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(57) Abstract

Propenone derivatives represented by
general formula (I) or pharmacologically
acceptable  salts  thereof:  wherein R' O
represents substituted lower alkyl or YR® R“ 1
(where Y represents S or O and R® represents \ o~ R
optionally substituted lower alkyl, optionally r/
substituted ary), optionally substituted aromatic R3o___ ‘ ( I )
heterocyclic group, or optionally substituted
cyclic ether residue); R? and R’ may be the AN X
same or different and each represents
hydrogen, lower alkyl, or optionally 2
substituted aralkyl, or R and R® may be OR

bonded to each other to thereby form
optionatly substituted methylene or ethylene;
R* represents hydrogen, hydroxy, lower alkyl,

optionally substituted aralkyl, lower alkoxy, optionally substituted aralkyloxy, or halogeno; and X represents optionally substituted indolyl.
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T I~10 0 4BORKRMAFRTRMYIL, REHU DL, BT MY LS
PERIND., BRELTIE, 70 HBRE BXEN, N=-JAF)FN
AT7IFR, BUDY, Fh5eROTSC%) . 7O MER BXIIASY )
=) . KENBEML LIZEBEALTHEAZNS. REIR. 0 C~RiSIZHENL
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et (1X) OERE-T

ke (1Xa) X ke (1V) FLed (X1) »S5XRORLIR
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1~7T2HMTRTY 5.

IREWBETHAIEDTED,
4 0]
A~ CHO R® .
~ 23
R3O— I R3O_(
X X
OR2 OR2
(IV) (XI)
TH# 1 4 TH15
R* O R* g 5
S H-Y-R® RS Y-R
RPO— | — RO— |
N TH 16 N
OR? OR?
(XIII) (VIID)
. 0
R 5
Y-R
TA1 7 N
. R3 _f }
X
OR?
(IXa)

(Xep, R? . R*, R*. R° . YBIVZWIHALLAETHS)

IRl 4
e (X111) i 8 (I1V) LhUAFALANTAFYZULI—

FArEE, TR AR LU TRIETIEHIERKDBEHILNTE S,
I#15
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L (X1 11) i ke (X1) 2I8 1 LRAKICLTALARTSHD, »

WL, TR EFARICLTABL 8%, HEEMX, FEELBEF. 0C~
RISCAWEBROBROMOBET | ~ 2 ABMREEI®HZEITEVESB T
ENTES. HELLTIE, 1~1 0 4RORBKEF Y TL, REHUT AL
BRI PUDLESNREREND. BEELTE, 7D HBE AT
IFNVI—=F). TSRO T752%) . FEERILKR (XTI
F) . TN BIAEAY ) =), 5 -VF) L KENEMS LU ITE
GELTEREN S,
TEI16

kS (VIII) 3 k6% (X111) &{EEHWH-Y—-R® &%, T
BELRARICLTRIEER DI LICLVBEILENTES,
ITE1T

it (I1Xa) id, k&% (VII1) &, TR2LEARCLTRESIES
ZEILEDBDZITENTES,
ity (1) OEemRE— 1

fted (1) & k% (1X) &dh (XIV) hSRORIEIBICHRED
BMETHIENTES,

O

R4
R _
@/ TH 18
RRO— | + OHC-X

(XIV)

(X#F. R' ., R?*, R*, R* BLUXITHRLEAETHS)
I#18
ket (1) 3, L& (1X) &t (X1V) &%, TEI EREICL
TRBEERDTEIZINBEIENTES,
ftay (1) O_KRE- 2
LeE® (1) X, ROKEIRBICHWEETSIEDTES,
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. 0 . 0
R 1 R 1
I/,\/ R T#H19 (/ - R
rRO— | R°O— | !
OR? OR?
(IX) (XV)

TH 21

OHC-X
(XIV)

(ﬁ¢‘R’Mﬁ&7w¢w%§b.R‘,R’.RS‘R‘.XE&Ume
RREEBETHD)

R? OERBICBIZERTNFIVRMELAETD S,
I&819

et (XV) . ey (1X) &, TRTEERIUTART I LK
DBBZLENTED.
TE20

ke (XVII) i’ L8t (XV) &1~1 0 4BOLEY (XVI) &
. AEHABRED L L IERRTREI®HIERLDED ZEMTES,
AEE LT, 70 F4EE GBlAdmRIFN. TS ROT7I 2 b
WIY. R3¥>. N, N=TAFLRVLTI RS . TohHER BIX
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ALY /=)L) SNHMLLRBELTERAENS, RiSik, 0~200%T

DOHMDOBETTFW, 0. 5~10 0BMTKRTT S,
I8E2 1

Le® (1) 12, k&Y (XVII) s (X1V) &%, TR AR
KULTRIGES BB LICEDBLIENTES,
ZIRBOSNZILEY (1) 0—BiX. ZhesRPRtELT. HxiFoh
CRME. 85T, TIFIE. TS 2TV, ISFLLENE (1) 0%
ATEHTES,

FEMESY (X 1V) &, HIRGE-IISCHED (WO95,714003%)
THEHh BLRXMBEAOREIBICE LU TEBICNETI I ENTE S,
FEHMELEHH-Y—R® OHFT, YHSEXTHS —R® 12, RS EHIIT

BEATH2H. bULRRORBITRICEVERICHBE TS Z EMNTE 5,
)

)l\ Q
H,C SK 5 Ty
A-R> -—-—3*> HaC/U\S/R _ﬂ_. HS-R®

TH# 2 2
(XVII) w2 (XIX) (XX)

(RF. ARNDY >, PUTNAQRT D ANT 3 ZhAFL, AT ZNT
FENAFL REANT A ZNFAF B MV 2N T3 2V FF2
E&&XL, R® BHIRLEAETH D)
ADREIZEIANOY VIR EAETH 5.
TE22
te® (X1X) i, &% (XVIII) &1~50%RBORY>ILFF
TEF—hEE, FERBERPTREZEDILICLVBIIENTES, B
RELTE, #T7OMABEE BIXEN, N-PAFLVENLTIE, N-2
WEBUY R, PAFNANTxF TR, EUDZ Y, FrFEROTS52%)
TobhHBE FAEAY ) —)%) | KENEES UIBALTHEAIH
Do RIS, 0 C~RESIKAWCBEEOBROMOBETT W, 0. 1~7 28
MTRTT S,
TE23
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kaw (XX) i ah (X1X) 2. RELRDERS DL < REERT,
METHETE I EL VB ENTED, HEELTE, 1~10 048R0
REOKEF U DL, REHY UL, BRI FUT LA KRS FUTASOR
WHE. PRDTL. EOUTY, TARYCBOTICEMERAING. BR
FLTHE. 7O R HEE WAEN, N-UXFIURVLT IR, EUI S,
FRESEROTSVS) . TORVHERR GIREAY /—VE) . KEHER
L RBESLTERENS. K. 0 C~RIECAVERROBROMOR
ETHW, 0. 1~7 2BMTRTT S,

EREMEEC B PGB L UERLAYIE. ARERILETRAININ
s FiAZEGE. M. 9. R BE. BRE. 8E/OMTIT4-
mir U TEMENT DT EATES, £, FHAECBNTIE. HICHETD
ZERSRORIBKET BT ELEETH S,

ew (1) OHEARBLEWES, {£&% (1) MEOBTRONDRER
BroxEBsThidi. £k, EEORTEHSNAREITE, WU ERE
Birams L < MBI, RELREEEMATEROFERICEVEEZHRS
rhgkn,

kaM (1) ioit. B/ ZORMBEENEET 2. FRAIINSRAR
HEESDTLTORRKBIVINSORAMHLAETS. BB, E/ZOR
amELTASN. E/Z0ABEFAOHEE. FAXEAER. FBILR.
AREREOHEICL D EERRT XL,

