34-7.27 (m, 4H), 6.48 (s, 1H), 6.27
(d, T = 8.7 Hz, 1H), 4.85-4.50 (br, 1H), 3.83 (s, 3H), 3.76 (s, 3H), 3.00-2.50 (br, 3H),
2.20-1.70 (br, 3H), 1.54-1.24 (br, 1H),
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EiFl 3 2 (8)

N—[2— [=FN (83=—AFNTxz=) TI)] =FL] —8—T71F
n—2, 3, 4, 5—7F 5 Fr—1H-1-—_UVXTEPE—1-I
REVTIF

TLC:Rf 069 (n—~F¥ B FL=2:1) ;

NMR. (DMSO-dy) : & 1.06 (t, J = 7.00 Hz, 3H), 1.56 (m, 2H), 1.71 (m, 2H), 2.22
(s, 3H), 2.64 (m, 2H), 3.24 (m, 6H), 3.48 (m, 2H), 5.57 (m, 1H), 6.39 (d, ] = 7.42 Hz,
1H), 6.53 (m, 2H), 6.88 (m, 2H), 6.98 (m, 1H), 7.26 (dd, J = 8.24, 6.59 Hz, 1H),

Eigi 32 (9)

N—[2— [=zFN (=) TR )] =FN] —2, 3, 4, 5—FT b
St Re—1H—1—-RUVATEEV— 1 —HWAERFTT IR
TLC:Rf 034 (n—~FVr B FNL=2:1) ;

NMR (CDCL) : & 1.07(t,J=7.14 Hz, 3H), 1.30 (m, 1H), 1.89 (m, 3H), 2.68 (m,

3H), 3.31 (m, 6H), 4.53 (m, 2H), 6.65 (m, 3H), 7.16 (m, 6H),

EiiBl3 2 (10)

N— (2—7=Y/)=xFN) —2, 3, 4, 5—7F7tFr—1H—-1~—
RYURATRE— 1 —INVHEFTT IR

TLC:Rf 018 (n—~F¥v B FL=2:1) ;

NMR (CDCL): & 1.33 (m, 1H), 1.86 (m, 3H), 2.67 (m, 3H), 3.19 (t, I = 5.77 Hz,

2H), 3.40 (m, 2H), 4.17 (s, 1H), 4.53 (m, 2H), 6.62 (m, 3H), 7.17 (m, 6H),

EF3 2 (11)
N— [3— [AFN (Fz=)N) 7X)] Fuvn] —2, 3, 4, 5—7
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FSERu—1H—1—RUATEEY— 1 —HIARFIT IR
TLC:Rf 019 (n—~FHV o B FNL=2:1) ;
NMR (CDCL): & 1.32 (m, 1H), 1.71 (m, SH), 2.74 (m, 6H), 3.25 (m, 4H), 4.46

(m, 2H), 6.64 (m, 3H), 7.19 (m, 6H),

EiEFI3 2 (12)

N—[2— (RvPATR)) =FN] —2, 3, 4, 5—7T F7kFnm—
1H-1—-R_RUATFPE—1—INARFTT IR

TLC:Rf 051 (H{EAFLY:AF/)—N=9:1) ;

NMR (CDCL): § 1.33 (m, 1H), 1.94 (m, 3H), 2.68 (m, SH), 3.30 (m, 2H), 3.71 (s,

2H), 4.72 (m, 2H), 7.24 (m, 9H),

£ 3 2 (1 3)

N—[2— [AFN (Fz=N) TX/] =FN] -2, 3, 4, 5—T h
StRe—1H—1-—-RUVATEEV—1—HARFTT IR
TLC:Rf 048 (n—~FHr B FL=1:1) ;

NMR (CDCL): 8 1.32 (m, 1H), 1.85 (m, 3H), 2.68 (m, 3H), 2.87 (s, 3H), 3.41 (m,

4H), 4.47 (m, 2H), 6.67 (m, 3H), 7.14 (m, 6H),

EfEF 3 2 (14)

N— [2— (3—AFNTxz=VT)) =FN] —2, 3, 4, 5—FF
SeRr—1H—1 - RUVATEEV—1—HARFTTIF
TLC:Rf 042 (n—~FVv:B@gcFL=1:1) ;

NMR (CDCL): § 134 (m, 1H), 1.89 (m, 3H), 2.25 (s, 3H), 2.68 (s, 3H), 3.18 (¢, J
= 5.63 Hz, 2H), 3.40 (s, 2H), 4.10 (s, 1H), 4.52 (m, 2H), 6.45 (m, 3H), 7.14 (m, SH),
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EiEF 32 (15)

N— {2— [ZFN (3—AFNTxz=)) TI/)] TFN) —T—TF
m—2, 3, 4, 5—FFFtFu—1H—-1—-RUVXT7TEEY—1—4L
REVTIFR

TLC:Rf 047 (n—~FH v  EigcFL=1:1) ;

NMR (CDCL) : § 1.06 (t,J =7.00 Hz, 3H), 1.27 (m, 1H), 1.84 (m, 3H), 2.28 (s,
3H), 2.63 (m, 3H), 3.28 (q, J = 6.87 Hz, 2H), 3.37 (m, 4H), 4.49 (m, 2H), 6.48 (m,
3H), 6.80 (td, J = 8.38, 3.02 Hz, 1H), 6.92 (dd, J = 8.93, 2.88 Hz, 1H), 6.98 (dd, J =
8.52, 5.22 Hz, 1H), 7.07 (t, = 7.97 Hz, 1H),

EiiF 32 (16)
7—7N0Fn—N— (55—t k%I RUFN) —2, 3, 4, 5—Fh+7F
EFRe—1H—1—RUVAXTEE -1 —IAVRFTTIFR
TLC:R{f 044 (BEBE~FN) ;

NMR (CDCly): § 1.40 (m, 8H), 1.80 (m, 3H), 2.69 (m, 3H), 3.18 (m, 2H), 3.62 (t,
J = 6.46 Hz, 2H), 4.21 (m, 1H), 4.57 (m, 1H), 6.91 (td, J = 8.24, 3.02 Hz, 1H), 6.98
(dd, T=8.93, 2.88 Hz, 1H), 7.16 (dd, J = 8.52, 5.22 Hz, 1H),

L3 2 (17)

1— (44— 2= RGPy —1—ANVANEKR=)N) —2, 3, 4, 5—
Fh7bRFr—1H—1—R_RVATEEV

TLC:Rf 039 (n—~FY¥v Bz FL=2:1) ;

NMR (CDCL): § 1.73 (m, 4H), 2.79 (m, 2H), 2.93 (m, 4H), 3.25 (m, 4H), 3.69 (s,

2H), 6.83 (m, 3H), 7.14 (m, 6H),

EhiEFI32 (18)
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N— {3— [=FN (Zz=N) TI/] Fubit —2, 3, 4, 5—7
FSEFRR—1H—1 - RUVATEE -1 —HARFTTIF
AR

TLC:Rf 033 (n—~¥%H%v . BfcFL=2:1) ;

NMR (CDCL): & 1.08(t,J=7.14 Hz, 3H), 1.35 (m, 1H), 1.75 (m, SH), 2.66 (m,
3H), 3.24 (m, 6H), 4.35 (t, J = 5.22 Hz, 1H), 4.60 (s, 1H), 6.61 (m, 3H), 7.20 (m, 6H),
HERE -

TLC:Rf 042 (n—~FH B FL=1:1) ;
NMR(CDCL): § 1.25 (m, 3H), 1.81 (m, 6H), 2.69 (m, 3H), 3.63 (m, 6H), 4.66 (m,

2H), 7.27 (m, 4H), 7.51 (m, 3H), 7.71 (m, 2H),

EiEF 32 (19)

N— (3—T=z=z=AT73/)7ut’r) —2, 3, 4, 5—7 ok Fu—-1
H—1-—-R_RATPE—1—ANVEAFVTIF

TLC:Rf 043 (n—~FV Bz FL=1:1) ;

NMR (CDCL): 6 1.31(m, 1H), 1.74 (m, 5H), 2.65 (m, 3H), 3.13 (t, ] = 6.59 Hz,
2H), 3.27 (m, 2H), 4.03 (s, 1H), 4.38 (t, ] = 5.49 Hz, 1H), 4.60 (s, 1H), 6.57 (m, 2H),
6.67 (m, 1H), 7.20 (m, 6H),

Ehipl3 2 (20)
N—Zzxz=/—1— (2, 3, 4, 5—7F7Fr—1H—1—-RVX7T
PV 1 —ANVHNR=N) BRI —4 =TI

TLC:Rf 046 (n—~FHVr BB FL=2:1) ;

NMR (CDCL): 8 1.12 (m, 2H), 1.75 (m, 6H), 2.71 (m, 4H), 3.31 (m, 2H), 3.61

(m, 4H), 6.52 (m, 2H), 6.66 (m, 1H), 7.11 (m, 6H),
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EiEiBI32 (2 1)

4— (2, 3, 4, 5—7h7tFe—1H-1-—_UVXT7TEE/—1—A
WANKR=ZNT 2 ) AFN) BRREE

TLC:Rf 063 (BeEE—FN) ;

NMR (DMSO-dg) : 8 1.62 (m, 2H), 1.73 (m, 2H), 2.71 (m, 2H), 3.50 (m, 2H),
4.29 (d, ] = 6.04 Hz, 2H), 5.82 (m, 1H), 7.23 (m, 6H), 7.86 (m, 2H),

Eham 3 2 (2 2)

N— (2—7=/%YxF)N) —2, 3, 4, 5—7 b7 Fu—1H-1
—RUATEE =1 —INARFTT IR

TLC:Rf 016 (n—~F¥v EgcFL=3:1) ;

NMR (CDCL): 6 1.30 (m, 1H), 1.83 (m, 3H), 2.63 (m, 3H), 3.56 (m, 2H), 4.00 (t,
T = 5.08 Hz, 2H), 4.58 (s, 1H), 4.76 (t, ] = 5.36 Hz, 1H), 6.80 (m, 2H), 6.94 (m, 1H),
7.21 (m, 6H),

Eiipl3 2 (2 3)

N— (83—Zz=A7urtN) —2, 3, 4, 5—7F7Fr—1H—-1
—RUATEE =1 —INARFTT IR

TLC:Rf 024 (n—~FH¥ v FEBETFL=3:1) ;

NMR (CDCL): 6 1.35(m, 1H), 1.75 (m, SH), 2.59 (m, SH), 3.18 (m, 2H), 4.24 (t,
J=5.36 Hz, 1H), 4.60 (s, 1H), 7.19 (m, 9H),

Eiaf3 2 (24)
N— (4—Tz=pA7FFN) —2, 38, 4, 5—FT+r7Fu—1H—1—
RURATEEY—1—HNVARFTTIKR

TLC:Rf 026 (n—~¥¥ v @fiEcFL=3:1) ;
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NMR (CDCL): § 1.49 (m, SH), 1.86 (m, 3H), 2.61 (m, 5H), 3.18 (m, 2H), 4.21 (¢,
J = 5.49 Hz, 1H), 4.60 (s, 1H), 7.20 (m, 9H),

L3 2 (25)

N— (83—7=/%¥7uv’)lr) —2, 3, 4, 5—7 b5 Fr—1H-—
1 —RUATEBEY— 1 —HVRFVT IR

TLC:Rf 028 (n—~FHVv B Fr=2:1) ;

NMR (CDCL): & 1.38 (m, 1H), 1.87 (m, 5H), 2.65 (m, 3H), 3.39 (m, 2H), 3.95 (¢,

J = 6.04 Hz, 2H), 4.61 (m, 2H), 6.69 (m, 2H), 6.91 (m, 1H), 7.21 (m, 6H),

EhiFl3 2 (26)

N— (2—RyINAFFvxcFN) —2, 3, 4, 5—7h7tRFu—1H
—1 - RUATEEY—1—INARFTT IR

TLC:Rf 026 (n—~FH: FigcFL=2:1) ;

NMR (CDCL): § 1.36 (m, 1H), 1.89 (m, 3H), 2.68 (m, 3H), 3.47 (m, 4H), 4.42 (s,

2H), 4.65 (m, 2H), 7.23 (m, 9H),

EhEF 3 2 (2 7)

N—[2— [=FN (Fz=N) 7)) =FN] —5, 6, 7, 8—T b
St Fu—9H—-YY K [2, 3—b] 7EEL—9—ANRFITIFK
TLC:Rf 026 (n—~FH%v EEBEcFL=1:1) ;

NMR (CDCL) : § 1.11(t, J=7.00 Hz, 3H), 1.73 (m, 2H), 1.91 (m, 2H), 2.75 (m,
2H), 3.41 (m, 6H), 3.70 (s, 2H), 6.66 (m, 3H), 6.85 (s, 1H), 7.05 (dd, J = 7.55, 4.81
Hz, 1H), 7.17 (m, 2H), 7.55 (dd, J = 7.55, 1.79 Hz, 1H), 8.16 (dd, J = 4.81, 1.79 Hz,
1H),
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EHifI3 2 (2 8)

N— [3— [=FN (Fx=)) T/] Fur] —5, 6, 7, 8—7
FS5kRa—9H-FY K [2, 3—b] 7TEEV—9—HARFTTIFK
TLC:Rf 023 (n—~F¥ v BB FL=1:1) ;

NMR (CDCL) : & 1.10(t, J=7.14 Hz, 3H), 1.82 (m, 6H), 2.77 (m, 2H), 3.30 (m,
6H), 3.70 (s, 2H), 6.62 (m, 3H), 6.78 (s, 1H), 7.12 (m, 3H), 7.57 (dd, J = 7.42, 1.92
Hz, 1H), 8.22 (dd, ] = 4.67, 1.92 Hz, 1H),

EhEF 3 2 (29)

N— (cis—4—7=V/v7u~kxi)N) —2, 3, 4, 5—7r7t Rn
—1H-1—-RUATEEV— 1 —INANRFTTIFK

TLC:Rf 026 (n—~FH%v BT FNL=2:1) ;

NMR (CDCL) : 6 1.38 (m, 5H), 1.73 (m, 7H), 2.70 (m, 3H), 3.42 (m, 2H), 3.82
(m, 1H), 4.24 (d, ] = 7.97 Hz, 1H), 4.60 (s, 1H), 6.54 (m, 2H), 6.65 (m, 1H), 7.20 (m,
6H).

sl 3 2 (30)

N— (trans—4—7 =V /¥ r7a~xIN) —2, 3, 4, 5—F bk Fn
—1H—-1 - RARTEE—1—INVEFTTIF

TLC:Rf 018 (n—~FH v Bz FNL=2:1) ;

NMR (CDCL): § 1.17 (m, 5H), 1.99 (m, 7H), 2.65 (m, 3H), 3.14 (m, 1H), 3.44 (s,
1H), 3.68 (m, 1H), 4.06 (d, J = 7.97 Hz, 1H), 4.59 (s, 1H), 6.53 (d, J = 7.42 Hz, 2H),
6.65 (t, T =7 .28 Hz, 1H), 7.20 (m, 6H),

EHFI 3 2 (31)
N— (83— [=FNV (4—IrFuaT=z=)V) T3] Turr} —2, 3,
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4, 5—F FS5b Fu—1H-1—- RV XT7TEE—1 —IARFTT I
TLC:Rf 044 (n—~FV : EzFL=1:1) ;

NMR (CDCL): & 1.03(t, J=7.00 Hz, 3H), 1.25 (m, 1H), 1.66 (m, 2H), 1.93 (m,
3H), 2.70 (m, 3H), 3.21 (m, 6H), 4.40 (m, 1H), 4.60 (m, 1H), 6.50 (m, 2H), 6.86 (m,
2H), 7.21 (m, 4H),

Efpl3 2 (32)

N— (3—T=z=/_VF) —2, 3, 4, 5—7 7k Fr—1H—-1
—RURTPE— 1 —IARF VT IR

TLC:Rf 031 (n—~FH¥v . BEE=FAL=3:1) ;

NMR (CDCL): & 0.73 (t,J = 7.42 Hz, 3H), 1.52 (m, 4H), 1.85 (m, 4H), 2.34 (m,
1H), 2.63 (m, 3H), 3.01 (s, 2H), 4.12 (m, 1H), 4.57 (s, 1H), 7.01 (d, J = 6.87 Hz, 2H),
7.19 (m, 7H),

EiEpl3 2 (3 3)

N— [83— [=FN (3—7NFuTxz=)) TI/] Fuenr] —2, 3,
4, 5—F e RFu—1H—1—RVATEEY—1—IARFITIF
TLC:Rf 072 (n—~FH¥ :EgxFL=1:1) ;

NMR (CDCL): & 1.09(t,J=7.00 Hz 3H), 1.30 (m, 1H), 1.71 (m, 5H), 2.71 (m,
3H), 3.24 (m, 6H), 4.32 (m, 1H), 4.59 (m, 1H), 6.28 (m, 3H), 7.07 (m, 1H), 7.23 (m,
4H),