7 (e (1) BEUTORBEEHAINBHMIL. ADDVWISERRE
OHIMORTHEET S - L bbb 5, oMM bERACBEINS

FREMERICLoTEONLEY (1) OREHAER I RIITRT.
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1IteEs R =&
1 OCH, H
2 OCH,CHi H
3 O(CH,),CHs H
4 OCH(CHj), H
5 O(CHy)2Si(CHa)s H
6 O(CH,)3Si(CHg), H
O
7 O H
HaC
O
8 H
T,
SCH, H
10 S(CH,),Si(CHs)s H
S
g Q !
F
12 S(CH,),0H H
13 S(CH,),0H CHj
OH
14 $THoN S X=0H CHy
HO
15 SCH,CO,H H
16 SCH,CO,CHs H
17 S(CH3)o,N(CH,CH3), H
18 S(CH,)40C¢Hs5 H
19 (CH,),CHOH)CH,OH  H
20 (CHp),CH(OH)CH,OH  CH,
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ILE&HES R® R'° R" R'2
21 H H H H
22 CHg H H H
23 H CHs H H
24 H o] H H
25 H H CHs H
26 H H Cl H
27 H H F H
28 H H H CH,
29 H H H CH,CH,
30 H H H CH(CHa)s
31 H H H o]
32 H H H F
33 H H H NHCOCH,
34 CHs H H NHCOCH,
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1% - 3

L3 6 L&t 3 7

OH
Q. _S._A_OH
H,CO O \
HaCO O
H3CO

HN_~
L& 3 8 a 1t 38b
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mu\m%%(l)@%Eﬁﬁﬁouf%&ﬁt&bﬁ%%K%T,
EBH 1.

Hel aS, MiRAHFHERR

WeRTA L OFAF—TL—hOETINC 0% SRR LES W 7)Vy
IVAESUMEMEHT 3% 10* @ /nlicAMLcHeLaSs M %0, lml ¢
DRBELE.

ﬁ&ﬁx4>#nN—9—WT—%\NtT%§&.%t%m&bﬁﬁﬁﬁb
FRBAEWE0. 0601 OMA, KEHAA VEaR—F—RHTINC. T2FRE
ELU7-, EEEEERES. 0.02%=a—FI VLY RE=&TEEEE0. lnl T
SETINICMA, 3TCT | FEKEAZA SEAR—F—-RNTHEEL, Mz
s fe, B EEERES. ABREAKTIERBLE KWT, 0.001 N#&
B/0%Ty /) — )\ TEEEHHL, 1707V —FVY — & =iz & D550m D
HREREL . wTEE s EAREORBRICSY TLEL LMRORAEE
BT s ickD, MEOMEE%EETSHBRLEHOREERHL. £
h%z1Cse&l7z.

HERESE LERIITRT.
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2%

1 24
2 2.5
3 13
4 3.7
7 68
8 62
9 2.2

13 25

16 4.7

19 2.1

20 5.6

21 4.8

22 20

23 19

24 15

27 6.3

28 6.3

29 18

31 7.2

32 5.9

35 4.4

36 5.3

37 7.1

EBYl 2.

P38 8BKMBEICHNTIHE:

CBROHEMECDF, YU 2 I HIEAVWTEREfT- . 10° EOP38ET
VABMRMEET Y ZOBEBAICBHEL =, BRLELEHII, Y7 ERINE
WU TTweeen80Z 10 ] HFmML TX<ESEHE, 0.3 XCMC (AIARF
AFNENO—R) BREMATEREKE L, EFSPHEEUBMBEICIE, £k
A24RFMR LD S HRIREL T, ThEthBEBRRNICES L. SAROERILE
VHOZRBEOELEARLD, TORIIBIZ>EEHELFHEK (T) 25ELE.
—%4. ¥REBROFEHEFAK (C) 2XRD, [(T-C) /C] X100 (%)
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BEL., EHE [ILS (%) 1 &LKE.

RREEBIRITT,
3K
ILS (%) 5% (mg/ kg)]
L& E= 5 A i [ 5
1 50 ( 5.0) 67 ( 25)
2 35( 10) 34 ( 50)
3 41 ( 13) 25 ( 50)
8 31 ( 50) 49 (200)
9 33( 5.0) 18 ( 13)
10 73 (100) 16 (100)
11 47 ( 25) 38 ( 50)
12 52 ( 20) 20 ( 50)
13 67 ( 5.0) 40 ( 25)
21 74 ( 10) 48 { 50).
27 99 ( 20) 65 ( 50)
28 54 ( 10) 24 ( 13)
31 70 ( 20) 52 ( 50)
EBRHI 3.
B RREUE RRESUS IR T SRR ¢

MW&%&&?WX(SE%\?v—WXUN—ﬁ)@E%ﬁt&&&bu:
roXREYANT + B (TNBS) (B KTI0DMC /%) 2100 oL KW
pELEE L, B3 IS5 IEL, 3T o—) VB (10% DMSOZ 0. 5% A
FLENO—ABEH) . V7 oY ARSE (Y2 ki) BXT10% DESO
2S00 55 XA F N O—ICHE LEFieREORBRILEYBERERELL.
L aARY CABLUHRIESYE, @FI0DRTB LI UFOHRUBFREIT ] |
ﬁS@%n%hﬁﬂwmﬁﬁbt,mﬁﬁwwmﬁT55BEKﬁﬁﬁEtLT
FRO10uM TNBS 2% EHOEOROBITOLL KAER L. ERAREHO
18ﬁﬁﬁmﬁ4¥wvw7*x7—9T%mg®ﬁﬁm%%ﬁmﬁmwmﬁﬂ
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DRZZEMY, EROBEIMSERDOBEZEELIVWEME (T) 2R, —F,

FESGHOMBROBRIENY, EROBEINSHEROEEEELIVEE (C)
ZRD, [ (C-T) /CI X100 (%) ®#5HEL, RRERIS I E (%) &
Lic. BREZE 4RITRT,

o4 3k
L= W= (%) 5% (mgkgxs) ]
21 8. 5 (3. 0)
69 (10)
IO ARY LA 89 (30)

EBRH 4.

REVZbOT7z/—)b (INP ) HIEEICHT 2R

BIERLRBUE RGN T AERZRE LY AN S5EMm L. 3000rpn .
4°C. 10MELE. OFELERL. HINP HE@MOREICHWE, mFEFO
PUINP Hidkfliid, BERELREE (ELISA ¥) TRIE LK. 96XELISA A=A Y
OFA5—=Tb—h (X278#) K¥aIvb - XNUNKIVAFSOHE [P
—FNh FT TIARYACHF)N AF 4> (Journal of Experimental
Medicine) . 14 7%, 3528 (197 84) ] icH¥UTHEMLAINP-BSA %
MATI—=hFL, - METHREELHEEMATRIEE /. 7L—FIRBL
TR EAPOHING I —FF 5 —VERATT XM (FAVUHA>
AT Ly 7 ) EREGIE. BRLKR (XME) 2804z
TT I (FAME) BEZENLTRIEEE, BOACRBIEH%. 10%5H
B (Fotsti®) zRVWTRAEZE1EL. 490m DEETORAEEZN L/ V—F
— (BFAF—Ay R#, NJ-2000 ) Z2RWTRIEL ™.