Ehipl3 2 (34)
N— [8— [ZzFN (2—TNFuTd=z=)) T/] FrEN] —2, 3,
4, 5—F b7 Fr—1H-1-—-RUVXTEEV— 1 —INVEFLTIF

TLC:Rf 055 (n—~X¥V v B FL=1:1) ;
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NMR (CDCL): & 0.97(t, J=7.14 Hz, 3H), 1.32 (m, 1H), 1.63 (m, 2H), 1.86 (m,
3H), 2.71 (m, 3H), 3.07 (m, 4H), 3.22 (q, J = 6.41 Hz, 2H), 4.42 (m, 1H), 4.61 (m,

1H), 6.90 (m, 4H), 7.21 (m, 4H),

Efis 32 (35)

N—[3— (2, 3—YkFRu—1H— Ay FK—1—1—4) FTut'i]
—2, 3, 4, 5—F7 b7 Fu—1H—1—RVATEE—1—INAK
*T7 IR

TLC:Rf 023 (n—n~&FVr B FL=2:1) ;

NMR (CDCL): § 1.32 (s, 1H), 1.81 (m, SH), 2.74 (m, SH), 3.01 (m, 2H), 3.26 (m,
4H), 4.59 (m, 2H), 6.32 (d, J = 7.69 Hz, 1H), 6.63 (t, ] = 7.28 Hz, 1H), 7.11 (m, 6H),

EiEFl3 2 (36)

N— [83— [ Y7uEN (Zx=V) TX/] Fuer] —2, 3, 4,
5—F b Fu—1H—1—-RVRATEE—1 —-INEFTTIFR
TLC:Rf 030 (n—~F¥v B FL=2:1) ;

NMR (CDCL) : & 1.09(d,J=6.59 Hz, 6H), 1.31 (s, 1H), 1.69 (m, SH), 2.60 (m,
3H), 3.09 (m, 2H), 3.25 (q, J = 6.59 Hz, 2H), 3.91 (m, 1H), 4.37 (t, J = 5.49 Hz, 1H),
4.60 (s, 1H), 6.66 (m, 3H), 7.21 (m, 6H),

EiEF 32 (37)

N—[2— (2, 3—YtFur—1H—AVF—RA—1—AN) =FN] —
2, 3, 4, 5—-F7Fr5tFr—1H—1—-RUVATPEL—1—HARF
7R

TLC:Rf 025 (n—~FVv Bz FNL=2:1) ;

NMR (CDCL) : 8 1.31(s, 1H), 1.85 (m, 3H), 2.58 (m, 3H), 2.87 (1, ] = 8.38 Hz,
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2H), 3.13 (t, J = 6.04 Hz, 2H), 3.31 (m, 4H), 4.58 (m, 2H), 6.42 (d, ] = 7.69 Hz, 1H),

6.62 (m, 1H), 7.11 (m, 6H),

EiEf 32 (38)

N— (3—¥Y7=z=A7/)7u¥’r) —2, 3, 4, 5—7 7t Fu—
1H— 1 - RUOATEE =1 —HIARFTT IR

TLC:Rf 037 (n—~FYVv : EiExFL=2:1) ;

NMR (CDCL): § 1.32(s, 1H), 1.80 (m, SH), 2.60 (m, 3H), 3.24 (m, 2H), 3.68 (m,
2H), 4.27 (t, J = 5.49 Hz, 1H), 4.59 (s, 1H), 6.90 (m, 6H), 7.20 (m, 8H),

EiEf 32 (39)

N— (1=-Tz=AbERYIPr—4—A4N) —2, 3, 4, 5—=T7+J7EF
n—1H—-1-—-RVAXTEEYy—1—HARFTT IR

TLC:Rf 027 (n—~FH% Bz FL=2:1) ;

NMR (CDCL) : § 1.34 (m, 3H), 1.91 (m, SH), 2.80 (m, SH), 3.50 (m, 2H), 3.83
(m, 1H), 4.13 (d, T = 7.97 Hz, 1H), 4.60 (s, 1H), 6.81 (t, J=7.28 Hz, 1H), 6.88 (d, J =
7.97 Hz, 2H), 7.21 (m, 6H),

Eipl3 2 (40)

N— (1—7z=ERJPy—4—ANVAFN) —2, 3, 4, 5—T b
e Rkr—1H—1—RUVAXTPE—1—DNARFTT IR
TLC:Rf 034 (n—~FVv  FBzFL=1:1) ;

NMR (CDCL): 6 1.27 (m, 3H), 1.63 (m, 6H), 2.67 (m, SH), 3.09 (m, 2H), 3.66 (d,
J=12.36 Hz, 2H), 4.35 (t, ] = 5.63 Hz, 1H), 4.61 (s, 1H), 6.81 (t, J = 7.28 Hz, 1H),
6.91 (d, T =7.6 9 Hz, 2H), 7.24 (m, 6H),
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L3 2 (41)

N— [ZFN (4—TNFuTZz=)V) TI)HNVR=ZNAFNV] —2, 3,
4, 5—7 b7 Fe—1H—-1—-RVAXTEE -1 —INAFTTIR
TLC:Rf 033 @E#—FNL:n—~FHhr=1:1) ;

NMR (CDCL): § 1.07(t, J=7.14 Hz, 3H), 1.35 (m, 1H), 1.90 (m, 3H), 2.70 (m,

3H), 3.65 (m, 4H), 4.55 (m, 1H), 5.10 (t, ] = 4.40 Hz, 1H), 7.21 (m, 8H),

EiFl3 2 (4 2)

N—{2— [=FN (4—TNFuT=z=)\) TI)] =FN} —2, 3,
4, 5—7 5k Fu—1H—1—-RVIXT7TEE— 1 —IARFLT IR
TLC:Rf 031 (@EEE—FNL :n—~FHr=1:2) ;

NMR (CDCL): 6 1.03(t,J=7.00 Hz, 3H), 1.33 (m, 1H), 1.89 (m, 3H), 2.68 (m,
3H), 3.24 (m, 6H), 4.59 (m, 2H), 6.61 (m, 2H), 6.88 (m, 2H), 7.18 (m, 4H),

EHifl3 2 (4 3)

N— (1—-Zx=aAttnjyvr—-3—4)N) —2, 3, 4, 5—7hr7EtF
B—1H—1—-RUVATPE—1 —IARFYTIFR

TLC:Rf 045 (n—~FV Bz FL=2:1) ;

NMR (CDCL): & 1.32(s, 1H), 1.89 (m, 4H), 2.26 (m, 1H), 2.64 (m, 3H), 2.99 (s,
1H), 3.25 (t, J = 7.00 Hz, 2H), 3.58 (dd, J = 9.61, 6.59 Hz, 1H), 438 (d, J = 7.14 Hz,
1H), 4.54 (m, 2H), 6.51 (d, J =7.97 Hz, 2H), 6.67 (t, J = 7.28 Hz, 1H), 7.22 (m, 6H),

B3 2 (44)
N— [=FN (3—TInFuTz=)V) TI)INVR=LAFL] —2, 3,
4, 5—7 M7 Fr—1H—1-_VATEE/— 1 —ANVHFYTIF

TLC:Rf 044 (n—~FHVv B FL=1:1) ;
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NMR (CDCL) : 6 1.08(t,J=7.14 Hz, 3H), 1.35 (m, 1H), 1.83 (m, 3H), 2.71 (m,
3H), 3.64 (m, 4H), 4.53 (m, 1H), 5.10 (m, 1H), 6.90 (m, 1H), 6.98 (m, 1H), 7.09 (m,
1H), 7.26 (m, 4H), 7.40 (m, 1H),

EWf3 2 (45)

N— {(2— [=FNV (3—TrFuTd=z=N) TI/] =FN) —2, 3,
4, 5—-FFr5bFu—1H—1-—-RVATEBEY—1—INVEAFTT IR
TLC:Rf(M4(n—A%#y{%M:%w=1:1); |
NMR (CDCL) : 8 1.08(t, J=7.14 Hz, 3H), 1.32 (m, 1H), 1.79 (m, 3H), 2.63 (m,
3H), 3.30 (m, 6H), 4.43 (m, 1H), 4.59 (m, 1H), 6.32 (m, 2H), 6.43 (m, 1H), 7.16 (m,
5H),

Ei#li3 2 (46)

N— [fY7abn (Zz=V) TI)HNVR=NVAFA] —2, 3, 4,
5—5 PS5k Fu—1H—1—-RUVXTPEy—1—WARFTTIFR
TLC:Rf 049 @EEFNL:n—~FHhr=1:1) ;

NMR (CDCL): & 1.02(d,J=6.87Hz, 6H), 1.37 (m, 1H), 1.88 (m, 3H), 2.67 (m,
3H), 3.54 (m, 2H), 4.54 (m, 1H), 4.92 (m, 1H), 5.17 (t, J = 4.26 Hz, 1H), 7.10 (m,

2H), 7.25 (m, 4H), 7.41 (m, 3H),

EiiFl3 2 (47)

N— [RUPN (=) TI)ONR=AVAFNA] —2, 3, 4, 5—
FrSERr—1H-—1—-R_RUIATEE— 1 —HARFVT IR
TLC:Rf 045 (BEE=FNL:n—~FHr=1:1) ;

NMR (CDCL): § 1.26 (m, 1H), 2.04 (m, 3H), 2.74 (m, 3H), 3.69 (m, 2H), 4.54

(m, 1H), 4.84 (s, 2H), 5.15 (t, J = 4.81 Hz, 1H), 6.98 (m, 2H), 7.12 (m, 2H), 7.28 (m,
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10H),

L%l 3 2 (4 8)

N—[2— [4Y7rbEN (T==)) TR)] =FN] —2, 3, 4, 5
—F o Fr—1H—-1 - RUAXTEE—1—HNARFTTIF
TLC:Rf 039 (EEcFNL:n—~FHr=1:2) ;

NMR (CDCL): & 1.07(d,J=6.59 Hz, 6H), 1.34 (m, 1H), 1.90 (m, 3H), 2.64 (m,
3H), 3.24 (m, 4H), 3.87 (m, 1H), 4.63 (m, 2H), 6.75 (m, 3H), 7.21 (m, 6H),

EiEBi3 2 (49)

N—[2— [RvPN (=) FI)] =FA] —2, 3, 4, 5—7F
FSERe—1H—1-—-R_VXTEEV—1—ANAARFTTIF
TLC:Rf 038 (@EEFNL:n—~FHr=1:2) ;

NMR (CDCL): 8 1.32(m, 1H), 1.89 (m, 3H), 2.62 (m, 3H), 3.37 (m, 2H), 3.53 (t,
J = 6.46 Hz, 2H), 4.46 (m, 3H), 4.62 (m, 1H), 6.69 (m, 3H), 7.16 (m, 11H),

Ehtifl 3 2 (50)

N— [ZF)N (2—TINFueTdxz=) TIIANE=NVAFL] —2, 3,
4, 5—7F7b Ru—1H—1— RV XTEEV—1—HINVARFTTIF
TLC:Rf 042 (n—~FV EfgcFL=1:1) ;

NMR (DMSO-dy) : 6 1.01 (t, J = 7.14 Hz, 3H), 1.58 (s, 2H), 1.69 (m, 2H), 2.71

(m, 2H), 3.58 (m, 6H), 5.22 (m, 1H), 7.33 (m, 8H),

EWFI32 (51)
N— {(2— [=zFN (2—TINFATz=)) TI)/)] =FN} —2, 3,
4, 5—F 9t Fu—1H—1—RVAXTEEV— 1 —HNVARFTTIF
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TLC:Rf 069 (n—~F¥ : EEzFL=1:1) ;
NMR (CDCL): & 0.94(t,J=7.14 Hz, 3H), 1.34 (m, 1H), 1.88 (m, 3H), 2.63 (m,

3H), 3.11 (m, 6H), 4.67 (m, 2H), 6.91 (m, 4H), 7.19 (m, 4H),

EHEHI3 2 (52)

N—[1— (4—APFTVTxz=V) ERYUDV—4—A1] —2, 3, 4,
5—F FS5bRr—1H—-1-—-RVATEEV—1—IARFTTIK
TLC:Rf 037 (n—~FV  H@zFL=1:1) ;

NMR (CDCL): § 1.40 (m, 3H), 1.93 (m, 5H), 2.74 (m, 5H), 3.33 (d, J = 11.54 Hz,

2H), 3.80 (m, 4H), 4.14 (d, ] = 8.24 Hz, 1H), 4.59 (s, 1H), 6.83 (m, 4H), 7.23 (m, 4H),

Efipl3 2 (53)
N—[1— (3—AFFTTxz=)) ERYDPy—4—(1] —2, 3, 4,

5—5F 7k Fa—1H—1—-RVAT7PEV—1—IARFTTIFR
TLC:Rf 030 (n—~F¥v:EHEEcFL=3:2) ;

NMR (CDCL): § 1.31(m, 3H), 1.92 (m, 5SH), 2.81 (m, SH), 3.51 (d, J = 12.64 Hz,
2H), 3.83 (m, 4H), 4.12 (d, J = 7.69 Hz, 1H), 4.59 (s, 1H), 6.37 (m, 1H), 6.41 (t, J =

2.34 Hz, 1H), 6.49 (m, 1H), 7.20 (m, SH),

Eipl3 2 (54)
N—[1— (4—IrFrTd==nL) ©XYTr—4—(1] —2, 3, 4,
5—F Sk Rr—1H—1—-RUAXTFTPEVy—1—HARFYT IR
TLC:Rf 027 (n—~ZHVr:E#FL=3:2) ;

NMR (CDCL): § 1.35(m, 3H), 1.94 (m, 5H), 2.76 (m, 5H), 3.37 (d, J = 11.81 Hz,

2H), 3.80 (m, 1H), 4.13 (d, J = 7.97 Hz, 1H), 4.60 (s, 1H), 6.88 (m, 4H), 7.23 (m, 4H),
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Eiifl3 2 (55)

N—[1— (3—7iAFu7=z=N) EXRYTD—4—AN] —2, 3, 4,
5—7 S5t Fu—1H—1—-RUVATEBEYy—1—HARFTT IR
TLC:Rf 031 (n—~FH¥ EgcFL=3:2) ;

NMR (CDCL): § 1.30 (m, 3H), 1.92 (m, SH), 2.80 (m, 5H), 3.53 (d, J = 12.36 Hz,
2H), 3.85 (m, 1H), 4.12 (d, J =7.69 Hz, 1H), 4.60 (s, 1H), 6.53 (m, 3H), 7.20 (m, SH),

Eiagl 32 (56)

N— {(3— [=FNV (4—TrFuTdz=)) TI)] Tutr} —7—7
niue—2, 3, 4, 5—-7FFr7tFu—1H—1—-—RUXATEE—1—
ANKRFLYT IR

TLC:Rf 041 (n—~F¥ Ef=FAL=1:1) ;

NMR (CDCL): 6 1.03(t, J=7.14 Hz, 3H), 1.31 (m, 1H), 1.68 (m, 2H), 1.88 (m,
3H), 2.65 (m, 3H), 3.18 (m, 4H), 3.25 (m, 2H), 4.39 (m, 1H), 4.57 (m, 1H), 6.52 (m,
2H), 6.86 (m, 3H), 6.95 (dd, ] =8.79, 3.02 Hz, 1H), 7.11 (dd, J = 8.52, 5.49 Hz, 1H),

Eiisl3 2 (57)

N— [ZFN (4—TnAaTz=N) TIJANKR=NVAFN] —7T—7
ntwu—2, 38, 4, 5—-FT b7 Fo—1H—1—-R_RVXT7P¥E—1—
HNVRFTT IR

TLC:Rf 034 (n—~F¥V BEgEFL=1:1) ;

NMR (CDCL) : 6 1.07(t,J=7.28 Hz, 3H), 1.25 (m, 1H), 1.82 (m, 3H), 2.65 (m,

3H), 3.65 (m, 4H), 4.52 (m, 1H), 5.06 (m, 1H), 7.11 (m, 7H),

Ehipl3 2 (58)
N— (2, 6 =—UAFARLDN) —2, 3, 4, 5—FT b7k Fu—-1H
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—1—RUATBE— 1 —HINVARFTT IR

TLC:Rf 046 (EffE=F/N :n—~FHor=1:2) ;

NMR (CDCL): § 1.34 (m, 1H), 1.91 (m, 3H), 2.29 (s, 6H), 2.67 (m, 3H), 4.12 (m,
1H), 4.42 (d, J = 4.67 Hz, 2H), 4.72 (m, 1H), 7.01 (m, 3H), 7.17 (m, 4H),

ERifI3 2 (59)

N— (1=AFN—1—Txz=LxFN) -2, 3, 4, 5—T 7k Fn
—~1H—1-R_RVATPEL—1—HARFIT IR

TLC:Rf 053 (BB F/NL:n—~FHr=1:2) ;

NMR (CDCL): § 1.29 (m, 1H), 1.57 (s, 6H), 1.93 (m, 3H), 2.61 (m, 3H), 4.57 (m,
2H), 7.25 (m, 9H),