RREZBOIRIIRT. 2d8, BRIV ZHAN HELONMFRIT, XK
HICL7edi>TEH L,
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HEE (%) =
(o bu— VOWKE) — (EWRKSHEOWE)

X 100
av bo= L olGE
8535
L& Wi (%) (58 (mgkgxs) |
21 15 (3. 0)
57 (10)
Sy aAR) A 39 (30)

EBRH S .
<TUZY CAREARE MR ) B3 THRBEANGHER

WRHITCI/Her WAL DRI L, BHRPERKE L. CORERIC
2000R XEEHERF. 8 x10°ells/ml KMBLE, AR 207 L— ko
& I)LicBalb/ce ™ AD Y S NERIMEER 50 1L (2 X10° MBEH) |
XIS U 7= C3H/He ™ X ORMMMER 50 1L (4 X10° MRSH) .
BLURBRBEORBRILSMERK 50 uL BHEML. REHAXS >Fax—5—
WTITC. TORSRIIERE U7, SRR T SEERIANIC [° H] —FI P> 1.80 KBa
ML, BRETE, CAN—RZY—CHAELICERERRL, BHE -
NIVRSSFL—F—EmA. B SFL—a Yy —TRBIZRD
AEhiz [2 H] —FIPCOBRBEEMEL .

BELE 6 RICRT, 3. THREEMHRIZ, KRcLen>TRHELE.

THIEEZE (%) =
(I IBEE ORGTRE) —  (EIREE O JUTEE)
(BB O IETRE) — (X 3 BELTALEICIH/He 541 + Balb/c i ig)

X100
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%63k
1bLEWHES Wiz (%) [EEWRE (M) )
21 107 (10°7)
106 (10°8)

7. 8 (1079

ZREAICLVESNSELEYIE. HEEH. £ENHASLCECEEERE
BALLTERTHY, TOFEEHDIVIEEBORERBTHRNEIENTES,
FIZIEEEY (1) Z2EFRAELTHVRESICE. FRALLTIONHETE
AEnTnwabo, FIATERREK, TRUBRHE. ABEHE <22y
FMESRBEICERT S, HEERFICEWTHEEZSEL 2EHASELEF B
VDOLERBLERREFAELT LW, £, RUVITFLVYUa—)b,
HCO—60 (REIEHA ; BX I ANAHE) SOHBA., T4/ - NBXT/
FERVRY—AL, Y1 70FFA M CHOHEEEGATVWTHEN, IS
DEHFIEREBIRARSICHE SN2, BN S. BRARE, BENE
EH0ETH S,

e, bEY (1) tHEUTRES. REH, £aH, BRESEEEICLY
BEREL TEA. MA., BH., S0y 7/RFSLTH5ILICLDEOAELTH
WBZEHTESD, TSI, LEW (1) LEASNIEEEEHEIILVE
ERELTARE LEBRSOAIRTSH S,

BERIB/ELHE, L&Y (1) OEE, Fih, ERFIIX>oTRRYD, Ik,
BESFELERPBERIIE S TEADZIENTES, A, 0.01~100mg/ke
ZBEIEHZVIIIEAMIC I BOMBTRE TSI LEHAIETDH S,

BFIZ, 8EABLUEBH ZRT.

RAZEHTH-DOBREDOHRE

BLAMOYBLENT —F I IROEBERICE > TRHEL .

'H-NMR : HAEF I NM-G X270 (270MHz)
H3R—9 0H (90MHz)
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MS : B&®EFJ SM—D300

SR N—F>INT—24 00 CHNTF 1Y

sEH]1 2-70€-3", 4,5’ —rUARFYTELIT /) (LS
mX1a)

3', 4’ , 5 —hUXRFITERT7Z/ > (15, 0g) BXUEOY
FthDFU7m£F(35.39g)§?b5tFm7§y(225mL)
K@ﬁb\40tTlﬁﬁﬁ#Lt,Em%%§ﬁiT$ﬂb‘ﬁ&btﬁﬁ&
m%&.mm&ﬁﬁmﬁbkoﬁﬁé&UﬁV»ﬁ?Aﬁmvh7574—fﬁ
K145, BoNEEHEEAFY (10 0mL) THERL. 9 -7oE-3",
4°, 5 —rUARFITELTZ Y (LEHX]T a, 12. 20g) 28
7o
J4-NMR ( 90 MHz, CDCls ) o 3.92 (s, 6H), 3.94 (s, 3H ), 4.41 (s,
20 ), 7.24 (s, 2H).

EI-MS m/z = 288, 290 (M * ).

FTEESH ( CiuHisBr0e &EUT)

EME - C, 45.70; H, 4.53.

sqME : C, 45.61; H, 4.30.

BEMI 3°,4°,5 —FIARFIAFLIAFIF e X111a)
sEH | TBLNEL-7DE-3", 47, 5 —FURAMFITERT

)Y (kemX1a. 10. 00g) 2AF /=) (35 OmL) ICBML., C

nickRERYEFRUYLA (1. 3 1g) #mA. ERTIL. SHEHEHRLE.

RiSHKIZKEB{EF FU ™YL (1. 38g) #MA, BRTO. 5 REMIBER L /2.

REKERERME. BEEIUVAFVISLI ORI 574 —TREL,
3', 47, 5’ —PYURFFIZAFLOAFIR (LEHXT I T a, 4.9 5
g) 2.

'I-NMR ( 90 MHz, CDCls) & 2.74 (dd, J =5.5 2.4 Hz, 1H), 3.14 (dd,

] =55 4.3Hz, 1H), 3.83 (m I1H), 3.86 Cs, 9H ), 6.51 (s, Z2H).

EI-MS mw/z = 210 (M* ).

sEHMI 3°,4°,5° —RYARFEIRAFLOAFIR (LEMXI 11 a)

27
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3, 4, S~ hPUARFIRIZIZIFEER (1. 84g) BLXURYAFI
ANTZAFVZULIA—FALE (2. 288) EPAFINANTAFTR (18
mL) ZHEML. ThITKREF UYL (414, 4meg) ®MX, FBTI
RERRLC. RIGERENEIFILEKTHEL, FEEEZK, ROTHIARE
KTHRE, BAHBRFI P ILTER L. HEREREEEL, 3° .,
4’ , 5" —PURAMFIZAFLIOFFIPR (kX1 11a, 1. 30g)
287,
BEHL4 2-AFFT-3", 4’ , 5 —RFURLFITErTZ/ >
BHIX-1)
BEHL2THONEY , 47, 5 —FUAFFIIAFLIAFIR (L8
MXI11Ta, 7T00. 0mg) A& /—)L (10 0mL) ICEML. ZhiT
FRUDLARFLER (0. 90g) 22X, CFMMBERLE. REKEY
OORNVAEKRTHEL, BRELKTHESE. BB/ X IATERL,
BEBRML/-. BEZ7EF (29mL) IKHAML. Zhiz, XBF. Pa—
AEE (1. 5mL) 2mx, REETSI (MR LA. REKIZ2 — 7O
N7—=J (1. §mL) ZmMA. BERBLE., BEEMEIFIEKTHEL.
HEEZK, ROTHUAEKTHSE, BB/ XL TERL. BE
BEL. BEESUAFVNASLIORRNIS 7 4 —THEL, 2-ARFD
-3, 47, 5 —BPUARFITEITZ /Y (LEHIX -1, 363.2
mg) @7,