Eiif 32 (6 0)

N—[1— (4—mprz=n) —1=—AFALTFA] —2, 3, 4, 5
—F St RFr—1H—1—- RV AT -1 —HAARFTTIR
TLC:Rf 036 (EEE—F/N:n—~FHr=1:3) ;

NMR (CDCL): § 1.29 (m, 1H), 1.53 (s, 6H), 1.93 (m, 3H), 2.67 (m, 3H), 4.52 (m,
2H), 7.27 (m, 8H),

£ 32 (6 1)

N— {2— [zFNV (4—TNFAuaTz=) TIJ)] TFN) —7T—TN
Awm—2, 83, 4, 5—-FF5bFu—1H—-1-RUVXTEE—1-F
NERFTT IR

TLC:Rf 050 (n—~ZFY v  BifgcFr=1:1) ;

NMR (CDCL): § 1.03(t,J=7.00 Hz, 3H), 1.30 (m, 1H), 1.88 (m, 3H), 2.63 (m,

3H), 3.24 (m, 6H), 4.42 (m, 1H), 4.55 (m, 1H), 6.61 (m, 2H), 6.8 (m, 4H), 7.02 (dd,
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J7=8.52,5.22 Hz, 1H),

EhFl3 2 (6 2)
N—[1— (2—7rFuard=z=n) ERYVPr—4—A] —2, 3, 4,

5—F FSbERn—1H—1—XRVAXTEE -1 —-IARFTITIF
TLC:Rf 043 (n—~FY¥v FE-FNL=3:2) ;

NMR (CDCL): 8 1.36 (m, 3H), 1.90 (m, SH), 2.75 (m, 5H), 3.29 (d, J = 11.26 Hz,
2H), 3.81 (m, 1H), 4.15 (d, J = 7.97 Hz, 1H), 4.61 (s, 1H), 6.95 (m, 4H), 7.22 (m, 4H),

EEFl3 2 (6 3)

7T—IN0Fa—N— (1—-Tz=)tR)TPr—4—-—AN) —2, 3, 4,
5—F 7 Fa—1H—1—-RUVATEEY—1—HNVFEFTTIF
TLC:Rf 047 (n—~FY¥ : FEcFL=3:2) ;

NMR (CDCL): § 1.33 (m, 3H), 1.93 (m, SH), 2.79 (m, 5H), 3.52 (d,‘J= 12.36 Hz,
2H), 3.82 (m, 1H), 4.07 (d, J = 7.97 Hz, 1H), 4.57 (s, 1H), 6.90 (m, SH), 7.20 (m, 3H),

EHaifl3 2 (6 4)

N— [1— (2—APFVTz=)) BRYV—4—A1] —2, 3, 4,
5—7F F5bRFr—1H—-1-—-_RVATEEY—1—AARFTTIFN B
7357

TLC:Rf 045 (n—~FHVv EBETFL=3:2) ;

NMR (CDCL): § 1.35(s, 1H), 1.91 (m, SH), 2.66 (m, SH), 3.53 (d, J = 10.99 Hz,
2H), 4.07 (m, 6H), 4.52 (m, 2H), 7.03 (m, 2H), 7.15 (m, 1H), 7.26 (m, 3H), 7.40 (¢, J
=7.83 Hz, 1H), 8.50 (d, J = 7.14 Hz, 1H),

Eii# 3 2 (6 5)
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N—{(18) —1— [=FNV (4—TNFuaTdz==\) T HIAKR=)]
TFN} —2, 3, 4, 5—T 7 FB—1H-1—-R_RUVXTEE—1
—HNVRFTT IR

TLC:Rf 066 (n—~F¥y EFEEzFL=1:1) ;

NMR (DMSO-dg) : 6 0.99 (m, 6H), 1.69 (m, 4H), 2.71 (m, 2H), 3.61 (m, 4H),

421 (m, 1H), 5.00 (m, 1H), 7.27 (m, 8H),

EfE 32 (66)

N— {2— [=FN (4—TNFaTz=)) FI)HhNVHE=)] =FN}
-2, 3, 4, 5—7F7t Fu—1H-1—-_XVXTEE—1—H/R
T IR

TLC:Rf 035 (BEE—FN :n—FH$r=3:1) ;

NMR (CDCL): & 1.05(t J=7.14 Hz, 3H), 1.43 (m, 1H), 1.84 (m, 3H), 2.15 (¢, J
= 5.91 Hz, 2H), 2.61 (m, 3H), 3.35 (m, 2H), 3.64 (q, ] = 7.14 Hz, 2H), 4.54 (m, 1H),
4.92 (t, J=5.77 Hz, 1H), 7.18 (m, 8H),

EiEFl3 2 (6 7)

N—{(18) —2— [=F) 4—7rFud=z=)l) TI)] —1—A
FATFNA} —2, 3, 4, 5—FT 7 Rr—1H—1-—-_XVAXTEBEV
—1—ANVRFTTIFR

TLC:Rf 05 (n—~F¥%  FgcFL=1:1) ;

NMR (DMSO-d) : § 1.01 (m, 6H), 1.57 (m, 2H), 1.67 (m, 2H), 2.62 (m, 2H),
3.04 (m, 1H), 3.24 (m, 3H), 3.45 (m, 2H), 3.94 (m, 1H), 4.84 (m, 1H), 6.70 (m, 2H),
6.90 (m, 2H), 7.15 (m, 4H),

EHfl 32 (6 8)
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N— (2=—RUUNFFIRVN) —2, 3, 4, 5—FT+J7bFr—1
H—1-—-RVATEEy— 1 —=HINVRFVT IR

TLC:Rf 027 (BE—FNL:n—~FHr=1:3) ;

NMR (CDCL) : § 1.35(m, 1H), 1.85 (m, 3H), 2.66 (m, 3H), 4.42 (m, 2H), 4.61
(m, 1H), 4.89 (t, J = 5.68 Hz, 1H), 4.95 (s, 2H), 6.85 (d, J = 8.06 Hz, 1H), 6.92 (t,J =
6.96 Hz, 1H), 7.21 (m, 11H),

EieFi3 2 (6 9)

N— [ (1R) —1— [Z=FN (4—TNFuTdxz=)V) TI)IAKR=/]
TFN] —2, 3, 4, 5—F b7 Fr—1H-1—-_UXTEE—1
—HANEFTT IR

TLC:Rf 054 (n—~IV%v: Bg=FL=1:1) ;

NMR (DMSO-d,): 6 0.96 (d, J=6.77 Hz, 3H), 1.01 (t, ] = 7.14 Hz, 3H), 1.65 (m,

4H), 2.70 (m, 2H), 3.62 (m, 4H), 4.23 (m, 1H), 5.01 (m, 1H), 7.28 (m, 8H),

£ 32 (7 0)

N—{2— [AFN (TFz=n) TI] RPNV —2, 3, 4, 5—7
FoERr—1H—1-—-RVUAXTEEV—1—INARFTT IR
TLC:Rf 039 (#EB—FNL:n—~FHr=1:2) ;

NMR (CDCL): & 1.36(m, 1H), 1.80 (m, 3H), 2.68 (m, 3H), 3.08 (s, 3H), 4.25 (d,
J = 5.86 Hz, 2H), 4.54 (m, 1H), 4.65 (t, J = 5.68 Hz, 1H), 6.41 (d, J = 7.69 Hz, 2H),
6.68 (t, J=7.14 Hz, 1H), 7.18 (m, 9H), 7.41 (m, 1H),

EiEfH3 2 (7 1)
N— (2, 3, 4, 5—F7 5t Fe—1H—1—-RUXT7PEL—1—4A

WHIVKR=)V) T2 VT 5= AFNLT ATV
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TLC:Rf 055 (n—~FH¥ B FL=1:1) ;
NMR (CDCL): 8 1.26 (m, 1H), 1.88 (m, 3H), 2.80 (m, 5H), 3.69 (s, 3H), 4.68 (m,

3H), 7.14 (m, 9H),

EiEl 3 2 (7 2)

N—{[t—=—TFN (4—TNrFaTdxz=)) TI] BVR=)AF)N}]
-2, 3, 4, 5—7bFF7Fu—1H—1—-RVAXTEE—1—-HNFR
V7 IFR

TLC:Rf 048 (EEBETFNL : n—~FHr=1:1) ;

NMR (CDCL): 6§ 1.23 (m, 1H), 1.31 (s, 9H), 1.88 (m, 3H), 2.68 (m, 3H), 3.43 (m,

2H), 4.52 (m, 1H), 5.13 (t, J = 4.49 Hz, 1H), 7.07 (m, 4H), 7.26 (m, 4H),

a3 2 (7 3)

N—{2— [t=TFnN (4—TNrFuTd=z=)V) TI/)] =FN} —2,
3, 4, 5—7 7 RFE—1H—-1-—-RXRVATBEY—1—ANKFTT
IF

TLC:Rf 021 (#E#EEcFNL:n—~FHr=1:2) ;

NMR (CDCL): 6 0.85 (s, 9H), 1.35 (m, 1H), 1.84 (m, 3H), 2.64 (m, 3H), 2.94 (m,
4H), 4.55 (m, 1H), 4.95 (m, 1H), 6.74 (m, 2H), 6.86 (m, 2H), 7.30 (m, 4H),

EieFl3 2 (74)

N— (2= [¥ZuZub’ )V (4—TJprFdarz=)V) TIJ)HNVER=)N]
zFA} —2, 3, 4, 5—F 7t Fu—1H-1—_UX7EE—1
—ANREYT IR

TLC:Rf 033 (n—~F¥v . EEEzFL=1:2) ;

NMR (DMSO-dg) : & 0.41 (m, 2H), 0.76 (m, 2H), 1.65 (m, 4H), 2.44 (t, J = 6.50
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Hz, 2H), 2.66 (m, 2H), 3.09 (m, 1H), 3.26 (q, J = 6.16 Hz, 2H), 3.45 (m, 2H), 5.17 (m,
1H), 7.18 (m, 8H),

Ll 32 (75)

N— {(3— [¥Zu7ubr (4—Iirtrrd=z=)N) TI)] Faen}
—2, 3, 4, 5—-F7F7bFu—1H—-1—-RVXT7TEE—1—HNAK
YT IFR

TLC:Rf 042 (n—~FY¥r  EigxFL=1:1) ;

NMR (CDCL): 8 0.48 (m, 2H), 0.74 (m, 2H), 1.26 (m, 1H), 1.65 (m, 2H), 1.99 (m,
3H), 2.31 (m, 1H), 2.72 (m, 3H), 3.18 (m, 2H), 3.31 (m, 2H), 4.25 (m, 1H), 4.61 (m,
1H), 6.83 (m, 4H), 7.22 (m, 4H),

Efig3 2 (76)

N—{1— [=FNV (4d—TnFuaTdz=)V) TI)hVR=V] —2—7
z=NVTFN} —2, 3, 4, 5—FT 7t Rue—1H—-1—-RVXTEY
V=1—=ANRFTTIF

TLC:Rf 033 (n—~FHv FBzFL=2:1) ;

NMR (DMSO-dy) : 6 1.00 (m, 3H), 1.62 (m, 4H), 2.66 (m, 4H), 3.41 (m, 2H),
3.60 (m, 2H), 4.44 (m, 1H), 4.90 (d, J = 8.24 Hz, 1H), 7.14 (m, 13H),

EiEH32 (77)

vrvuZab’ ) (4—Jrtdnadz=)) TII)ANK=ZAVAFAL—2, 3,
4, 5—7F 5 Rfr—1H—1—-RUVRAT7EBEY— 1 —INVRFTTIF
TLC:Rf 042 (n—~FHr FER-FL=1:1) ;

NMR (DMSO-d,) : 6 0.63 (m, 4H), 1.67 (m, 4H), 2.72 (m, 2H), 3.13 (m, 1H),

3.48 (m, 2H), 3.86 (d, J = 5.13 Hz, 2H), 5.21 (m, 1H), 7.22 (m, 8H),
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Eip32 (7 8)

[ (2R) —=FN (4—INFuTdz=)N) TI/)—2—Fut’r7 /]
—2, 3, 4, 5—5F b7t Ru—1H-1—RXVATEE—1—ALAR
T IR

TLC:Rf 071 (n—~FH HFg-FL=1:1) ;

NMR (CDCl,) : § 1.06 (m, 6H), 1.25 (m, 1H), 1.92 (m, 3H), 2.61 (m, 3H), 2.91
(dd, J = 14.46, 7.51 Hz, 1H), 3.28 (m, 3H), 4.06 (m, 1H), 4.18 (m, 1H), 4.58 (m, 1H),
7.10 (m, 8H),

EiEfi3 2 (79)

N— (22— [¥Zu7ebt )V (4—7rFduaTdz=N) 7] =FN}) —
2, 3, 4, 5—F7 7 Fr—1H-1-RUVATEE—1—-HINVRF
V7 IF

TLC:Rf 069(n—~FYV Bifg=FL=1:1) ;

NMR (CDCL): § 0.46 (m, 2H), 0.75 (m, 2H), 1.26 (m, 1H), 1.91 (m, 3H), 2.34

(m, 1H), 2.62 (m, 3H), 3.42 (m, 4H), 4.31 (m, 1H), 4.56 (m, 1H), 7.08 (m, 8H),

L3 2 (80)

N— [83— [=FN (Fx=)N) T HNAR=N] ] —2, 3,
4, 5—-F 7t Fr—1H—1—-—X_XVXTEBE S~ 1—IAARFTT IR
TLC:Rf 020 (EEE—FN:n—~FHr=3:1) ;

NMR (CDCL): & 1.07(t,J=7.14 Hz, 3H), 1.38 (m, 1H), 1.69 (m, SH), 1.97 (¢, J
=7.23 Hz, 2H), 2.54 (m, 3H), 3.09 (m, 2H), 3.69 (q, J = 7.14 Hz, 2H), 4.31 (m, 1H),
4.61 (m, 1H), 7.24 (m, 9H),
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Ll 32 (8 1)

N— {4— [=FNV (F=z=N) TI2] 7FN} —2, 3, 4, 5—=T b
S Re—1H—1—-_VATEEV— 1 —DNVFRFTTIF
TLC:Rf 031 (Ef—FN:n—~FHr=2:3) ;

NMR (CDCL): 6 1.11(t J=7.05Hz, 3H), 1.45 (m, SH), 1.93 (m, 3H), 2.61 (m,
3H), 3.23 (m, 4H), 3.32 (q, J = 7.02 Hz, 2H), 4.25 (t, ] = 5.49 Hz, 1H), 4.63 (m, 1H),
6.63 (m, 3H), 7.20 (m, 6H),

Eiafl 3 2 (8 2)

N— (2= )% RVVN) —2, 3, 4, 5—7 7k FRa—1H-—
1 —_RUATEEY—1—IARFTT IR

TLC:Rf 021 (n—~FH¥ > HFgFL=3:1) ;
NMR(CDCL) : § 1.31 (s, 1H), 1.88 (m, 3H), 2.66 (m, 3H), 4.39 (s, 2H), 4.60 (s,
1H), 4.83 (t, ] = 6.04 Hz, 1H), 6.79 (m, 3H), 7.16 (m, 9H), 7.40 (dd, J = 7.32, 1.46 Hz,
1H),

£l 3 2 (8 3)

N— [1— [=FNV (4—TNFuaT==\) TI)] yrurasr—1
—ANVAFN] —2, 8, 4, 5—FT rFbFu—1H—-1—RVXT7TEY
V=1 —=ANVERFVTIF

TLC:Rf 027 (n—~FH v Bz FL=2:1) ;

NMR(CDCL) : & 0.84 (m, 4H), 1.03 (t, J = 7.05 Hz, 3H), 1.32 (m, 1H), 1.89 (m,
3H), 2.60 (m, 3H), 3.31 (q, J = 7.02 Hz, 2H), 3.38 (d, J = 6.04 Hz, 2H), 435 (t, J =
5.95 Hz, 1H), 4.58 (m, 1H), 6.66 (m, 2H), 6.85 (m, 2H), 7.00 (m, 1H), 7.19 (m, 3H),

Ehf 3 2 (84)
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N— (4—R_UINFFIRUIVNV) —2, 3, 4, 5—Fr7ktfFu—1
H—1-—-R_RXT7TEE—1—IARFTT IR

TLC:Rf 029 (n—~FHVv B FL=2:1) ;
NMR(CDCL) : 6 1.36 (m, 1H), 1.92 (m, 3H), 2.60 (m, 3H), 4.32 (s, 2H), 4.56 (m,

2H), 5.03 (s, 2H), 6.89 (m, 2H), 7.14 (m, 2H), 7.30 (m, 9H),

L3 2 (85)

N— (2—7nrFaxR0PN) —2, 3, 4, 5—7 7 RFe—1H—-1
—RUXTEE S — 1 —HANRFTT IR

TLC:Rf 038 (n—~FYVv:EE=FL=2:1),

Eig 32 (86)
N— (3—7nrtuxro))) —2, 3, 4, 5—5F b7 RFu—1H—-1
—RUAFVPE—1—=HNVRFTT IR

TLC:Rf 031 (n—~FYV v BifgFL=2:1),

EiiFI3 2 (8 7)

N— (2—Zmpuxyon) —2, 3, 4, 5—5Fr5bFu—1H—-1—
RYATPEY—1—HIARFTT IR

TLC:Rf 039 (n—~FH v FgcFL=2:1),

EifFl3 2 (8 8)

N— (3—Zwvuxyon) —2, 3, 4, 5—7r7Fr—1H—1—
RUATEEy—1—HARFTT IR

TLC:Rf 033 (n—~FH v Eg—FL=2:1) ,
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EiF 3 2 (8 9)

N— (4—maxyYn) —2, 3, 4, 5—-7 b7 Fr—1H—-1—
RUATEE —1 —INARFTTIFK

TLC:Rf 032 (n—~FV v EFzFL=2:1),

EpI32 (90)
N— (2—AFFIRUOVN) —2, 3, 4, 5—F7 b7 RFu—1H—-1
— R ATFPE— 1 —INREFVT IR

TLC:Rf 029 (n—~%¥ :BfgcFL=2:1),

EWEHI32 (91)
N— (3—AFHFI_UPN) —2, 3, 4, 5—FT hFtFu—-1H-1
—RUATEPE— 1 —ANARFT IR

TLC:Rf 023 (n—~FHV v B~ FL=2:1),

EWfI3 2 (92)

N— (2—RAFNARyPN) —2, 3, 4, 5—T 7 Fu—1H—-1—
RUAXTEE =1 —ANHRFTT IR

TLC:Rf 036 (n—~FY¥  EEEcFL=2:1),

£l 3 2 (9 3)

N— (3—AFARUPN) —2, 3, 4, 5—Th7bFe—1H—-1—
RUAXTEE =1 —AINVEFTT IR

TLC:Rf 036 (n—~F%Y  BE=FL=2:1),

ERFI3 2 (94)
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N— (4—AFNRyIPN) —2, 3, 4, 5—F7r7Fu—1H—1—
RURTEE— 1 —ANARFVT IR

TLC:Rf 036 (n—~F¥ o BB FL=2:1),

5 ZWE#l32 (95)
N— (2—RUTNFQRAFARPN) —2, 3, 4, 5—T b7k R
—1H—1 - RUXTEEY—1—HAARFTT IR
TLC:Rf 044 (n—~FH B FL=2:1),

10 ZEhfli32 (96)
N— (2—=73I/)Rv¥V) —2, 3, 4, 5—F7 b7 RFe—1H—1~-
RUATFEBE =1 —HINHEFTTIF
TLC:Rf 018 (n—~FYV v Bff~FL=2:1) ,

15 EiifI3 2 (97)
N— (2—hFUTZAFBARFIRVUNL) —2, 3, 4, 5—FFF7EFR
g—1H—1—-RVATPE—1—INHEFTTIF

TLC:Rf 044 (n—~FH v  BizFL=2:1) ,

20 FE#BI3 2 (98)
N— (2—=Y70Fa R FI_vPN) —2, 3, 4, 5—7h7k e
—1H-1—RAARXTEE =1 —IAARFTTIF
TLC:Rf 036 (n—~FH v B FL=2:1),

25 FEhaFI3 2 (99)
N— (2—FUTNFaRrAFALFARVN) —2, 83, 4, 5—FT Tk
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Fg—1H—1— RV AT -1 —INARFTT IR

TLC:Rf 044 (n—~FYV v : BigcFL=2 :

EiEHI 32 (100)
N— (E7z=—2—A)AFN) —2, 3, 4,

H—1—RVAAARTPE — 1 —HINARFTTIN

TLC:Rf 042 (n—~FY: Bz FL=2 :

EHFI3 2 (101)
N— (2, 3—Y7tuxRroN) —2, 3, 4,

H—1—-RUATPE—1—INAARFTT IR

TLC:Rf 036 (n—~&xVv B FL=2 :

EfiF 32 (102)
N— (2, 4—Y7rFuxron) —2, 3, 4,

H—1—-RV A7 —1—DINARFYTINR

TLC:Rf 042 (n—~FY% : B F /L =2 .

EfEf3 2 (103)
N— (2, 5—yY7rduxyson) —2, 3, 4,

H—1-—-RVXTFTEE—1—HNARFTT IR

TLC:Rf 047 (n—~FV v B FL=2 :

EiEFI3 2 (104)

N— (2, 6 —Yr7rgtaxron) —2, 3, 4,

H—1—" RV AXT7PE—1 —DINAARFVTIFK

166

L),

5—7 7k FRn—1
1),
5—7FF7b Fu—1
1),
5—7 7k Fu—1
1),
5—7 7t PFu—1
1) .
5—7 b7t Fu—-1



10

15

20

25

WO 03/068753 PCT/JP03/01481

TLC:Rf 041 (n—~¥¥ v BifcFNL=2 :1) ,

EhEp 32 (105)
N— (38, 5—Y7AtuxvIn) —2, 3, 4, 5—7 7k Fu—1
H—1—-RARXTPES— 1 —INEFTT IR

TLC:Rf 041 (n—~F%¥ v Bfft=FL=2:1) ,

EiEfl 32 (106)
N— (3, 4—Y7rF4uxvyon) —2, 3, 4, 5—7Fbr7k k-1
H—1-—-RUAAAXTPES =1 —HNARFTT IR

TLC:Rf 031 (n—FH¥ iz FNL=2:1) ,

EiBl3 2 (107)

N— [2—xFN (3—RAFNTxz=)V) TI)FNL] —T7T—_UVNF
¥v—2, 3, 4, 5—F b Fu—1H-1-_VXT¥EV~1—%
NARFVT IR ‘

TLC:Rf 049 (n—~FH¥ v  EiE=FAL=1:1) ;
NMR(CDCL): & 1.06 (m, 3H), 1.28 (m, 1H), 1.80 (m, 1H), 1.91 (m, 2H), 2.29 (m,
3H), 2.61 (m, 3H), 3.28 (q, J = 7.05 Hz, 2H), 3.36 (m, 4H), 4.48 (m, 2H), 5.03 (s, 2H),
6.48 (m, 3H), 6.71 (dd, J = 8.52, 3.02 Hz, 1H), 6.84 (d, J = 3.02 Hz, 1H), 6.96 (d, J =
8.52 Hz, 1H), 7.06 (m, 1H), 7.38 (m, SH),

Eiifl32 (108)
N— (4—RUONFFIRDVN) —8—TNFuw—2, 3, 4, 5—7T
FoEeRFr—1H—1—-RUXTEES =1 —-HARFTTIFK

TLC:Rf 074 (n—~XYV Bz FNL=2:1) ;
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NMR(DMSO-d)) : § 1.58 (m, 2H), 1.72 (m, 2H), 2.66 (m, 2H), 3.50 (m, 2H), 4.17
(d, T = 6.04 Hz, 2H), 5.07 (s, 2H), 5.97 (m, 1H), 6.94 (m, 4H), 7.14 (m, 2H), 7.35 (m,

6H),

FEhE 3 2 (134)

N— (4 —RUONFFRIRUDN) —T—TINFr—-2, 3, 4, 5—7
FSePFu—1H—1—R_UVATEEy -1 —HARFTTIFR
TLC:Rf 058 (n—~F¥r : FgEcFL=1:1) ;
NMR(CDCL): § 1.26 (m, 1H), 1.98 (m, 3H), 2.57 (m, 3H), 4.34 (m, 2H), 4.48 (m,
1H), 4.62 (m, 1H), 5.03 (s, 2H), 6.90 (m, 4H), 7.13 (m, 3H), 7.35 (m, SH),

EhEl 32 (135)

N— (4—RUINFFRIRVN) —2, 3, 4, 5—Th7EFr—1
H—1—-RVATPEL—1 —ANARFYT IR

TLC:Rf 031 (n—~%¥ : BHETFL=2:1) ;
NMR(CDCL): & 1.26 (m, 1H), 1.93 (m, 3H), 2.76 (m, 3H), 4.32 (m, 2H), 4.60 (m,

2H), 5.03 (s, 2H), 6.89 (m, 2H), 7.28 (m, 11H),

EiEFI3 2 (136)

N—[1— (2—=R2AFFVT7z=n) ERYDy—4—A1] —2, 3, 4,
5—7 ot Fn—1H—1-—-RVATEE—1—INARFTTIF
TLC:Rf 031 (n—~F%¥V BT FL=3:2) ;

NMR(CDCL) : & 1.43 (m, 3H), 1.94 (m, SH), 2.68 (m, 5H), 3.29 (d, J = 11.26 Hz,
2H), 3.80 (m, 4H), 4.16 (d, J = 8.24 Hz, 1H), 4.59 (s, 1H), 6.91 (m, 4H), 7.23 (m, 4H),

Efi 32 (137)
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1— [ (2R) —6, 6 =Y AFEYZu [3. 1. 1] ~ATHr—2—
ANAFAINANEALN] —2, 3, 4, 5—FT Pk Fu—1H—-1—R
VAT

TLC:Rf 026 (n—~XxV Bt FNL=4:1) ,

EHFI3 2 (138)
1— (2—AFATZ2a~FINNhARREL)N) —2, 3, 4, 5—

N
—-
!

ERFe—1H—1—-RU X7
TLC:Rf 022 (n—~F%YV v B F/L=4:1) ,

L3 2 (139)

1— (83=AFAvr7ua~FVNVINNESL)N) —2, 3, 4, 5—T+7
ERe—1H—1—R_RVATEE

TLC:Rf 022 (n—~FH EgzFNL=4:1),

Eiafi3 2 (140)
1— (4—RXAFAT7a~FINVHIARNELN) —2, 3, 4, 5—TF+F
FRe—1H— 1R XT7EE S

TLC:Rf 022and0.16 (n—~%¥ o : BifgcFL=4 : 1) ,

Eif 32 (141)
1— (2=FYRARAFALINLNELN) —2, 3, 4, 5—F 5k Ro—
1H— 1 —RU AT

TLC:Rf 011 (n—FV v B FIL=4:1) ,

Eii 32 (14 2)
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1— (1 —=FTFAAFANINLNREL)N) —2, 3, 4, 5—T b7 Fnm
—1H—1—-RAATP¥E

TLC:Rf 011 (n—~FY Bt FNL=4 1),

£ 3 2 (143)
1— (FFIEFRRTITU—=2—ANAFAIANELN) —2, 3, 4,
5—5F 7k RFu—1H—-1—-RXRVATEEY

TLC:Rf 061 (Zuumih : A& )—L=9:1),

Eififf|3 2 (144)
1— (22—t Fuxy—2—Tx=VFILINNNEAN) —2, 3, 4,
5—F S5k Fu—1H—1—- R X7V

TLC:Rf 048 (Zuuksnh: : AF¥/)—N=9 :1),

EHif3 2 (145)
1— (1 —uvV7FLhANNEALN) —2, 3, 4, 5—T F7k Fm

—1H—1—RUXTPEV
TLC:Rf 030 (n—~%Yr:BigcFil=4:1) ,

Eimpl3 2 (146)
1— (B=RAFNTF—=2—ANVAFLINREALN) —2, 3, 4, 5
-5, Rr—1H—-1—XRVAT7TEEY

TLC:Rf 013 (n—~FYV : Bifg=FL=4:1) ,

EF 32 (147)
1— (1—=RAFA—3—Txz=ATabtNILRESL)L) —2, 3, 4, 5
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—7 o RFu—-1H—-1—-RUVXT7HEE

TLC:Rf 018 (n—~FH o Eifg=Fr=4:1) ,

EiiB32 (148)

L= (2—=AFNTFNIVNREL L) —2, 3, 4, 5~F F5 b K —
1H—1—- R A7

TLC:Rf 030 (n—~FV v EfgcFL=3:1),

Eiigli32 (149)

1= (B=AFNTFNAHLANELN) —2, 3, 4,
lH— 1 —-RUX7PE

TLC:Rf 031 (n—~F¥ v EgzFL=3:1),

EhE#l 32 (150)
L=—A~"TFAANNRELN—2, 3, 4, 5—F 5t Fu—1H—-1 -~
VAT

TLC:Rf 031 (n—~FY2 i FL=3:1) ,

EiEp32 (151)

1= [(LR) —1—= (4=RAFNTxz=n) ZFAHLNELNL] — 2,
3, 4, 5—7bhF7tFu—-1H—-1—- RV X7PFL

TLC:Rf 024 (n—~FV> Bz FL=3:1),

e 32 (15 2)

1—[1—(4—7wju7;:w)1%wﬁWN%4w]—2,3,4,

5—7 F7bFu—-1H—-1-—-RUX7PEL
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TLC:Rf 018 (n—~FHVr : BEFL=3 :

g3 2 (153)

1— (2—F = AFNVIANREAN) — 2,
—1H—1—- RV XT7¥E
TLC:Rf 017 (n—~%¥ : B~ F N1 =3 :

Eifif 32 (154)

1— (4—=T I ) ANB= RV NNTEA)I)
FZEFRu—1H-—1 — R A7

TLC:Rf 022 (ZuuafRih: AF /) —)L=9 :

EiF 32 (155)

1— (RYTY—=N—3 A NANREA)N) — 2,
Fe—1H—1—-R_XVAXTEEY

TLC:Rf 053 (ZruafRih:: AF /) —)b=9 :

32 (156)

1— (RUXALIFS—N—2—A VAN EAL))
;S Fu—1H—-1 RV XTEES

TLC:Rf 045 (ZuuaiRjbh : AH¥/)—nN=9 :

EHiFI32 (157)

PCT/JP03/01481

—2, 3, 4, 5—7T

1) =]

-2, 3, 4, 5—7

1),

1— [6—=AFAFF (M TS —N—3—AN) IA)INELNV] —2, 3,

4, 5—7hFbeFr—1H—~-1—RXUVXTEEV

TLC:Rf 014 (n—~FY¥ Bz F1L=3:1) ,
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Eiifl32 (158)

1— [1—2AFr—4—F%Y (4, 5—VeFufIFS—n) —2—4A
WANNEAN] —2, 3, 4, 5—TFT b7 Fr—1H—-1-—-RVXTE
|

TLC:Rf 055 (Zuaf)h: AF /) —Nr=9:1),

32 (159)
1— [6—T=z=V (K5 —NV—3—A)) hANEAL)NV] —2, 3, 4,
5—F St Fue—1H—1—R_U X7

TLC:Rf 031 (n—F¥% B FL=3:1),

Eiipl3 2 (160)

1— [A—AFFTHONR=N (FAT2—3—AN) ANNREA)N] —
2, 3, 4, 5—-F7r5eRu—1H—1—-R_VXTEEY

TLC:Rf 042 (n—~FV o Bt FL=3:1),

i3 2 (161)
1— [A—AFN (YD —2—AN) ANRREALNV] —2, 3, 4,
5—F St RFr—1H—-1-—-RUVXATPE

TLC:Rf 052 (Zugijbh: A% )—1L=9:1),

£l 3 2 (162)

1— ()Y —83—ANIANEALN) —2, 3, 4, 5—F b7k Ko
—1H—1—-R_VXT7EE

TLC:Rf 069 (Zuuf/Lh: AF/)—L=9:1),
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E#if33 (1) ~Fhafl13 3 (8)
BT 5{LEWERNT, Effl1 9 TREND G L RBRICEEL T,
UTomtEz2E T 2FREAEMERL.