'"H-NMR ( 90 MHz, CDCls ) 6 3.51 (s, 3‘H ), 3.92 (s, 9H ), 4.65 (s,
2H), 7.21 (s, 2H).
EI-MS w/z = 240 ( M* ).
BEHFS 2-TbhF-3", 4", 5 —FIAMFITELTIZ/C L
EMIX-2)
BERLITASNEY , 47, 5 —PURARMFIAFLOFFTR (kS
MXIIla,l.00g) 2T /—J)V (1 4mL) IZBML., ZThiZtert
—7hFAUTDL (1. 07g) ZMA, | FEMBRBRLZ. REKZHEER
IFIEKTHHEL., AREEZKTHRSR. BKRE /X ULTESRL, B
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ERiELE. BEE27E RS (3 3mL) KEML. Zhic, XwF, Ya—~
ZRE (1. Tml) #mx, FEET3 0 2MEHRLZ. RiG#IZ 2 — 78BN
J— (1. TmL) #mx. REBKELE. REZHRIFIEKTIEL.
HEEEK. KWTHAEHATRRE. BAREI/XOVLATERL. BE
BELE. BEESUAYNATLAYORMI ST 4 —THHEL, I -IhFZ
—3’ ., 4’ , 5" —RURFFITEITZ/ Y LEHIX-12, 6 150
mg) /7.

'-NMR ( 90 MHz, CDCl. ) o 1.27 (t, J=17.0Hz, 3H), 3.68 (g J =
7.0 Hz, 2H), 3.91 (s, 9H), 4.64 (s, 2H), 7.28 (s, 2ZH ).

EI-MS m/z = 254 (M* ).

sEFE ', 4’ , 5 —FUARFI-2-TOENFFITEFT2/
v ke 1X-3)

sEfITBONES, 4°, 5 —hFUARFIAFLIFFTUF (&
mXII1la. 1. 00g) &1—-70)X/—) (1 7. 8§mL) LEBEHS
CRBI LTRGBS TEML, 2—7oELAF -3, 47, 5" — kU
ARFLTFERrTI/Y LBHWIX—3. 615. 0me) 8L,

I4-NMR ( 90 MHz, CDCls ) & 0.95 (t, J=6.9Hz, 31H), 1.64 (m 2H ),
3.53 (q J =6.9Hz, 2H), 3.91 (s, 9H), 4.656 (s, 2H), 7.26 (s,
2M).

FAB-MS w/z = 269 (M ™ +1).

BEFT -4V 7OELAFI-3, 47, 5 —bhUX rE7ER7
/> ({kEHI1X—-4)

BEFITHBONES', 47, 5 —FUARFIAFLIFFIER (LS
mXI111a. 1. 00g) &2—-7a/nx/—) (18. 2mL) L&BEHS
CRBIC LTRSS TREML, -V 7oL EFs-3", 47, § -
RJARESTERT7 /> E&HIX—4, 548. 9mg) 2/E.
TH-NMR ( 90 MHz, CDCls ) o 1.24 (d, J = 7.0 Hz, 6H), 3.68 (m 1H),
3.91 (s, 9H), 4.67 (s, 2H), 7.25 (s, 2H).

EI-MS mw/z = 268 (M* ).

9
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BEHFE 3, 47, 5 —FUARFI -2 (2-RURAFLIYUNLITH
F2) 7 T/ kB I1IX-5)

BEFITASNEY , 47, 5 —PURARMFIZFLIOFFTR (bE
MX1ITla, 1. 05g) &L2—MUAFNZYNIF/ —)L (35. 8mL)
LEBEF S ERRICLTRIGIRTHEBL, 37, 47, 5" —RURARFS
— 2= (2=bPURFIIYUNIIFY) PERrT72 /)2 (LEHIX-5.
825. 0mg) 287k,

'H-NMR ( 270 MHz, CDCls ) & 0.02 (s, 9H), 1.04 (t, J = 8.5 Hz, 2H),
3.66 (t, J =85 Hz, 2H), 3.91 (s, 6H), 3.92 (s, 3H), 4.67 (s,
2H), 7.24 (s, 2H).

EI-MS w'z = 326 (M*).

BEMY 3°, 47, 5 —RFURRFI-2- (3-FURAFLIUNTO
ENFFY) 7EbT7z/2 BEHIX-6)

BEFLITARSNEZI , 47, 5 —FURARFIAFLIUFAFTR (LS
MXI11Ta., 1. 00g) E3—-FUAFAIYLTONI—) (18. 9
mL) EZBFEH 5 LAKICLTRIGSETHEML, 3°, 47, 5" —kUXR
FF2=2— (3—-PUAFLIUNTOVIAFY) T T /2 (LE
IX-6, 948. 4mg) &8,

"H-NMR ( 90 MHz, CDCls ) & 0.00 (s, 9H), 0.53 (m, 2H), 1.68 (m,
2H), 3.53 (t, J=6.9Hz, 20H), 3.92 (s, 9H), 4.67 (s, 2H), 7.27
(s, 2H).

FAB-MS w/z = 341 (M * +1).

BEFI0 3°, 4°, 5 —FUARES—2— (- AFILTx/F)
7T/ (kEBHIX-T)

BEM I TROSNELI-TOE-3", 4’ , 5" —bPUAMFIT7ELT
Jr (kEHmXTa, 1. 45g) E2—XAFNT7x/-) (648. 0mg)
ZThZEROT752 (5 0mL) KEMRL., TN 2 NKEBILTFT U T LKE
# (3. 0mL) £#mx, BRTIKREHERLE. REKEREIFIEAKTS
WL, FREZK, ROTRIOREKTRSE, BKRET /X ULTESRL,
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ﬁﬁﬁﬁbtoEﬁ&?UﬁVﬁﬁaAﬁmvr7§74—?ﬁﬂb.3&
4° ., 5 —FURARFI-2— (Q-AFNTZ/F) 7Ebr7x/ ¥
emIX—7. 0. 69g) 2B
'H-NMR ¢ 90 MHz, CDCls ) & 2.30 (s, 3H), 3.90 (s, 6H), 3.93 (s,
M), 5.20 (s, 2H), 6.76 (dd, J = 6.9, 2.0 Hz, 1H), 6.93 (dd, ] =
6.9, 1.6 Hz, 1H), 7.13 (brt, J = 6.9 Hz, 2H), 7.30 (s, 2H).
EI-MS w/z = 316 (N* ).
BEF]1 2- (4—7DETx/FP) -3, 47, 5° —hFUXMFY
FEr7z/Y LEHIX—8)

pEH | TASNE2-JO0E-3", 47, 5’ —PURARFITELTZ
)y UeamX1la. 1. 45g) &4-7oE7x /) (1. 04g) &%
BEM] 0 ERABRCLTREERTHEEL, 2 - (4 —70®E7x/FY) —
3° . 4, 5’ —RUARFITERTZ /Y (EEHWIX-8. L. 14g)
@,
H-NMR ( 90 MHz, CDCls ) & 3.91 (s, 6H), 3.93 (s, 3H), 5.20 (s,
9 ). 6.81 (d, J=9.0Hz 2H), 7.25 (s, 2H), 7.38 (d, J = 9.0 Hz,
2H ).
EI-MS m/z = 380, 382 (M *).
BEF]I L-AFAFAF-3", 47, 5’ —RDAMFITENTZ /¥
eeHm1X-19)