EhEfl 33 (1)

N— (4, 6 —VAFAEYDV—2—AN) —2, 3, 4, 5—T Tk
Fe—1H—1—XRVAXT7PEE—1—=INAARFTT IR

TLC:Rf 036 (n—~F%¥:E#-F1L=3:1)

NMR (CDCL,) : § 7.83 (s, 1H), 7.31-7.22 (m, 4H), 6.88 (bs, 1H), 6.59 (s, 1H),
4.80-4.60 (br, 1H), 2.95-2.63 (br, 3H), 2.29 (s, 3H), 2.28 (s, 3H), 2.10-1.76 (br, 3H),
1.52-1.26 (br, 1H),

Eiapl3 3 (2)

N— (6—Zuvu—1, 3—RUVIFT7/—AN—2—A1N) —2, 3, 4,
5—5 FFeRr—1H—1-—-R_UVATEEV— 1 —HIARFTTIK
TLC:Rf 044 (n—~FVr BT FL=3:1) ;

NMR (CDCL): § 7.93 (bs, 1H), 7.75 (d, ] = 2.1 Hz, 1H), 7.49 (d, ] = 8.4 Hz, 1H),
7.35-7.27 (m, 5H), 4.68 (m, 1H), 2.88-2.72 (m, 3H), 2.09-1.85 (m, 3H), 1.40 (m, 1H),

EiEsl3 3 (3)

T—ROPNVFHFY—N— (4—APFVAIFV—2—RAFNT =)L)
-2, 3, 4, 5—-7F7Fu—1H-1—-_UXTEE/—1—-HNR
*TIFR

TLC:Rf 020 (n—~F%V B FL=2:1) ;

NMR(CDCL) : & 1.37 (m, 1H), 1.90 (m, 6H), 2.75 (m, 3H), 3.4 (s, 3H), 4.63 (d, J
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= 12.64 Hz, 1H), 5.07 (m, 4H), 5.93 (s, 1H), 6.77 (d, ] = 2.75 Hz, 1H), 6.85 (m, 2H),
6.94 (d, T = 3.02 Hz, 1H), 7.24 (m, 1H), 7.38 (m, SH), 7.64 (d, ] = 8.79 Hz, 1H),

£l 3 3 (4)

T—RUVNFFRY—N— (4—APFVRAPFV—3—AFNT =)
-2, 83, 4, 5—FF7bRFue—1H—-1—-RVATEEY—1—HNVK
VT7IF

TLC:Rf 030 (n—~FHV v Bz FL=2:1) ;

NMR(CDCL) : § 1.37 (m, 1H), 1.90 (m, 3H), 2.19 (s, 3H), 2.73 (m, 3H), 3.46 (s,
3H), 4.64 (d, ] = 13.46 Hz, 1H), 5.08 (s, 2H), 5.12 (s, 2H), 6.08 (s, 1H), 6.88 (m, 3H),
7.01 (m, 1H), 7.13 (d, J = 2.75 Hz, 1H), 7.19 (d, J = 8.52 Hz, 1H), 7.41 (m, SH),

£l 3 3 (5)

7T—AFFY—N— (4=RAPFVAPIFV—2—RAFNTz=) —2,
3, 4, 5—57 7t Ru—1H-1—-RUVAXTEEV—1—IVEFTT
IF

TLC:Rf 026 (n—~F%Y%v B FL=2:1) ;

NMR(CDCL) : & 1.39 (m, 1H), 1.90 (m, 6H), 2.75 (m, 3H), 3.44 (s, 3H), 3.83 (s,
3H), 4.63 (d, ] = 13.74 Hz, 1H), 5.10 (s, 2H), 5.94 (s, 1H), 6.82 (m, 4H), 7.25 (d, J =
7.69 Hz, 1H), 7.63 (d, J = 8.79 Hz, 1H),

Ehasl3 3 (6)

T—AFFV—N— (4—AFFVAIFV—3—AFNTz=/) —2,
3, 4, 5—FFr5b Re—1H—1-—-_UXTEEY—1—HNEAFVT
SN

TLC:Rf 031 (n—~F¥v  FEgzFL=2:1) ;
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NMR(CDCL) : § 1.37 (m, 1H), 1.84 (m, 3H), 2.19 (s, 3H), 2.71 (m, 3H), 3.46 (s,
3H), 3.84 (s, 3H), 4.64 (d, J = 13.46 Hz, 1H), 5.12 (s, 2H), 6.08 (s, 1H), 6.78 (m, 1H),
6.84 (d, T = 2.75 Hz, 1H), 6.91 (d, J = 8.79 Hz, 1H), 7.01 (m, 1H), 7.13 (d, J = 2.47
Hz, 1H), 7.20 (d, ] = 8.52 Hz, 1H),

Ehi% 3 3 (7)

T—RUOVNNVFFY—N— (2—=TNFB—4—A I FTRA IRV T 2=
—2, 8,4, 5—-FF7RFr—1H—1—-RVAXTEEY—1—-HNR
T IR

TLC:Rf 026 (n—~F%HV  EEEFNL=3:1) ;
NMR(CDCL,): § 1.40 (m, 1H), 1.89 (m, 3H), 2.75 (m, 3H), 3.44 (s, 3H), 4.63 (d,J
= 13.74 Hz, 1H), 5.08 (s, 2H), 5.09 (s, 2H), 6.29 (d, J = 2.47 Hz, 1H), 6.72 (m, 1H),
6.78 (m, 1H), 6.86 (dd, J = 8.52, 3.02 Hz, 1H), 6.93 (d, J =2.75 Hz, 1H), 7.22(d, J =
8.52 Hz, 1H), 7.41 (m, 5H), 7.97 (t, T = 9.07 Hz, 1H),

EiEfl 3 3 (8)

N— (5—AFN—1, 3—FT7/——2—AN) —2, 3, 4, 5—7
FSERE—1H—1—RUVATEEY—1—IAHFFTT I
TLC:Rf 038 (n—~XH% B FL=1:1) ;

NMR (CDCL) : 8 1.36 (m, 1H), 1.86 (m, 3H), 2.35 (m, 3H), 2.78 (m, 3H), 4.66 (d, J
= 14.01 Hz, 1H), 6.90 (d, J = 1.37 Hz, 1H), 7.29 (m, SH),

LB 3 4

4— (2, 83, 4, 5—FF5bRFe—1H-1—XRUVATEEV—1—4A
WHNR=NVT I ) AFN) 7= ) F VBl

i1 2 (2) TRELLEDORDYICEKFH 32 (135) TR
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ELILEMERAWT, EEfl 1 4 ->FHk6 1 7 ->FEH 1 8 TRENDH
HERRICEEL T, L TOMMEEZE T 5ARBLEMEET,
TLC:Rf 039 (Zuulih: A¥)—N=5:1) ;

NMR (DMSO-dy) : & 1.61 (m, 2H), 1.73 (m, 2H), 2.69 (m, 2H), 3.49 (m, 2H), 4.16

(d, J = 6.04 Hz, 2H), 4.57 (m, 2H), 5.60 (m, 1H), 6.83 (m, 2H), 7.19 (m, 6H),

FEifl 3 5

N— (2, 3, 4, 5—F 5t Fur—1H—1—-_UVXT7T¥EV—1—4
NANKR=N) T2 VT T2

gl 1 7 TRE L EDORDLVIZEHHI3 2 (71) THRELZA
EMERWNT, Eiifl 1 8 TRINDHIEL RRICEIEL T, UUTOMMERE
/T 5ARBLEN TG,

TLC:Rf 042 (BEEBT—FN)

NMR (DMSO-dg) : & 1.63 (m, 4H), 2.60 (m, 2H), 2.89 (dd, J = 13.64, 7.96 Hz,
1H), 2.99 (m, 1H), 3.37 (m, 2H), 4.36 (m, 1H), 5.14 (m, 1H), 7.17 (m, 9H), 12.47 (m,
1H),

Eiagl36 (1) ~FEhhl3 6 (8)

2, 38, 4, 5—FF7bFr—1H—1—-R_RUVXTEBELORDYICH
W BEWEAVT, Effl 1 1 TRENDHELRRICBRIELTUTO
W E AT 5 ARAEMERT, |

EHEFI 36 (1)

N—RyPNV—2, 3, 4, 5—7 7t Fr—1H—1—RVAXTEEV
—1—HANVARFFTINK

TLC:Rf 037 (BiE=FNL:n—~FHr=1:4)
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NMR (CDCL): § 1.41 (m, 1H), 1.80 (m, 1H), 2.01 (m, 1H), 2.32 (m, 1H), 2.71 (m,
2H), 2.98 (m, 1H), 4.76 (dd, J = 15.11, 5.22 Hz, 1H), 4.94 (m, 1H), 5.41 (m, 1H),

5.62 (m, 1H), 7.24 (m, 9H),

Eiipl3 6 (2)

N— (4—7nrAuxyPn) —2, 3, 4, 5—7h7eFu—1H—-1
—RURXTPPEY—1—HINAFAFTIF

TLC:Rf 030 (BEE=F/L:n—~FHr=1:4) ;

NMR (CDCL) : 6 1.40 (m, 1H), 1.79 (m, 1H), 2.01 (m, 1H), 2.31 (m, 1H), 2.69
(m, 2H), 2.98 (m, 1H), 4.70 (dd, J = 15.11, 4.94 Hz, 1H), 4.91 (m, 1H), 5.39 (m, 1H),
5.61 (m, 1H), 6.97 (m, 2H), 7.24 (m, 6H),

EiEsl3 6 (3)

N— (2—RUINFFIRDN) —2, 3, 4, 5—Tr7bkFu—1
H—1-—- RV AT —1—HINBFAT IR

TLC:Rf 068 EETFNL:n—~FH=1:3) ;

NMR (CDCL) : § 1.33 (m, 1H), 1.74 (m, 1H), 1.94 (m, 1H), 2.25 (m, 1H), 2.60
(m, 2H), 2.90 (m, 1H), 4.80 (dd, T = 13.91, 4.76 Hz, 1H), 4.91 (s, 2H), 4.9 (m, 1H),
5.36 (m, 1H), 6 .02 (m, 1H), 6.82 (d, J = 8.42 Hz, 1H), 6.92 (t, ] = 6.96 Hz, 1H), 7.17
(m, 11H),

EiEpi3 6 (4)

N— (2—=7=)%Y_vUN) —2, 3, 4, 5—T 7 Fr—1H—
1 —RUORXTEEY—1—HINVHRFFT IR

TLC:Rf 028 (n—~FHV v FEcFL=9:1) ;

NMR (CDCL) : & 1.34 (m, 1H), 1.76 (m, 1H), 1.95 (m, 1H), 2.26 (m, 1H), 2.63
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(m, 2H), 2.92 (t, J = 12.63 Hz, 1H), 4.78 (dd, J = 14.83, 5.31 Hz, 1H), 4.93 (m, 1H),
535 (d, J = 13.55 Hz, 1H), 5.98 (t, J = 4.94 Hz, 1H), 6.75 (m, 3H), 7.17 (m, 9H), 7.44
(dd, T=17.51, 1.65 Hz, 1H),

EiEpl3 6 (5)

N— (2—RUPAFF—4—rauyP)) —2, 3, 4, 5—F
S FrFr—1H—1—RXRVXTEEY—1—-AINARFFTIF
TLC:Rf 030 (n—~FV% > Ef=FL=9:1) ;
NMR(CDCL): § 1.33 (m, 1H), 1.75 (m, 1H), 1.96 (m, 1H), 2.23 (m, 1H), 2.61 (m,
2H), 2.90 (t, ] = 12.82 Hz, 1H), 4.72 (dd, J = 14.83, 5.31 Hz, 1H), 4.94 (m, 3H), 5.34
(d, J=13.18 Hz, 1H), 5.92 (t, ] = 5.13 Hz, 1H), 6.83 (d, J = 1.83 Hz, 1H), 6.91 (dd, J
=17.87, 2.01 Hz, 1H), 7.19 (m, 10H),

Ehepl3 6 (6)

N— (2—un—4—7rFuaxron) —2, 3, 4, 5—7h7EF
B—1H—1-RVATEE— 1 —HINKRFAFTIF

TLC:Rf 040 (n—~%Yr:EEEzFL=9:1) ;

NMR (CDCL): & 1.36 (m, 1H), 1.79 (m, 1H), 1.9 (m, 1H), 2.27 (m, 1H), 2.70
(m, 2H), 2.96 (m, 1H), 4.68 (dd, J = 15.01, 5.49 Hz, 1H), 4.96 (m, 1H), 5.33 (d, J =
13.91 Hz, 1H), 5.85 (t, J = 5.49 Hz, 1H), 6.94 (m, 1H), 7.05 (dd, J = 8.42, 2.56 Hz,
1H), 7.13 (m, 1H), 7.28 (m, 3H), 7.45 (dd, T = 8.42, 6.22 Hz, 1H),

Ll 36 (7)

N— (4 —RUVNFFY—2—uaxRyP)N) —2, 3, 4, 5—F
SeFe—1H—1-—-_RVATEEY—1—ANRFAFT I
TLC:Rf 029 (n—~FVr  Fi=FNL=9 :1) ;
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NMR (CDCL) : & 137 (m, 1H), 1.78 (m, 1H), 1.99 (m, 1H), 2.26 (m, 1H), 2.69
(m, 2H), 2.94 (t, T = 12.45 Hz, 1H), 4.65 (dd, J = 15.01, 5.49 Hz, 1H), 4.92 (m, 1H),
5.01 (s, 2H), 5.3 5 (d, J = 13.55 Hz, 1H), 5.81 (t, ] = 5.68 Hz, 1H), 6.82 (dd, J = 8.42,
2.56 Hz, 1H), 6.93 (d, J = 2.20 Hz, 1H), 7.13 (m, 1H), 7.30 (m, 9H),

Eiasl3 6 (8)

N— {2— [AFN (F==p) TI2]IRUPALL —2, 8, 4, 5—7F
FoEeRr—1H—1-—-RVATEES =1 —IAVRFATIN
TLC:Rf 069 (#EEE—FNL:n—~FHhr=1:2) ;

NMR (CDCL) : § 1.33 (m, 1H), 1.76 (m, 1H), 1.95 (m, 1H), 2.26 (m, 1H), 2.63
(m, 2H), 2.91 (m, 1H), 3.03 (m, 3H), 4.74 (m, 2H), 5.37 (m, 1H), 5.83 (m, 1H), 6.38
(m, 2H), 6.70 (m, 1H), 7.06 (m, 4H), 7.24 (m, SH), 7.42 (m, 1H),

3 7
N— (4—bFp*y7=z=4) —5—-bFukxv—2, 3, 4, 5—F b
Jekr—1H—1-—-RVAXTEEY— 1 —-IARFIVTIN

2, 3, 4, 5—1H-7 7t FaxXU 7B ORDLDIZSEH 6
THRIE LAY, BLIU3 -7 u~Fiaratrgofbicd —
RUPNVAXRVREBEBEERNT, EHf 1 2 ->FEm6l 1 4 ->Fif] 2 TR
ENBHELARICRIELT, LTOUEE2 AT 2E5RALEDERT.,
TLC:Rf 039 (R{ILAFLL: AF/)—N=10:1) ;
NMR(CDCL+CD,0D) : & 7.80-7.68 (m, 1H), 7.49-7.26 (m, 3H), 7.08-7.01 (m,
2H), 6.75-6.68 (m, 2H), 6.25 (brs, 1H), 4.90-4.83 (m, 1H), 4.64-4.41 (m, 1H), 2.81-
2.57 (m, 1H), 2.12-1.96 (m, 2H), 1.83-1.49 (m, 2H),

Eiiafl 3 8
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2, 83, 4, 5—-F 7t Ru—1H—1-—-RUVXTEEL—1—INAF
V7 IR

BEF 1 2 TRELLEHORDYIZ2, 3, 4, 5—F 7t Fa—
IH— 1 —RUXTEEVERAWT, Eif] 9 TRINDHIE L Rk EE
LT, UTFOYEEELE T 5 E5RAENEHT.,
TLC:Rf 029 (Eig—Fn) ;

NMR (CDCL) : 6 1.34 (m, 1H), 1.90 (m, 3H), 2.75 (m, 3H), 4.34 (m, 2H), 4.59
(m, 1H), 7.25 (m, 4H),

B2EH 2 2
1— A Hm=V—2H, 3H, 4H, 1aH, 8bH—XVY [{]

x5 [2, 83—d] 7Y~k Ruxvr

1— Mz ANER=NV—2, 3, 4, 5—T F7 KuxRU X7
(20g) DHELAF LY (10m]) WRIOKGT, 3—27nuBREEK
(2.89g) #MA, JETSRMERLE, RIGREWIKKEML, Bt~
FATHMH Lz, AREZAMTFARRET N U AKER, fafmREEkET
R U U AKBIKE & OtafiREEK TIRREES L. EAREET ~ U ¥ A TEE
%, BEL. UTOMEEELE T EEEY (2395g) 2R/
TLC:Rf 043 (n—~FH FB=FL=2:1),

BEH 2 3

4—t Faxi—1—hM o ANHR=N—2, 3, 4, 5—7 FFk Knm
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—1H—1-—-RUAXTEEV
AKFEWRVFILATALI=UL (254mg) DT FF7ebkrT752 (10

m 1) BERIZKEH T, LitsEs 2 2 cRE L7=(LEW (229g) 2.