sEH | THSN2-TDE-3, 4, 5 —FRURARMFITERT
)y (kemX1la, 0. 87g) 27h5EFOTS > (6 0mL) IZHEMHEL.
TR FRUDLAAFUANATI O 0 %KEER (3. 0mL) EMA, E
BT MR LE, REKEHEIFIVEKTIREL. HEB%E 5 B IREEAKFR
F R U Y AKEE, KW THRAEEKTHRPE, WARET /X OLTERL,
WERNEL . BEELUNSNMETILIOR BRI T T 4 —THEL, 3,
4' . 5 —RUARFI—2-AFANFATEETZ /)~ (ke 1X—-9.
1. 02g) 28
H-NMR ( 90 MHz, CDCl. ) o 2.16 (s, 3H), 3.73 (s, 20 ), 3.92 (s,
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9H ), 7.26 (s, 2H).
EI-MS w/z = 256 ( M* ).
BEHFLI3 3°, 4, 5 —FURAFFT—-2— (2=-RURAFAIUNT
FIVFX) TEbTz /> ((k&HIX—-10)
2=PURAFNZYNIICFF—) (1. 00g) 2575 kO75>
(7T5mL) IZAML, Thiz | NKR{IEF FUDLKERK (7. 5mL) . X
WTBEH 1 TR 2 -T7O0E-3", 4', 5" —hURXRRFITELT
/2 (kEHXTa, 1. 7T9g) 2Mx. [EBTIHMABERLE. RbHEE
MBRIFIEKRTHRL. AHEZE S %BREAKF MUY LKEK, K\ TR
BEKTHRSER, BRKRET /XS ULTERL. BMERE LA, BBEEI UL
TNVASHAIZOI IS5 T4 —THSML., 3, 4°, 5" —RUARFI -
2= (2= bPURAFANIVNIFNFA) 7EbT7x /> (kEWIX-10,
2. 07g) 287,
"H-NMR ( 90 MHz, CDCls ) 6 0.00 (s, 9H), 0.86 (m, 2H), 2.62 (m,
2H), 3.74 (s, 2H), 3.89 (s, 9H), 7.22 (s, 2H).
EI-MS w/z = 342 ( M*).
BEH 14 2—- (4-TNFO0TxZNFF) —3°, 4°, 5° —krYRXE
FTERTz ) EkEHIX-11)
4=INFOFFT7x /=) (0. 82g) LBEH | TASNL—TJOF
=3, 47, 5" —PUAMFITEITZ/Y (kBEHX T a. 1. 54¢g)
LEBEH ] 3 LARICLTRAESETHEML, 2 - A-7)hFo7zo)VF
) -3, 4", 5 —RURARFITEITIZ /Y (LEHIX-1 1.,
2. 24¢g) 26B7%,
"H-NMR ( 90 MHz, CDCl, ) o 3.87 (s, 6H), 3.92 (s, 3H), 4.15 (s,
2H), 6.97 (t, J=89Hz 2H), 7.16 (s, 2H ), 7.40 (dd, J = 8.9,
5.3 Hz, 2H).
EI-MS w/z = 336 ( M* ).
BEHF1IS 2—- (2-tbROFZIFANFH) —3°, 4°, 5 —hFURAL
FT7ERT /Y (EkEHIX-12)
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Q—ANHT T /=N (0. 82¢8) tpEf 1 THESNRE2-TOE-
3° ., 4’ , 5 —RURAMFITELTZ /Y (kEBHXTa. 2. 60g)
LEBEH ] JELRAKRCLTRIGEETHEML, 2 - (2 - ROFIFIF
4) —3', 4", 5" —hUARFITEITZ /L (LEHIX-1 2,
1. 98g) 28/
I-NMR ( 90 MHz, CDCls ) 6 2.41 (t, J =6.0Hz, 1H), 2.86 (t, J=
6.0 Hz, 2H), 3.82 (q J =6.0Hz, 2H), 3.85 (s, 2H), 3.92 (s, 9H ),
7.23 (s, 2H).
EI-MS m/z = 286 ( M* ).
BEF16 2- (2, 3—YERoFIJOENFH) -3, 4’ , 57 -
RURXARFIT7ER7 /> (LEHIX-13)

| —ANHTR—2, 3—7an>IF—=) (1 2. 25¢g) LBEHITH
BN —-7O0FE—-3", 4’ , 5 —hUARFITEIT/ > (LEY
XIa. 16. 39g) L28EH1 IELAKKLTRESETHERL, 2 -
(2, 3—TEROF>TOCALFA) —3°, 4°, 5 —FUAMFSITE
b7z UkEHIX—13. 17. 008g) 28Xk,
TH-NMR ( 270 MHz, CDCls ) o 2.18 (t, J = 4.0 Hz, 1H), 2.68 (dd, J =
14.1, .9 Hz, 1H), 2.79 (dd, J =14.1, 4.5 Hz, 1H), 3.20 (d, J =3.5
Hz, 1H), 3.58 (m, 1H), 3.73 (m, 1H), 3.8 (m 1H), 3.89 (s, 1),
3.90 (s, 1H), 3.92 (s, 6H), 3.93 (s, 3H), 7.23 (s, 2H).
FAB-MS m/z = 317 (M * +1).
BEF1T 2- (B-D-FZNa¥)FH) -3, 4", 8’ —hFURALF
7 b7/ (LEHWIX-14)

x| THAONRELI-JOE-3", 4’7, 5 —FUARFITEIT
)y (ke®mXTa. 289. 0mg) &1 —FF—B-D-VNI—-AFFY
Al (290.0mg) 2Fh5RO75> (25mL) EAY /- (10
mL) OEASEEICARL, ZET]EMERE RERBLE. BEEIURN
PVHSLIOI KIS T4 —THHEL, 2— (B-—D-Na¥)VFF) -
3’ . 4", 5" —FUARFITEIZ/ Y (LEPIX-14, 390.4
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meg) 287k,

"H-NMR ( 270 MHz, DMSO-ds ) 6 3.01-3.21 (m, 4H), 3.46 (m, 1H), 3.66
(m, 1H), 3.77 (s, 3H), 3.86 (s, 6H), 4.15 (d, J = 14.8 Hz, 1H),
4.23 (d, J =14.8 Hz, 1H), 4.33 (d, J =9.6 Hz, 1H), 4.40 (t, J =
5.9 Hz, IH), 4.91 (d, J = 4.0 Hz, 1H), 5.03 (d, J =4.5 Hz, 1H),
5.15 (d, J =5.5 Hz, IH), 7.27 (s, 2H).

FAB-MS m/z = 405 (M * +1).

BEFI18 2-ANRFLAFNFA-3", 4", 5’ —FIARFITE
o7z /2 (kEHIX-15)

BEF I TRASNE2-70E-3", 47, 5 —PUAMFITEIIZ
Jr Uee®HXTa, 1. 16g) EFAJVa—-)NE (460. 0mg) 27
FSEROZ75>2 (3 0mL) WML, ZHIZ 2 NABLEF MY I LAKEE
(5. 0mL) Z2mX. FRTI] 6 HMHRLE. REKE OOKILAEIN
HETOHE. BXMET/XUOATERL. BRERGLE. REEZI VLY
WASLIOR ST 4 —THEL., 2-ANEFIAFAFE-3", 47,
5' —FURARFITEITZ /Y (LEHIX-—15. 0. 92¢g) 287%,
'"H-NMR ( 90 MHz, CDCl. ) o 3.39 (s, 2H), 3.92 (s, 9H), 4.02 (s,
2H ), 6.04 (brs, IH), 7.22 (s, 2H).

FAB-MS w/z = 301 (M * +1).
2EH19 2—- (2-DXTFNVTIJIFNFA) -3, 47, 5" —hkY
ArFT7EbT /)2 (EEBHIX-1 6)

BEF 1 TASNEL-70E-3", 4, 5 —bPUARFITEITZ
Jr ({ke®Xla. 1. 16g) EN, N=-DIFINTI/IFFF—)VE
B (1. 16g) 25b5RkOry5> (3 0mL) KEML. THITINKXK
BMAEFRUTLKAK (5. 0mL) 2mx, ZERTI] 6 REKAELE. RIEK
2700OFRNAEKTHEE. BRI /XS ULTERL, RERBRL.
BREEZUMSNAS L0574 —THREL, 21— (2 -2IFNT3
JIFNFA) =3, 4’ , 5 —bURARFITERTz /Y (LEHIX
—16. 1. 378g) 287,
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"H-NMR ( 90 MHz, CDCls ) 6 1.02 (t, J =7.1Hz, 6H), 2.54 (g J-=
7.1 Hz, 40 ), 2.69 (s, 4H), 3.80 (s, 2H), 3.91 (s, 9H), 7.24 (s,
2H).

EI-MS w/z = 341 (M*).
BEFLI0 3, 4, 5 —FIAFT—-2- (4-Tz/FLTFNF
F) 7EbT7z /> (LBHIX-1T)
I81

4—T2)FLTFNTIOIR (5. 13g) BUAFNANT+F T RIE
WML, EFYLILFATEF—F (10. T1g) 2Mx., ZRTI 8 KHHEH

L. RIGKAMEIFINEKTHEL. AREEZK, KO TRAOKEKTES
1%, BARBRT/RIULTESRL, BERKLL, REEUANTIVAIILY
O RYS T4 —THEL, | ~TEFNFA—4-Tx/FT5> (LEY
XIX-1. 5. 53¢g) 28/,

TH-NMR ( 270 MHz, CDCls ) & 1.70-1.92 (m, 4H), 2.34 (s, 3H), 2.95
(t, J=71Hz, 20), 3.97 (t, J=6.1Hz, 2H), 6.8 (d, J =7.4Hz,
9H ), 6.93 (t, J =8.2Hz, IH), 7.28 (dd, J =8.2, 7.4 Hz, 2H).
FAB-MS m/z = 225 (M * +1).

IR8?2

FRTEITBONE I —TEFNFA -4 -Tz ) F>TH (LEY
XIX—1.1. 00g) 2¥RYUT> (8mL) KAML. ZR/TI1 6 R
BLE. RISEICNII O 2MA, REREL:. BELBEH 1 THONL
9—7OE-3", 4, 5  —hUARFITEIT/ Y (LEHX]T a,
1. 16g) #5r5kO75> (1 0mL) &A% /=)y (1 0mL) OE
SEBIIARL., Zhic I NAREF MUY LAKERK (9. 8mL) ZMX. =
BT? 0BMERLE. REKENBRIFIEKTHEL., BREEZK. K0T
B ARK TSRS, BARBET /X ULATERL, BEBHL.. REE>
UASNASAZOR RS S T4 —THBEL, 37, 47, 57 —FURXbLF
39— (4—-Tz)F TFNFAH) T Tz LEHIX-1T,
353. 4mg) @/,

35



WO 97/20814 PCT/JP96/03504
"H-NMR ( 270 MHz, CDCls ) 6 1.73-1.95 (m, 4H ), 2.67 (t, J = 6.9 Hz,

), 3.77 (s, 2H), 3.92 (s, 6H), 3.93 (s, 3H), 3.97 (t, J = 5.9
Hz, 2H), 6.88 (dd, J = 8.6, 0.7 Hz, 2H), 6.93 (t, J = 7.6 Hz, 1H),
7.24 (s, 20), 7.26 (m, 2H).
EI-NS w'z = 390 (M* ).
BEF2] 5, 6-YEFOFL—1- (3, 4, 5—FUARFL Tz
AFHY-1—FY UeBHIXh—1)
T8 1
3, 4, 5—RFUARFIRIUITAFEER (25. 48¢g) #FF5E KD
752 (50mL) IZEML., 4 —ROFIAIYVEIIALATOIER (]
M>hSERO7S5> M. 200mL) 2MA. SBT3 0 FMBRLE. K
JSHEIT | NSRBI A, MERETFILTHIE L, A8 2 A S B TS L.
FOKHMT Y 2T ATESRE, RERBL, | -t RoOFs—1— (3, 4,
5—RURARESTIoN) —5—AFbk> KBHVITII—1. 34. 538
g) 87,
'H-NMR ( 270 MHz, CDCl> ) & 1.34-1.89 (m, 4H), 2.12 (aq J = 6.8 Hz,
2H), 3.86 (s, 30), 3.89 (s, 6H), 4.62 (dd, J = 7.3, 5.6 Hz, 1H),
4.96-5.07 (m, 2H), 5.83 (ddt, J = 17.2, 10.2, 6.8 Hz, 1H), 6.59 s,
M), OF; |RENT.
EI-MS w2z = 266 (M* ).
TE?
FRTIRITASAAl —EROFS—1— (3, 4, 5—FUARFL T
S —5—AFkr (LEHVIII-1. 13.30g) 27&hk> (250
mL) iZAMRL. Zhiz, KB TF, Pa—X8¥ (1 8mL) Z2mx. RBE
TIORMMB LR, KEKIZ2 — 70N/ =)L (2 0mL) WA, RERE
L. BEENBIFILEATHEL, HREEK. KOTHIREATESRE.
BRAKMBE /R ULTERL, BERBL:. REX2 UM VA5 L O
FST74—THRHELU, 1- (3, 4, 5—FUARFI Tz -5 —-AF
-1 -4 LBMIXT~1. 10. 80g) £B~,
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'H-NMR ( 270 MHz, CDCls ) 6 1.73 ( quint, J = 7.0 Hz, 2H), 2.04 (q ]
= 7.0 Hz, M), 2.83 (t, J=7.0Hs, 2H), 3.797 (s, 3H), 3.803 (s,
6H ). 4.86-4.98 (m 2H), 5.72 (ddt, J = 17.1, 10.2, 7.0 Hz, 1H ),

7.10 (s, 2H).
EI-MS w'z = 264 (M ).
T®E3

Lﬁlﬂ2?@5htl—(3,4,5—%0%%#97::»)—5—«#
ty—l—fy(k%%IXf—1‘2.64g)E7DD$WA(50mL)
K@ﬁb.:ﬂt%ﬁ7mmﬁiﬁ§&(4.14g)EMi\§ﬁT32ﬁﬁ
ﬁ#btoxﬁ%&m%&.ﬁﬁélO%?iW&fFU@Ammﬁ.kwﬁs
o EEAKEF YUY AKBERTESR L., SREZEKMES N VLATERL,
RIERGE. BESSUAFVATILAIORM/ 574 —THHEL, 5, 6T
ﬁ#?—l—(3,4,5—%UXF#&7z:W)«#ﬁ>—l—1y(w%
mIXeg—1. 2. 01g) 2B,

'-NMR ( 270 MHz, CDCls ) 6 1.57 (m, IH), L.77 (m 1H ), 1.93
( quint, J = 7.3 Hz, 2H), 2.50 (dd, J = 5.0, 3.0 Hz, 1H), 2.77 (dd,
] =5.0 4.0Hz, IH), 2.88 (m IH), 2.97 (t, J=17.23Hz, 2H ), 3.92
(s, 9H), 7.23 (s, 2H).