IR T 1 RRREIEER Ui, OGRS 2 kin L. SafpiBe T~ b U U AKEEHE (1.25

m 1) 27 W% AR, HIRE B L. U TOMEELZ AT S1E8L

& (2351g) &8,

TLC:Rf 015 (n—~FH v BB FL=2:1),

BEHI2 4

4—FFY—1— VTV ANFK=A—2, 3, 4, 5—FT +rZ7kFa—1
H—1—R_RUA7EEV

LiEsEpl2 3 TRELELAY (235g) OELAFLY (Tml) =¥
AFNANEFV R (Tm]) BRIOKET. I FAT7Ir 28ml)
BIOZBLAE - €Y PU8EE 3.19g) 2z, BREMZEIETI 02
B L, RIGEEWIIKEMA, B F LTI L7, FHELZ 1 N
B, RITNIREE/ATRT MY U AKEEIKR L Otafn ik CIEREER L. EAKH
B YU ATEBRRELL, BREZ YD TINVAIT B0 bT 7T 4
— (n—~FHy HEBIFL=3:1—2: 1) THREL, UTohEE
EETHEEED (158g) &7

TLC:Rf 043 (n—~FHV v FETFL=2:1)

NMR(CDCL) : § 2.44 (s, 3H), 2.67 (m, 2H), 3.34 (s, 2H), 3.96 (dd, J = 7.14, 5.49
Hz, 2H), 7.16 (m, 1H), 7.29 (m, 5H), 7.65 (d, J = 8.52 Hz, 2H),

BEHI2 5
1—hVTANE= V-2, 3, 4, 5—T7 7 Fur—1H—-1-~V

ATy —4—FFV R F LT F—)v
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LEBEH 2 4 TRE LAY (787mg) DRUEY (1 0m 1) BRIZ
TF LY a—nu (028ml) BEORM U AVEKEVE (24mg) ZZ,
BAW#% 9 0 R Lic, RINEBEWMIZER CAEME., BT /L Thi
H U7z, ABEZRMREAET N U LAKEKS L OfSMRHEK TIEREKYE
#L., KBTS MY VLATHBERE L. UTOMEELE T SEELE
WEET,

TLC:Rf 041 (n—~FH v : B FL=2:1)
NMR(CDCL) : § 1.96 (m, 2H), 2.41 (s, 3H), 2.54 (s, 2H), 3.89 (m, 6H), 7.22 (m,
6H), 7.59 (d, J = 8.52 Hz, 2H),

BEHI2 6

2, 3, 4, 5—-—F7 b7 Rfr—1H—-1—-RVATEE/—4—-FFTF
TFVTE—I

tEsEfl2 5 TRIELZLEY (92 1mg) DA /—21 (10m1)
BEBIRIZ7 O CT= 7RV sl (304mg) 2Mx, BEMEKRERR
L, BAMIC=7 XY UL (150mg) i, SEMERL, 26
w732V UsH (150mg) Mz, 3RHEEHRLE, RICEEWZ R
ML, BEZEAFLCCTREL, 5BLE, AREREMEL, ATk
ExHT2EELEY (488mg) &2/

TLC:Rf 05 (n—~FH: EfgcFL=1:1),

£l 3 9

N— (4—7nrFaxsPn) —2, 3—VeE RFpAxra [1 —RUVXT7E
vy—4, 2° —[1, 3] VFFYFv] —1 (5H) —INAARFTT
ke
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o
{_o
LiEBE6 2 6 TR LAY E AV TERS 1 TRINDFHE L FK
CHREL T, UTOUEEZET2ABHALEM LR,
TLC:Rf 030 (n—~F%H% : FgcFL=1:1)
NMR (DMSO-d,): § 1.84 (m, 2H), 2.87 (s, 2H), 3.89 (m, 4H), 4.16 (d, J = 5.77 Hz,
2H), 6.33 (t, J = 5.91 Hz, 1H), 7.19 (m, 8H),

Efil 4 0

N— (4—7nrFuvIL) —4—-F%Y—2, 3, 4, 5—7br7tF
g—-1H—1—-R_UARXTPE—1—HNVRFTVT IR

EEEERG 3 9 TRIG L/{tEW (120mg) OAFZ/—/ (5ml)
BRICBET2NGE®E (1ml) Mz, BRTRERRL:. RIGEEY
wkAkEML, B F A CHIE L7z, AHEZ 1 NERE, fSafRKBRAKRT
b Y U AKRIEES L OBMARK CHE L. BT U U A TREBRE
WaLlz, BEEZn—~IV >V /BB FA»OHEMFKRL, UTOMEEZE
THERREALEMERT,

TLC:Rf 027 (n—~FYV B FL=1:1)
NMR(CDCL): § 2.74 (m, 2H), 3.68 (m, 2H), 4.37 (d, = 5.77 Hz, 2H), 4.74 (t, I =
5.91 Hz, 1H), 6.99 (m, 2H), 7.27 (m, 6H),

FEhtitl 4 1
N— (4—7rFuayJN) —4—b Fe¥—2, 3, 4, 5—F+5
ERr—1H—1-_VAT7EEY— 1 —AVRFYT IR
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FEREMGI4 0 TRELLEY (47mg) DAZ/— (1m1) &
RICERT, 2NEBEEZML, BETREHER L, RIGEAWITKKZM
%, Bi—F L CHiItH U7, AHE%L | NEEE, fafREBAERT MY U LK
PR L ORI R THRE L, BB Y A THRERE L, &
BEVIDFNDT A0 5T 4— (n—~FH v H#EcFL=1 :
3—1:4) THEL, UTOMMEELETIARILEDRERT.
TLC:Rf 029 (BEE—FNV:n—~FHr=3:1)

NMR (DMSO-dy) : & 1.72 (m, 1H), 1.87 (m, 1H), 2.78 (m, 2H), 3.19 (m, 1H),
3.69 (m, 1H), 3.84 (m, 1H), 4.21 (d, J = 6.04 Hz, 2H), 4.36 (s, 1H), 5.82 (s, 1H), 7.15
(m, 8H),

L4 2 (1) ~FE#Epl4 2 (3 3)

EiEpl1 2 (2) TRELZCAHORDLY ICHYT B {LEHER VT,
EHifl 1 4 TRENDFHEL FARICERIEL T, UTOMEELZH T 5 AR
{LaMmERE, |

EiEifl42 (1)

N— (4—b Fexy7xz=)) —8—7NFua—2, 3, 4, 5—FT+7F
ERe—1H—-1-—-RUVATEE -1 —INAFFTT IR

TLC:Rf 041 (n—~FVr : FEzFL=1:1)

NMR (DMSO-dg) : § 9.01 (s, 1H), 7.65 (s, 1H), 7.35-7.28 (m, 1H), 7.16-7.09 (m,
2H), 7.07-6.99 (m, 2H), 6.63-6.57 (m, 2H), 3.74-3.36 (m, 2H), 2.75-2.64 (m, 2H),
1.76-1.64 (m, 2H), 1.63-1.49 (m, 2H),

Effla 2 (2)
N— (4—b ReFiT7z=)) —9—AFNV—2, 3, 4, 5—FF+5¢t

185



PCT/JP03/01481

WO 03/068753

10

15

20

25

Fp—1H-1 - RUVATEE — 1 —INAFTT IR
TLC:Rf 037 (n—~FYV B FNL=1:1) ;
NMR(CDCL): § 7.21-7.12 (m, 3H), 7.00-6.95 (m, 2H), 6.75 (s, 1H), 6.66-6.60 (m,
2H), 5.88 (s, 1H), 4.63 (m, 1H), 2.87 (m, 1H), 2.74-2.59 (m, 2H), 2.31 (s, 3H), 2.14-

1.99 (m, 2H), 1.77 (m, 1H), 1.35 (m, 1H),

£l 4 2 (3)

N— (44— Ry 7z=)V) —6—AFNV—2, 3, 4, 5—T FJt
Fe—1H—1—-RVAT7PE— 1 —HARFTT IR

TLC:Rf 038 (n—~F¥r: EcFL=1:1) ;

NMR(CDCL): 8§ 7.17-7.13 (m, 3H), 7.05-7.00 (m, 2H), 6.70-6.62 (m, 2H), 6.44 (s,
1H), 6.07 (s, 1H), 4.59 (d, T = 13.8 Hz, 1H), 3.00 (dd, J = 13.8, 6.0 Hz, 1H), 2.77-2.56

(m, 2H), 2.39 (s, 3H), 2.08-1.98 (m, 2H), 1.74 (m, 1H), 1.30 (m, 1H),

L4 2 (4)
7—7nFa—N— (4—t Fa®vJ7xz=)N) —2, 3, 4, 5—T F7
trr—1H—1 - RUATEE =1 —ANVARFVT IR

TLC:Rf 038 (n—~FH¥r:EEcFr=1:1) ;

NMR(CDCL) : 6 1.37 (m, 1H), 1.92 (m, 3H), 2.74 (m, 3H), 4.64 (m, 1H), 5.98 (s,

1H), 6.40 (s, 1H), 6.65 (m, 2H), 7.00 (m, 4H), 7.28 (dd, J =8.52, 5.22 Hz, 1H)

Eiel4 2 (5)

N— (4—-bvRpF%xyJz=)N) —5—R2XAFNV—2, 3, 4, 5—T b7 E
Fo—1H—1-—-R_RUAXTEE—1 —INVHRFTT IR

TLC:Rf 037 (BEB—FNL:n—~FHr=1:1) ;

NMR (CD,OD) : § 1.33 (m, 3H), 2.00 (m, 4H), 2.88 (m, 2H), 4.49 (m, 1H), 6.67
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(m, 2H), 7.04 (m, 2H), 7.31 (m, 4H),

Eiifl 4 2 (6)

N— 4—T73I)7==N) —T—AFN—2, 3, 4, 5—TF7tku
—1H-— 1 R_RVRATEEV—1—IARFTTIF

TLC:Rf 026 (fbAFLy :EEcFL=1:1) ;

NMR (CDCL) : § 7.17(d,J=8.7 Hz, 1H), 7.11-7.05 (m, 4H), 6.60-6.57 (m, 2H),
6.03 (s, 1H), 4.83-4.48 (br, 1H), 3.48 (bs, 2H), 2.95-2.50 (br, 3H), 2.36 (s, 3H), 2.10-
1.70 (br, 3H), 1.48-1.22 (br, 1H),

Eipla 2 (7)

N— (4—73)7=x=)) —T7T—tFuxv—2, 3, 4, 5—7F7E
Fr—1H—1-—-R_UXTEE =1 —INVARFTT IR

TLC:R{ 038 (BE—FN) ;

NMR (CDCL:CD,OD=2 : 1) : § 7.11(d,J=8.4Hz, 1H), 7.04-6.99 (m, 2H),
6.78 (d, J = 2.7 Hz, 1H), 6.72 (dd, J = 8.4, 2.7 Hz, 1H), 6.68-6.63 (m, 2H), 6.26 (s,
1H), 4.52 (m, 1H), 2.82-2.67 (m, 3H), 1.96-1.81 (m, 3H), 1.37 (m, 1H),

Ehifl4 2 (8)

N— (4—7I)7=z=N) =T—A+*%¥—2, 3, 4, 5—7TF7EF
n—1H—1—- R ATV~ 1 —-INVHAFTT IR

TLC:Rf 043 (BeEE—F) ;

NMR (CDCL): & 7.20(d,J=8.7 Hz, 1H), 7.09-7.04 (m, 2H), 6.83 (d, ] =2.7 Hz,
1H), 6.75 (dd, J = 8.4, 3.0 Hz, 1H), 6.61-6.56 (m, 2H), 6.02 (s, 1H), 4.64 (m, 1H),
3.83 (s, 3H), 3.48 (s, 2H), 2.87-2.59 (m, 3H), 1.99-1.78 (m, 3H), 1.35 (m, 1H),
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Eiigla 2 (9)

7—t RFef%xd—N— (44—t FRaxy—2—RXFNLT7=x=1) —2, 3,
4, 5—FFr7b Rr—1H—-1—-XRVATEEV—1—HARFTT IR
TLC:Rf 027 (n—~FH EfcFL=1:2) ;

NMR (CD,OD): & 7.14(d,J=8.4Hz, 1H), 7.05(d,J =84 Hz, 1H),6.75(d,J =
2.7 Hz, 1H), 6.70 (dd, T = 8.4, 2.7 Hz, 1H), 6.58 (d, J = 2.7 Hz, 1H), 6.55 (dd, ] = 8.4,
2.7 Hz, 1H), 4.58-4.38 (br, 1H), 2.90-2.55 (br, 3H), 2.03-1.79 (m, 6H), 1.50-1.26 (br,
1H),

Ehigi4 2 (10)

7—kFr¥%xy—N-—- (4—bFoFxv—3—AFA7=z=) —2, 3,
4, 5—F o5t Fe—1H—1—RVATEE =1 —ANVRFTT IR
TLC:Rf 031 (n—~FY¥ Bz FL=1:1) ;

NMR (CD,0OD): & 7.08(d,J=8.4Hz 1H), 6.92(d, ] =2.7 Hz, 1H), 6.87 (dd, J =
8.4,2.7 Hz, 1H), 6.74 (d, ] =2.7 Hz, 1H), 6.69 (dd, T = 8.4, 2.7 Hz, 1H), 6.62 (d, J =
8.4 Hz, 1H), 4.70-4.30 (br, 1H), 2.90-2.50 (br, 3H), 2.12 (s, 3H), 2.09-1.69 (br, 3H),
1.52-1.20 (br, 1H),

Efisla2 (11)
6—7NVAua—N— (4—tk Fa¥xyZ==1) —2, 3, 4, 5—T 7
tRe—1H—-1—-RUATEE -1 —ANVERFTT IR

TLC:Rf 036 EEETFNL:n—~FHor=1:1) ;

NMR (DMSO-dg) : 6 1.59 (m, 2H), 1.72 (m, 2H), 2.74 (m, 2H), 3.58 (m, 2H),
6.60 (m, 2H), 7.04 (t, J = 7.69 Hz, 1H), 7.12 (m, 3H), 7.22 (m, 1H), 7.63 (s, 1H), 9.00
(s, IH),
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Eiifil4 2 (12)

N— (4—b RFaFy—2—RAFAT7xz=)) —7T—RX FFT—2, 3, 4,
5—5F F5bFr—1H—1—-—_UXT7EE—1—HIARFTT IR
TLC:Rf 019 (n—~FH¥r FicFL=1:1) ;

NMR (CDCL): 6 7.26 (d,J=8.4 Hz, 1H), 7.07-7.04 (m, 2H), 6.84 (d, J = 3.0 Hz,
1H), 6.78 (dd, ] = 8.4, 3.0 Hz, 1H), 6.44-6.41 (m, 2H), 5.81 (s, 1H), 4.62 (m, 1H),
3.82 (s, 3H), 2.92-2.63 (m, 3H), 2.02-1.77 (m, 6H), 1.38 (m, 1H),

Efigla 2 (13)

N— (4—beFaFy—3—RAFLT7x=)L) —T—ARFV—2, 3, 4,
5—F b Ro—1H—1—- RV AT —1—HNARFTVTIFK
TLC:Rf 029 (n—n~FYVv:EEgFL=1:1) ;

NMR (CDCL): & 7.21(d,J=84Hz 1H), 6.98(d,J =2.4Hz, 1H), 6.89 (dd, J =
8.4,2.4 Hz, 1H), 6.83 (d, J = 3.0 Hz, 1H), 6.78 (dd, ] = 8.4, 3.0 Hz, 1H), 6.58 (d, J =
8.4 Hz, 1H), 6.03 (s, 1H), 5.60 (bs, 1H), 4.63 (m, 1H), 3.83 (s, 3H), 2.88-2.60 (m, 3H),
2.15 (s, 3H), 2.00-1.76 (m, 3H), 1.36 (m, 1H),

Eifigi4 2 (1 4)

N— (2—7AABn—4—k FaFiv7z=L) —7—k Fak—2, 3,
4, 5—FF7eFr—1H—1—-R_RVATEE—1—ANAHRFTT IR

TLC:Rf 021 (n—~FYV . EEEcFL=1:1) ;

NMR (CD,OD): 6 7.31(t,J=9.0Hz 1H), 7.11(d, J=8.1Hz, 1H), 6.74(d,J =
2.7 Hz, 1H), 6.69 (dd, J = 8.1, 2.7 Hz, 1H), 6.54-6.47 (m, 2H), 4.57-4.37 (br, 1H),
2.83-2.67 (m, 3H), 1.98-1.78 (m, 3H), 1.48-1.26 (br, 1H),

g4 2 (15)
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N— (3—7nFdnmn—4—tbFrFr7z=)l) —7—k Fuxv—2, 3,
4, 5—7FFF7e Fu—1H-1—-RVAT7TEE— 1 —INARFTT IR
TLC:Rf 032 (n—~F¥r: Bz FL=1:1) ;

NMR (CD,OD): 8 7.16 (m, 1H), 7.06 (d, J = 8.4 Hz, 1H), 6.79-6.67 (m, 4H),
4.62-4.38 (br, 1H), 2.86-2.48 (br, 3H), 2.10-1.66 (br, 3H), 1.54-1.22 (br, 1H),

Ehifi4 2 (16)

7—t Fe¥%y—N-— (4—tb FaFxFy—3—ArFvT7z=0) —2, 3,
4, 5—5F 97 Re—1H—-1 RV ATV —1—IARFTTIFK
TLC:Rf 031 (n—~F¥ v EFL=1:2) ;

NMR (CD,0D) : & 7.08 (d,J =8.1 Hz, 1H), 6.98 (d, J = 2.4 Hz, 1H), 6.75-6.57
(m, 4H), 4.65-4.38 (br, 1H), 3.80 (s, 3H), 2.85-2.50 (br, 3H), 2.10-1.70 (br, 3H), 1.50-

1.26 (br, 1H),

Eifigli42 (17)

7—73/)—N- (4—ERo¥y7z=A) —2, 3, 4, 5—F b5t
Fe—1H—1—-RUAARXTFTPE—1—-HNARFYT IR

TLC:Rf 032 (Efg=FNL:n—~FHr=2:1) ;
NMR«m%yameumJ%mmmﬁmmumA%mumﬁm@
1H), 6.56 (m, 1H), 6.62 (d, J =2.75 Hz, 1H), 6.71 (m, 2H), 7.06 (m, 3H),

Eiefla 2 (18)

N— (4—bbFpFv7xz=nA) —5, 5—VAFNL—2, 3, 4, 5—7T
FS5ERE—1H—1—-_RUXT7EEY—1—HARFTTIF
TLC:Rf 033 (EExFNL:n—~FHr=1:1) ;

NMR (CDCL): & 1.30 (s, 3H), 1.46 (s, 3H), 1.54 (m, 1H), 1.71 (m, 2H), 2.23 (m,
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1H), 2.67 (m, 1H), 4.71 (m, 1H), 6.10 (m, 2H), 6.64 (m, 2H), 7.01 (m, 2H), 7.30 (m,
3H), 7.50 (m, 1H),

Efli4 2 (19)

N— (4—7F73I)7=z=)V) —T7T—TNAu—-2, 3, 4, 5—7bF7EF
n—1H—1-—-R_VATEEY— 1= IARFTTIN

TLC:Rf 026 EB—FNL :n—~FHr=2:1) ;

NMR (CDCL): § 1.36 (m, 1H), 1.92 (m, 3H), 2.73 (m, 3H), 3.51 (s, 2H), 4.67 (m,
1H), 5.93 (s, 1H), 6.60 (m, 2H), 6.96 (td, J = 8.31, 2.88 Hz, 1H), 7.04 (m, 3H), 7.27
(m, 1H),

Effla 2 (20)
N—RyPNL—7—kFaxy—2, 3, 4, 5—7r7Fu—1H-1
—RURATEBEY =1 —DINVRFTT IR

TLC:Rf 042 (n—~F¥ : Bz FNL=1:1) ;

NMR (CD,OD) : & 1.34 (m, 1H), 1.86 (m, 3H), 2.65 (m, 3H), 4.34 (m, 3H), 5.81
(s, 1H), 6.64 (dd, J = 8.24, 2.75 Hz, 1H), 6.69 (d, J = 2.75 Hz, 1H), 6.99 (d, J = 8.52

Hz, 1H), 7.22 (m, SH),

Efigl4 2 (2 1)

N— (44— Far®i_pPN) —2, 3, 4, 5—7 7k Fe—1H-
1 —RUXTEEy— 1 —INVEARFTT IR

TLC:Rf 038 (n—~X¥V . EBfgcFr=1:2) ;

NMR (CDCL) : § 7.27-7.16 (m, 4H), 7.05-7.00 (m, 2H), 6.76-6.71 (m, 2H), 6.67
(s, 1H), 4.65-4.61 (m, 2H), 4.40-4.26 (br, 2H), 2.90-2.50 (br, 3H), 2.14-1.72 (br, 3H),
1.50-1.20 (br, 1H),
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Eigi4 2 (2 2)

N— (4—7AFuxryIon) —7—krfe%x—2, 3, 4, 5—7+7
ERE—1H—1—-RUXT7EE— 1 —IARFVT IR

TLC:Rf 029 (n—~FVr  EigzFL=1:1) ;

NMR (CD;OD) : § 1.28 (m, 1H), 1.83 (m, 3H), 2.61 (m, 3H), 4.25 (s, 2H), 4.43
(m, 1H), 5.88 (m, 1H), 6.64 (dd, ] = 8.24, 2.75 Hz, 1H), 6.69 (d, J = 2.75 Hz, 1H),
6.99 (m, 3H), 7.22 (m, 2H),

Ehapl4 2 (2 3)

N— {2— [2F) (3—AFNT =) TI)] =FN} —7T—t Ko
¥v—2, 3, 4, 5—FF5bFu—1H—-1—-_"UX7¥Er—1—-%
NMARFTT IR

TLC:Rf 045 (n—~F¥ 2 EEcFL=1:1) ;

NMR (CDCL) : & 1.07 (t, J=7.00 Hz, 3H), 1.27 (m, 1H), 1.82 (m, 3H), 2.28 (s,
3H), 2.57 (m, 3H), 3.30 (m, 6H), 4.50 (m, 2H), 5.29 (m, 1H), 6.49 (m, 3H), 6.59 (dd,
J=8.38, 2.88 Hz, 1H), 6.70 (d, ] = 3.02 Hz, 1H), 6.90 (d, J = 8.24 Hz, 1H), 7.06 (m,
1H),

Ehafl4 2 (2 4)

8—7NFu—N— (4—bFrFIRUVL) —2, 3, 4, 5—F+F
tERFo—1H—1-—-R_RUATEEY— 1 —HARFTT IR

TLC:Rf 057 (n—~¥Vv  EfgcFL=2:1) ;

NMR (DMSO-dy) : & 1.57 (m, 2H), 1.71 (m, 2H), 2.66 (m, 2H), 3.49 (m, 2H),
4.12 (d, J = 5.77 Hz, 2H), 5.91 (m, 1H), 6.67 (m, 2H), 6.98 (m, 4H), 7.27 (dd, J =
8.38, 6.46 Hz, 1H),
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Eipi4 2 (25)

N— (2—k FexiEYYPr—5—(N) —2, 3, 4, 5—FT 7N
a—1H—1-—-R_UATFTPE -1 —IARFTT IR

TLC:Rf 050 (A% /)—) B~ FNL=1:9) ;

NMR (DMSO-d)) : 8 1.62 (m, 2H), 1.75 (m, 2H), 2.74 (m, 2H), 3.54 (m, 2H),
6.23 (dd, J = 9.34, 0.82 Hz, 1H), 7.11 (s, 1H), 7.24 (m, 4H), 7.39 (m, 2H), 10.80 (m,
1H),

Egla 2 (26)
7—7X/)—N—-7=xz=,p—2, 3, 4, 5—7 7 Fua—1H—-1—X
VATEBE— 1 —ANERFVT IR

TLC:Rf 038 (EfgE—FNL:n—~FHhr=1:1) ;

NMR (CDCl): § 1.32(m, 1H), 1.91 (m, 3H), 2.66 (m, 3H), 3.77 (s, 2H), 4.63 (m,
1H), 6.33 (s, 1H), 6.55 (m, 1H), 6.60 (d, J = 2.75 Hz, 1H), 6.96 (m, 1H), 7.05 (d, T =
7.97 Hz, 1H), 7.23 (m, 2H), 7.30 (m, 2H),

Efgla 2 (27)
5§—7/NFua—N— (44—t Fp%y7=z=) —2, 38, 4, 5—7TF+7
tRke—1H—1—-R_UXTEE—1 —IARFIT IR

TLC:Rf 029 (EfE~FNL:n—~FHr=1:1) ;

NMR (CDCl): § 2.05 (m, SH), 4.60 (m, 1H), 5.66 (m, 2H), 6.05 (s, 1H), 6.67 (m,

2H), 7.05 (m, 2H), 7.38 (m, 4H),

Ehifii4 2 (28)
7—7N0Fa—N— (44—t Fefyvon) —2, 3, 4, 5—=7Fh+7
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tERe—1H—1—RUOXTEE—1—HLRFTT IR

TLC:Rf 054 (n—~FH%r  HRRFL=1": 2);

NMR (DMSO-d) : & 1.61 (m, 2H), 1.70 (m, 2H), 2.66 (m, 2H), 3.47 (m, 2H),
411 (d, ] = 5.77 Hz, 2H), 5.64 (s, 1H), 6.67 (m, 2H), 6.98 (m, 3H), 7.07 (dd, T = 9.48,
2.88 Hz, 1H), 7.15 (dd, J = 8.52, 5.49 Hz, 1H), 8.78 (m, 1H),

Ehigl42 (29)

7—bRexy—N— (2—APFTV—4—AFFVRAIRTUT==b) —
2, 3, 4, 5—F b7t Fkr—1H—-1—-RUVXATEBE—1—-INLHR*F
ST7IR

TLC:Rf 033 (n—~FV :Ei@=FL=1:1) ;

NMR (CDCL) : § 1.36 (m, 1H), 1.88 (m, 3H), 2.71 (m, 3H), 3.46 (s, 3H), 3.62 (s,
3H), 4.62 (d, J = 13.46 Hz, 1H), 5.10 (s, 2H), 5.42 (s, 1H), 6.49 (d, J = 2.47 Hz, 1H),
6.61 (dd, J = 8.79, 2.47 Hz, 1H), 6.75 (m, 3H), 7.16 (d, ] = 8.24 Hz, 1H), 8.04 (d, ] =
9.07 Hz, 1H),

Ehfil4 2 (30)

N— (2—7nAB—4—AFTA IR T2=)V) —7T—EFrFI—
2, 3, 4, 5—F 7t Fu—1H—1—- RV ZATEEV—1—ILEHRF
V7K

TLC:Rf 020 (n—F¥% Bz FL=2:1) ;

NMR(CDCL) : & 1.37 (m, 1H), 1.90 (m, 3H), 2.70 (m, 3H), 3.44 (s, 3H), 4.61 (d, J
= 13.19 Hz, 1H), 5.08 (s, 2H), 5.68 (s, 1H), 6.30 (d, J = 2.20 Hz, 1H), 6.74 (m, 4H),
7.16 (d, J = 8.24 Hz, 1H), 7.94 (t, ] = 9.07 Hz, 1H),

EHil4 2 (31)
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N— (3—7ArFu—4—AFTA RV T =) —7T—EFEFI—
2, 3,4, 5—FFr7bFu—1H—-1—- RV AXTEE—1—HINVRF
VT IR

TLC:Rf 038 (n—n~FVr FgExFL=1:1) ;
NMR(CDCL): § 1.38(m, 1H), 1.91 (m, 3H), 2.72 (m, 3H), 3.49 (s, 3H), 4.62 (d, J
=14.28 Hz, 1H), 5.12 (s, 2H), 5.26 (s, 1H), 6.18 (s, 1H), 6.73 (dd, J = 8.24, 2.75 Hz,
1H), 6.79 (m, 2H), 7.02 (t, ] = 8.93 Hz, 1H), 7.13 (d, J = 8.52 Hz, 1H), 7.34 (dd, J =
13.19, 2.47 Hz, 1H),

Ehipla 2 (3 2)

5— (t —TFNIPRAFAVINEFRY) —N— (4—k FaFxFiT==)0)
-2, 3, 4, 5—7 b7 Fu—1H—-1—-R_RVATEE—1—-HNR
FVTIN

TLC:Rf 016 (n—~FY v : Bifg=FNL=3 :1) ;

NMR(CDCL) : § 7.72-7.67 (m, 1H), 7.45-7.24 (m, 3H), 7.04-6.97 (m, 2H), 6.69-
6.63 (m, 2H), 6.03 (brs, 1H), 4.91-4.83 (m, 1H), 4.61-4.48 (m, 1H), 2.73-2.58 (m,
1H), 2.09-1.99 (m, 2H), 1.75-1.51 (m, 2H), 0.96 (s, 9H), 0.17 (s, 6H),

Ehafi4 2 (3 3)

N— (44—t Fuxi7z=)) —5—AF)L—2, 3—Yt Fr—1H-—
1 —-R_RUXTFTEBE—1—ANARFVT I

TLC:Rf 032 (n—~F¥ v EEcFL=1:1),

BEH 2 7
3— (2—=budz=LAFY) Fub't g
o—=htr7=x/)— (696g) D1NKE{TFY) TLKEK (100m
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1) iz, 3—7uerut’d 8 (765g) #Mx. 5 0 CTHREHREL, 7
O CT 3R L, RUGREMIIKEMZ, I NEMTpHT7E Lk,
FIA~FEETFLEML, SR L. KBIZ I NEBRZML, pH2¢ LT,
KE 2B = F /LTl L. A8 2 faf Rk Toad L, EARBRT R
v A CHRE, BELE, BELZn —~FY - F AP LHERERL,
UTFTomtELFH3 28ELew (101g) 2/

TLC:Rf 046 GRIELAFLY : AF /) —N=9 :1)

NMR(CDCL): § 2.94(t, J = 6.32 Hz, 2H), 4.40 (t, ] = 6.32 Hz, 2H), 7.06 (ddd, J =
8.38, 7.14, 1.24 Hz, 1H), 7.12 (dd, J = 8.52, 1.10 Hz, 1H), 7.54 (ddd, J = 8.72, 7.07,
1.79 Hz, 1H), 7.84 (dd, T =8.10, 1.79 Hz, 1H),

BEpH2 8
3— (2—T7T3/)7=z=AFY) Fut g
FiEBEF2 7T TRELECEWERANT, 886l1 4 TRENDFIEL
FRICERIEL T, UTOMMEELZE T 2EARALEM 2R/,
TLC:Rf 043 GR{ELAFLVY 1 AF /) —N=9 : 1)
NMR(CDCL): § 2.84(t,J=6.18Hz, 2H), 4.27 (t, ] = 6.04 Hz, 2H), 6.77 (m, 4H),

BEH|2 9

2, 3, 4, 5—7+r7eFu—xrv [b] (1, 4) XYL —4
-

E@pEg 2 8 TRIE LLEYW (969 mg) DELAFL 2 (50 ml) IR
WWKET, 1—xFN—3— [83— (PAFATIV) Fub’l] ANRY
AIF-HEE (106g) 2M%, 15 050HEAELE, RIGEREWIIKKEZ
Mz, FLAF Vo THIH L7, B2 1 NERR, fIfKREBAKET NIV
LSRR L ORI RHEK T L, EAREET MY U A TRBERRE LT
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BELVIIINVIT A b T TFT7 40— (n—~FH 2 B F L=
1:1) THREL, UTowEEZE T 212BLEY (481mg) &5,
TLC:Rf 026 (n—~F¥ > FEE-FIL=1:1)

NMR(CDCL) : 6 2.86 (m, 2H), 4.47 (m, 2H), 7.01 (m, 4H), 7.75 (s, 1H),

BZ6130

2, 3,4, 5—-7Fr5eFr—xrY [b] (1, 4) FF¥ErE
KB FULTALI=UA (324mg) DT FFFrT77y (10
m 1) SEIKICBIE T, %6130 (465mg) TRELEMIEWEMZ,
1RFRIRH L, RISREME KR L. 2NABET MY U LKE®KR (1.
5ml) Mz, ALk, AIREBMEL. UTOMMEELZH T HIEELE

W (424mg) &2HI

TLC:Rf 040 (n—~F¥  FEgcFL=2:1)

NMR (CDCL): § 2.00 (m, 2H), 3.24 (m, 2H), 3.70 (m, 1H), 4.09 (m, 2H), 6.72 (dd,

J=17.55, 1.79 Hz, 1H), 6.77 (td, J = 7.55, 1.65 Hz, 1H), 6.87 (td, J = 7.42 Hz, 1H),
6.96 (dd, J = 7.69, 1.65 Hz, 1H),

Ehafil4 3 (1) ~FEhtipl43 (2 2)

BEH]3 0 TRE LLEYMB L UMY T 2{baWE AT, Eilfl 1,
EHBI 1 9 F /I3 ERH 3 2 TRINDFHEL RARIZEBIEL T, UToMmE
HEBETHIRRACENEH,

Eisla 3 (1)

N— (4—7rFuarPn) —2, 3, 4, 5—7 b7 Fu—xrY [b]
(1, 4) AFY L —5—-—HLARFVTIF

TLC:Rf 033 (B¥E=FN:n—~FH=2:3)
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NMR (DMSO-d)) : & 1.88 (m, 2H), 3.62 (m, 2H), 4.00 (m, 2H), 4.17 (d, J = 5.77

Hz, 2H), 6.45 (t, T = 5.91 Hz, 1H), 7.15 (m, 8H),

Ehafl4 3 (2)
N—7zxz=)/—2, 3, 4, 5—7 7t bFu—-~xrv [b] (1, 4) &
XYL —5—HNAARFTT IR

TLC:Rf 030 (n—~F%¥ FE=FL=3:1) ;

NMR (CD,0D): § 7.35-7.11 (m, 8H), 7.04-6.97 (m, 1H), 4.05 (brs, 2H), 3.81 (brs,

2H), 2.08-1.99 (m, 2H),

Elufl4 3 (3)
N— (4—7ntuaxXs2In) —8—7404mr—2, 3, 4,

Fr—~r> [b]l (1, 4) AFFEEL—5-HARFVTIFK

5—7 F7E

TLC:Rf 022 (EFf—F)N:n—~FHr=1:2) ;
NMR (DMSO-d)) : & 1.89 (m, 2H), 3.61 (m, 2H), 4.03 (m, 2H), 4.15 (d, ] =5.77
Hz, 2H), 6.55 (t, J = 5.77 Hz, 1H), 6.90 (m, 2H), 7.10 (m, 2H), 7.23 (m, 3H),