EI-MS m/z = 280 ( M* ).

T84

LﬁIE3TﬁBht5,6—I$#?—I—(3.4,S—FUXF#V7
=) AFHL-1 -2 (keI Xeg—-1. 1. 908) BAZ/—)
(30mL)Kﬁﬁb\:hK¥$TFUOA(S.578)&mi.48ﬁﬁ
mEEE L. RGEEREREE. BREESUASVASLIOINT ST 4
—Tﬁ&b.s,6—?tFD#9—l—(3,4,5—%Ux%#v71:w)
AFHY-1-F2 teHI1Xh—-1. 0. 87g) EH/EL.

IH-NMR ( 90 MHz, CDCls) & 1.53 (m, 2H), L.87 (m 2H), 2.68 (s,
90 ), 3.01 (t, J=6.7Hz 20), 3.32-3.80 (m, 3H ), 3.92 (s, 9H),
7.22 (s, 2H).
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EI-MS m/z = 298 (M*).

BER2I2 37, 47, 5" —FUARMFI-2-[(2S), (3R) -2,
3, 4-bMUEROFSTFINFA] 7EbT7z/> ((kEHIX—18)
81

(=) =2, 3-0-1VYSOBYF>-D-ALLr=)V (§. 95g) %
ThIEROTS52 (270mL) IKHBRML, AFR{IEFRUDL (6 0 % MRS,
2. T08) . RWwTtert—7FIZAFNUNMZOYR (10. 17g)
EWMA. ERTIHARBPLLE. REKEZRERBE. BEXUIFYIVATA
20X bJ 574 —THHBL, (2ZR), (3R) —4- (tert—-7FN>
AFNINFFY) -2, 3-0—avV/abUF>—1, 2, §3-F%>kK
UFx—=J)V (15. 87¢g) 287,
"H-NMR ( 270 MHz, CDCls ) & 0.09 (s, 6H), 0.90 (s, 9H), 1.40 (s,
3H), 1.42 (s, 3H), 2.93 (dd, J =8.3, 4.6 Hz, 1H), 3.62-3.83 (m,
3H ), 3.83-3.93 (m, 2H), 3.99 (dt, J =7.5 4.5Hz, 1H).
FAB-MS w/z = 277 (M * +1).
TE?2

EERTE I THASNAE (ZR), (3R) —4— (tert—TFNIAF)
YUNMEFY) -2, 3-O—q4VSObBYUF>-1, 2, 3—-TH>HrUF—
WV (15, 87g) 2BUP> (9. 3mL) IZHEML. LI AN T+
ZOYUER (17, 5471g) 2MA, KBTI SHHERLE. RIEKIZTH
SEROT75> (95mL) . KWT5 %KMAKEF U ILKER (200
mL) ZmMX. 3 0MBRLE, KEKEHBEIFIEKTOEL, EHE%
1 0% T RAKBHE. ROTRUKEKTREE, BKMEI /X ULTE
B, BERKL=, BERUASNVASLZO NS T 0 —THML,
(ZR), (3R) —4—(ter t—TFNTAFAIUINFFI) -2, 3
—O0—AMV7OBYUTF -1 - VI ANT 3 ZNFFT -2, 3-TH52Y
F—=IV (2 4. 96g) 287%.
'H-NMR ( 270 MHz, CDCls ) 6 0.04 (s, 6H), 0.87 (s, 9H), 1.33 (s,
3H), 1.35 (s, 3H), 2.45 (s, 3H), 3.64 (dd, J =10.4, 6.1 Hz, 1H),
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3.75-3.87 (m, 2H), 4.04-4.25 (m, 3H), 7.34 (d, J=28.3 Hz, 2H ),
7.80 (d, J=8.3Hz, 2H).

EI-MS m/z = 430 ( M*).
TEI
rRTE2TESNE (2R), (3R) —4- (ter t—=—TFLIAFN
SUNFFEY) —2, 3-0—-4A4VTO¥YUF>—1-bMVIZANTFZNVA
F—0, 3=TH>VF—) (5. 62g) EPAFIANTAFTER (64
mL) HARL, R¥LIAFFT7ETF—b (5. 62g) ZMX, FRTI1 8
R, RGKERMBIFILEKTHEL, ARELK, KW TRENREH
KTHPE, BKRBEI /X ULATERL, REBBLE. BEZ AT
HSL2ORMTS T4 —THBL., (2S), (3R) —1-TEFIVFA-

4— (ter t—TFATAFLIYLEFFY) -2, 3-0—-AYTOEYF

>=2, 3=THTH-) (4. 048g) 2B,
TH-NMR ( 270 MHz, CDCl. ) & 0.01 (s, 6H), 0.83 (s, 9H), L.31 (s,
3H), 1.34 (s, 3H), 2.28 (s, 3H), 3.01 (dd, J =13.9, 6.6 Hz, 1H),
3.25 (dd, J = 13.9, 4.3 Hz, 1H ), 3.61-3.76 (m, 3H), 4.01 (m 1H).
FAB-MS m/z = 335 (M ™ +1).
T#4
rtETEITASNE (2S), (3R) —1-FEFAFF—-4— (tert
—FFNTAFINIYNEFY) -2, 3-0—4A4VTOBUT -2, 3-7
yoUoF—) (3. 50g) 2¥RYYY (2 0mL) KHEKEL. TNVIEH
&£F. ZET3 0 AMERLA. REEICHILIY (5 0mL) ZMX. BER
WL, BEEZMLIS (5 0mL) CEMRL. RERBLE. REZS VAT
WHSLraT RS 74—THML., (2S), (3R) —4—- (tert-—-
FSFELSAFNIUNEFY) — 2, 3-YeRoFy -2, 3-0-1(1V70O