Ehifl4 3 (4)
N— [8— [=FN (Z==)N) 7] FubEn] —2, 3, 4,
4) AFYPELY—5—ANRFTT IR

5 —F

b Fr—x_yvY [b] (1,
TLC:Rf 035 @E~F/NL:n—~FHr=1:1) ;

NMR (DMSO-d;) : 8 1.03 (t,J=7.00 Hz, 3H), 1.61 (m, 2H), 1.89 (m, 2H), 3.05
(g, J = 6.32 Hz, 2H), 3.17 (m, 2H), 3.28 (m, 2H), 3.61 (m, 2H), 4.00 (m, 2H), 5.90 (t,

J=5 .49 Hz, 1H), 6.55 (m, 3H), 7.11 (m, 6H),

Eifl4 3 (5)
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N— [83— [=Fn (Z==)) TR)] TrbN] —8—TNFr—2,
3, 4, 5—7r7kFu—~xuvY [b] (1, 4) AFPEE—5-D
NERFTT IR

TLC:Rf 039 (BEEcFNL :n—~FHhr=1:1) ;

NMR (DMSO-dy) : & 1.03(t,J=7.00Hz, 3H), 1.61 (m, 2H), 1.89 (m, 2H), 3.04
(m, 2H), 3.17 (m, 2H), 3.28 (m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 5.99 (t, ] =5.77 Hz,
1H), 6.52 (t, J = 7.14 Hz, 1H), 6.59 (d, J = 7.97 Hz, 2H), 6.90 (m, 2H), 7.10 (m, 2H),
7.19 (m, 1H),

Eiifl4 3 (6)

N—[(1S) —1— [=FL (4—TNFaT==)) T HINE=)]
xFN] —2, 3, 4, 5—=FT bFe Ru—-xrY [b] (1, 4) %%
P =5 —INARFTTINK

TLC:Rf 038 (n—~FVv FEcFL=1:1) ;

NMR (DMSO-d;) : 6 1.01 (m, 6H), 1.91 (m, 2H), 3.64 (m, 4H), 4.04 (m, 2H),
4.22 (m, 1H), 5.37 (m, 1H), 7.06 (m, 2H), 7.24 (m, 4H), 7.36 (m, 2H),

Ehafl4 3 (7)

N— [=FNV (4—TNFuTdz=)) TI)ANR=NVAFNV] —2, 3,
4, 5—7 r7eFap—xrY [b] (1, 4) FAFFEE—5-INLR
7 IFR

TLC:Rf 024 (n—~FV v B FL=1:1) ;

NMR (DMSO-d,) : & 1.01(t,J=7.14Hz 3H), 1.91 (m, 2H), 3.61 (m, 6H), 4.04

(m, 2H), 5.53 (m, 1H), 7.05 (m, 2H), 7.27 (m, 6H),

Ehsl4 3 (8)
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N— [2— [=Fn (4—TNFaTdz=)\) TI/)] =F0] —2, 3,
4, 5—7 b7 Fu—xrY [b]l (1, 4) AFFEEL—5-IAR
FUT7IFR

TLC:Rf 041 (n—~FVv @BEcFL=1:1) ;

NMR (DMSO-d,) : & 1.04 (t, J=7.05 Hz, 3H), 1.92 (m, 2H), 3.22 (m, 6H), 3.65
(m, 2H), 4.02 (m, 2H), 5.60 (m, 1H), 6.72 (m, 2H), 6.92 (m, 2H), 7.01 (m, 2H), 7.16
(m, 2H),

L4 3 (9)

N— (1=T=z=nAtRYTr—4—-4)N) —2, 3, 4, 5—7 LR
n—~_yY [b] (1, 4) AFPEE—5—-HNARFTTIF
TLC:Rf 035 (n—~FHr EgcFL=1:1) ;

NMR (DMSO-dg) : & 1.47 (m, 2H), 1.74 (dd, J = 12.09, 2.47 Hz, 2H), 1.88 (m,
2H), 2.73 (m, 2H), 3.64 (m, 5H), 4.00 (m, 2H), 5.69 (d, J = 7.69 Hz, 1H), 6.70 (t,J =
7.14 Hz, 1H), 6.88 (d, J = 8.52 Hz, 2H), 7.01 (m, 2H), 7.15 (m, 4H),

EfEl4 3 (10)

N— [3— [=FnN (4—TNFuaTd=z=)l) TXJ)] Fur'r] —2, 3,
4, 5=7FZeFe—~vY [b] (1, 4) AFFEELS-5-HNRK
LT IR

7 —K

TLC:Rf 036 (n—~FH¥ Efg-Fr=1:1) ;

NMR (DMSO-dy) : 6 1.00(t, J=7.00Hz 3H), 1.58 (m, 2H), 1.88 (m, 2H), 3.04
(q, T = 6.32 Hz, 2H), 3.13 (m, 2H), 3.24 (q, ] = 6.96 Hz, 2H), 3.61 (m, 2H), 4.01 (m,
2H), 5. 88 (m, 1H), 6.58 (m, 2H), 6.94 (m, 2H), 7.04 (m, 2H), 7.19 (m, 2H),

SRR -
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TLC:Rf 064 (n—~FH  FETFL=1:2) ;

NMR (DMSO-dy) : & 1.07(t, J=7.05Hz, 3H), 1.64 (m, 2H), 1.91 (m, 2H), 3.07
(t, = 6.59 Hz, 2H), 3.39 (m, 4H), 3.64 (m, 2H), 4.02 (m, 2H), 5.67 (m, 1H), 7.03 (m,
2H), 7.19 (m, 4H), 7. 46 (m, 2H),

Efigila 3 (11)

N—[(28S) —1— [=FNV 4—INFuTd=z==)N) TI)] —2—7
o] —2, 3, 4, 5—F 7 Fu—~rY [b] (1, 4) A%V
Pror—5—HARFTT7TIFR

7Y —1{&:

TLC:Rf 053 (n—~F¥: EgcFL=1:1) ;

NMR (DMSO-d;) : 6 1.01 (t, J=6.96 Hz, 3H), 1.05 (d, J = 6.77 Hz, 3H), 1.90
(m, 2H), 3.07 (dd, J = 14.46, 6.96 Hz, 1H), 3.27 (m, 3H), 3.64 (m, 2H), 3.99 (m, 3H),
5.23 (m, 1H), 6.73 (m, 2H), 6.94 (m, 4H), 7.14 (m, 2H),

B

TLC:Rf 071 (n—~FH%r FEEFL=1:2) ;

NMR (DMSO-d,) : & 1.02(t, J =7.05 Hz, 3H), 1.06 (d, J = 6.59 Hz, 3H), 1.91
(m, 2H), 3.14 (dd, T = 14.28, 6.59 Hz, 1H), 3.31 (m, 3H), 3.64 (m, 2H), 3.98 (m, 3H),
5.30 (m, 1H), 6.94 (m, 6H), 7.14 (m, 2H),

Efai4a 3 (1 2)

N— (1= z=/AERYPr—4—A)N) —8—T)NFr—2, 3, 4,
5—7 r7k Fa—~xrY [b] (1, 4) AFPEEL/ -5 -HIARFV
7K

TLC:Rf 037 (n—~FVv BBz FL=1:1) ;

NMR (DMSO-dy) : 6 1.48 (m, 2H), 1.72 (m, 2H), 1.89 (m, 2H), 2.73 (m, 2H),

201



10

15

20

25

WO 03/068753

PCT/JP03/01481

3.63 (m, SH), 4.03 (m, 2H), 5.82 (d, ] = 7.69 Hz, 1H), 6.70 (t, ] = 7.14 Hz, 1H), 6.85

(m, 4H), 7.16 (m, 3H),

Ehipi4 3 (1 3)

N—[(18S) —1— [=FNL (4—TrFuaTdz=)\) TI)INR=)]

TFAN] —8—TNFARr—2, 3, 4, 5—FT FFeku—xrY [b]l (1,
4) XYL —5—-INARFTTINK

TLC:Rf 037 (n—~FYy  HigcFNL=1 :

1) ;

NMR (DMSO-d) : & 0.96 (m, 6H), 1.89 (m, 2H), 3.57 (m, 4H), 4.08 (m, 3H),

5.80 (d, J = 6.22 Hz, 1H), 6.93 (m, 2H), 7.32 (m, SH),

a3 (14)

N— [83— [=FNV (4—TNFduaT==)V) )] Fuvi] —8—7

NAu—2, 3, 4, 5—=FrF5 Fa—_rY [b]

Ey—5—INAARFYT IR

(1, 4) Ax¥+¥

TLC:Rf 035 (n—~XF¥v : EBfg=FrL=1:1) ;

NMR (DMSO-d,) : § 1.01(t J=6.96Hz, 3H), 1.58 (m, 2H), 1.89 (m, 2H), 3.03

(m, 2H), 3.13 (m, 2H), 3.24 (q, J = 6.96 Hz, 2H), 3.59 (s, 2H), 4.03 (m, 2H), 5.97 (t, J
=5.31 Hz, 1H), 6.58 (m, 2H), 6.92 (m, 4H), 7.19 (m, 1H),

EZiigl4a 3 (15)

5—ANVNEAN—8—TNFua—2,

[b] (1, 4) AFH¥Err

3, 4,

5_

.'7"‘..

FoE Fr—xyY

TLC:Rf 021 (n—~FHVv  EfExFIL=1:2) ;

NMR (DMSO-d;) : & 1.89 (m, 2H), 3.57 (m, 2H), 4.04 (m, 2H), 5.83 (m, 2H),

6.86 (m, 2H), 7.22 (m, 1H),
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EHifl43 (16)

N— (2, 4—Y7rFaXyPn) —8—7N4Fu—-2, 3, 4, 5—7

FSE Ra—xvY [b] (1, 4) AFPEE -5 —-HARFTTIFK
5 TLC:Rf 050 (n—~X¥v:EEcFL=1:1) ;

NMR(DMSO-d;) : & 1.89 (m, 2H), 3.61 (m, 2H), 4.04 (m, 2H), 4.18 (d, J = 5.68

Hz, 2H), 6.54 (m, 1H), 6.92 (m, 2H), 7.03 (m, 1H), 7.15 (ddd, J = 10.62, 9.34, 2.56

Hz, 1H), 7.28 (m, 2H), |

10 Emafi43 (17)
N— (8, a—Y7rtuxyJn) —8—7NvFu—2, 3, 4, 5—7
FSERa—xryY [b] (1, 4) AP -5 -IARFTTIF
TLC:Rf 041 (n—n~FHv EEB-FL=1:1) ;
NMR (DMSO-d)) : § 1.88(m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 4.14 (d, T = 5.86

15 Hz, 2H), 6.59 (t, J = 5.77 Hz, 1H), 6.92 (m, 2H), 7.04 (m, 1H), 7.26 (m, 3H),

Ehifl4 3 (18)

N— (4—TNFu—2— Y IZAF0RAFARUPN) —8—7/0Fa—

2, 3, 4, 5—FhrJeku—-<rY [b] (1, 4) AFPEBEL—5
20 —HNARFTTIF

TLC:Rf 059 (n—n~F¥r g FL=1:1) ;

NMR (DMSO-dy) : 6 1.92(m, 2H), 3.61 (m, 2H), 4.06 (m, 2H), 433 (d, J = 5.13

Hz, 2H), 6.61 (m, 1H), 6.94 (m, 2H), 7.34 (m, 1H), 7.52 (m, 3H).

25 Eia#la 3 (19)
N— (4—AFa—3—hY ZNVFRRAFARVN) —8—T)btr—
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2, 8, 4, 5—FF5ekRu—-~yY [b] (1, 4) FFV ¥ -5
—HINARFXTT IR

TLC:Rf 042 (n—~FHV v BEgcFIL=1:1) ;

NMR (DMSO-dy) : 6 1.88 (m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 4.20 (d, J = 5.86

Hz, 2H), 6.65 (m, 1H), 6.92 (m, 2H), 7.24 (m, 1H), 7.42 (m, 1H), 7.57 (m, 2H),

Erifil4 3 (20)

N— (2—un—4—IAFuaxyPN) —8—704u—2, 3, 4,
5—F F5k Ru—xyyY [b] (1, 4) AFYPEES—5—HARFY
7K

TLC:Rf 050 (n—~XVv EE—~FL=1:1) ;

NMR (DMSO-dg) : & 1.89 (m, 2H), 3.61 (m, 2H), 4.05 (m, 2H), 4.20 (d, J = 5.68

Hz, 2H), 6.55 (m, 1H), 6.93 (m, 2H), 7.29 (m, 4H),

Eiifi4 3 (2 1)

N— (3—Zwvnu—4—J)tuXrIN) —8—-7N04un—-2, 3, 4,
5—F FFk Rr—xyY [b] (1, 4) AFPEE -5 -—HIARFY
7K

TLC:Rf 042 (n—~FV v FE-FL=1:1) ;

NMR (DMSO-dg) : & 1.88 (m, 2H), 3.59 (m, 2H), 4.01 (m, 2H), 4.14 (d, J = 5.68

Hz, 2H), 6.61 (m, 1H), 6.92 (m, 2H), 7.28 (m, 4H),

Ehagla 3 (22)

N— (2—RUINFFY—4—rnuarIPL) —8§—-74tu—2, 3,
4, 5—F e -~y [b] (1, 4) AFPEEL—5—-HLAR
U7 IR
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TLC:Rf 050 (n—~XFYr B FNL=1:1)
NMR (DMSO-dg) : & 1.90 (m, 2H), 3.60 (m, 2H), 4.02 (m, 2H), 4.18 (d, J = 5.86
Hz, 2H), 5.14 (s, 2H), 6.27 (m, 1H), 6.92 (m, 3H), 7.11 (m, 2H), 7.34 (m, 6H),

Ehehl 4 4

1— (LH=AIF/—N—1—ANINVK)FEANV) —2, 3, 4, 5
—5>FS5ERFu—1H—1—RVATEEYV

2, 3, 4, 5—-F7F7FEr—1H—-1—-RXRVAXTEE (1724mzg)
DELAF LY (3ml) BRIZFAINR=NAVTIAIFY = (230m
g) i, FEEOWAEHREZ. BAVERWE L, REZ I TVD
Shrnu<w b s57 44— (n—~FH¥ v B FL=5:1) THEL.
UToOmEEEET2A%ED (285meg) 2/,
TLC:Rf 055 (n—~F¥ : BigcFL=3:1)
NMR(CDCL): & 1.92(m, 4H), 2.91 (m, 2H), 3.36 (m, 1H), 5.39 (m, 1H), 7.07 (m,

TH),

Ehafl4 4 (1)

N— (2—=Y7/)xFN) —2, 3, 4, 5—FF7eFa—1H—1—-
VAR — 1 —ANRFAT I K

YT 2{EMmERAVTERS 4 4 TRENDHEE RRCEBREL, DT
OYEEEE T DA EMEHT,

TLC:Rf 018 (n—~%H  EE-FNL=4:1)

NMR(CDCL): & 1.38(m, 1H), 1.79 (m, 1H), 2.00 (m, 1H), 2.25 (m, 1H), 2.84 (m,
SH), 3.69 (m, 1H), 3.90 (m, 1H), 5.31 (m, 1H), 5.74 (s, 1H), 7.27 (m, 4H),

Ehefl4 5
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5—4%Y—N—7=xz=/NV—2, 3, 4, 5—7 F7Fe—1H-1—-~
VATEEY—1—ANARFTT IR
Egl 2 TRE LAY (345mg) OVAFAALEAFYE (2m
L) WKIZRIBT, NV =FAT IV (05ImL) BXUZELME - Y ¥
5 Vifk (583mg) EMx, BAMEERTSRKHHEELL, RISEEY
wAkEMZ, BT FUCHM L, AH#EE 1 NEEE, ffRBEKET b
) U AKIEIR R L Ot A K CIER e L. EAREET U U A TRBRE
BETEMEL., UTOMEELZET55BAEVEHI
TLC:Rf 062 (n—~F¥V v FETFL=2:1)
10 NMR(CDCL): 6§ 7.97 (dd,J =75, 1.5 Hz, 1H), 7.63 (dt, J = 1.5, 7.5 Hz, 1H),
7.50-7.40 (m, 2H), 7.32-7.22 (m, 4H), 7.06-7.00 (m, 1H), 6.37 (bs, 1H), 4.10-3.80 (b,
2H), 2.80-2.74 (m, 2H), 2.17-2.04 (m, 2H),

261

15 UFTORDZHECIVEE LEETEL T, —&PIZ5 0m g DIEMRR
DEEETHEAL 0 0L/
1— (44— FuxiZz=)) IAVRELNL—2, 3, 4, 5—FT FTE

Fe—1H—1—-_RUXT7EEY o e v e e e e e oo 5.0¢g
%NS B Y 2 = B Sy v ) A N 0.2¢g
20 ATTYVVEERTRVYTLA  m e 0.1¢g
MEERE LT — R e e e e e e e e e e e 4.7¢g
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#® Rk O B
1. —#&=K (1)
2
(R )n A
w )
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