PUF -1 —-T&>FF—) (2. 8 1g) 28/,

TH-NMR ( 270 MHz, CDCls ) & 0.06 (s, 6H), 0.88 (s, 9H), 1.39 Cs,
3 ), 1.42 (s, 3H), 1.62 (t, J =28.2Hz, M), 2.71 (ddd, J = 13.7,
8.0, 5.9 Hz, 1H), 2.82 (ddd, J = 13.7, 8.7, 4.7 Hz, 1H), 3.69 (dd, J
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=10.2, 5.9 Hz, 1H), 3.79-3.91 (m, 2H), 4.03 (m IH).
FAB-MS m/z = 293 (M * +1).
TES5
LETB4THSNAE (2S), (3R) —4— (tert—TFATAF)
PUNEFY) -2, 3-PbROFT -2, 3-0-q4VTSOVPYF>o—] -
TEFF—=) 2.718) A% /=N (50mL) &4 (1 0mL) DEREE
BRIZERLU. A2T7—2Z20 728 (1.0 8 g) #MA. | ERmMBEHL
o RIBBMEZZRETHAL, RIEEIZ ] NKBEF U AKAK (13.9 2
mL) . RWTBEH 1 THSNAE2-7O0F-3", 4, 5' —RURAFF
YTEebT7x/2 (kWX 1a, 2.68g) OFFSEROTZS®E (50
mL) ZMA. | HEERLE, RIEKZRERBE. BEEUIYLAS L
70X MTST4—THBL., 3°,4',5" —RUXRFI—2-[(28),
(3R) =2, 3, 4—bMYEROFITIFIFA] PEbT > ClA=L ]
IX-18. 2. 60g) 287,
"H-NMR ( 270 MHz, CDCls ) & 2.49 (t, J = 5.6 Hz, 1H), 2.78 (dd, J =
13.9, 8.1 Hz, IH), 2.85 (dd, J =13.9, 3.6 Hz, IH), 2.90 (d, J = 6.6
Hz, 1H ), 3.56 (d, J =4.0Hz, 1H), 3.66 (m, IH), 3.74-3.87 ( m,
3H ), 3.90 (s, IH), 3.91 (s, IH), 3.93 (s, 6H), 3.94 (s, 3H),
7.23 (s, 2H).
FAB-MS m/z = 347 (M * +1).
BEM23 3, 4, 5 —PURARFI—-2—- [ (2R), (3S) —2,
3, 4—FMUEROFSTIFNFAF] 7EbT72/> kBHIX-19)
IR81

(+) =2, 3-0—1VYTOPYF>—L—-ZLAbr=)L (5. 08g) &
tert=TFNIAFNSUNIOYUR (5. 19g) LE2BEFLLIOTE
1 ERRICUTRIGETETHERIL., (2S), (3S) —4—(tert—7F
WEAFNYNFF) -2, 3-0—-4VTOBCUF -1, 2, 3—-TF%
SRUF= (7. 3 7g) 287,
"H-NMR ( 270 MHz, CDCls ) & 0.09 (s, 6H), 0.90 (s, 9H), 1.40 (s,
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30 ), 1.42 (s, 3H ), 2.41 (dd, J =17.9, 4.6 Hz, 1H ), 3.62-3.83 (m,

3H ), 3.83-3.94 (m 2H), 4.00 (dt, J=7.7, 4.5 Hz, 1H).
FAB-MS w/z = 277 (M * +1).
T#?2
rRITEBITASNE (2S), (3S) —4— (tert—TFINIAFI
SYNAFY) -2, 3-0—4A4VYFOEUF -1, 2, 3-TFUA-
V(1. 37g) ERVIVANTAZAZOUR B.13¢g) &L2BEHLL
DTERIEARICUTRESTHTHENL, (2S), (3S) —4- (tert
—IFNTAFNIUNLAFEY) -2, 3-0—4VTOEUF-1-FIT
VANTAZNFFY—L, 3-FFTF—N (10. 5Tg) 8L,
JH-NMR ( 270 MHz, CDCl. ) & 0.04 (s, 6H), 0.86 (s, 9H), 1.33 (s,
SH), 1.36 (s, SH), 2.45 (s, 3H), 3.66 (dd, J =10.1, 6.1 Hz, 1H),
3.74-3.90 (m, 2H), 4.03-4.29 (m, 3H), 7.34 (d, J=8.5Hz, 2H),

7.80 (d, J =28.5Hz, 2H).
FAB-MS mw/z = 431 (M * +1).
IE3

rRTEITESNRE (2S), (3S) —4— (tert—TFIIAFIT
UNAFY) -2, 3-0—AVFOEYF>—1—-brNVITXANT 3 ZIVAF
-9, 3—FH>VA— 5.5 Tg) ERFIULFATET—F (.51
g) LEBEMLIOTEI LABILTRIESHTHSL. (2R), (38)
— 1 =FEFNFF—4— (ter t —=TFNIAFNIYLFFY) — 2, 3
—0—-4AYTOPYFL -2, 3-TH>TF—) (4. 18g) BRI,
TH-NMR ( 270 MHz, CDCls ) 6 0.08 (s, 6H), 0.91 (s, 9H), 1.38 (s,
SH), 1.42 (s, 3H), 2.36 (s, 3H), 3.08 (dd, J=13.9, 6.3 Hz, 1H),
3.31 (dd, J =13.9, 4.3 Hz, 1H), 3.68-3.85 (m, 3H), 4.08 (m IH ).
FAB-MS m/z = 335 (M * +1).
IE¢
rRTEITESNE (2R), (3S) —1-7EFVFA-4- (tert
—7?»9%?»9UW%*9)—2,3—0—4V7DEU?>—2,3—7
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FrOA=N (3. 97g) EERUTY (22mL) 28582 J0TEY
ERBRICLTRBEHETHEL, (ZR), (3S) —4— (ter t—7FN
PAFNZUNTFY) -2, 3~-YERoFy—1, 3-0—-14V7OEYF
=1 =TFFF—)N (3. 1 8g) 26k,

"H-NMR ( 270 MHz, CDCls ) & 0.07 (s, 6H), 0.90 (s, 9H ), 1.40 (s,
3H), 1.43 (s, 30 ), 1.63 (t, J=8.4Hz, IH), 2.72 (ddd, J = 13.9,
8.2, 5.9 Hz, IH), 2.84(ddd, J = 13.9, 8.4, 4.1 Hz, 1H), 3.70 ( dd, J
=10.2, 5.9 Hz, IH), 3.79-3.94 (m, 2H), 4.04 (m 1H).

FAB-MS m/z = 293 (M * +1).

TES .

EERTBA4THSNAE (2R), (3S) —4— (ter t—TFLATAFI
PUNEFY) -2, 3-PkROFT -2, 3-0—-1V7OVUF>—1—
TEFA=N (2. 97g) &BEH I TASNEL-TOE-3", 4,
5" —PURXALFITEII /Y (LBPX1a. 2. 94g) Ex2AV, B
ERLIOTES ERBICLUTRIBESETHEML, 37, 47, 5" —FURXEK
F¥-2-[(2R), (3S) -2, 3, 4-RUEROFLTFAFF] 7
thT7xz/ kEHIX-19. 3. 1 1g) 28k,

"H-NMR ( 270 MHz, CDCl. ) & 2.53 (t, J =509 Hz, IH), 2.77 (dd, J =
13.5, 7.4 Hz, 1H), 2.85 (dd, J =13.5 3.6 Hz, 1H), 2.94 (d, J = 6.6
Hz, I1H ), 3.58 (d, J =4.0Hz, 1H), 3.65 (m, I1H), 3.74-3.87 (m,
3H), 3.90 (s, 1H), 3.91 (s, 1H), 3.92 (s, 6H), 3.94 (s, 3H),
7.23 (s, 2H).

FAB-MS w/z = 347 (M * +1).

BEFLLE AR -5-HANFFITITER

AZF==5-ANR B (3. 10g) 2Fb5EROT75> (5 0mL)
KEBL, TRICUFILTIIZIOLERYUR (1. 50g) 2MX, 2 0B
MmREH L. REREERETHAL, BEIF)L. KT 2 NKE{EF
DU LKBREMA., RIEEFIL LR, RERZEKHERT MY U LATESRE,
AEMERB Ui, BBICTZRBIL<>H (30, 00g) ZMX, EBTI 6
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BESR L. FAMEZERL. BRERERER, BREEZUNTNASLY
ORhYS 74 —THEBL, 4> R=)V—5 —ANRFITNTFTER (1. 43
g) 287%.

IH-NMR ( 90 MHz, CDCls ) & 6.72 (m IH), 7.33 (t, J=3.0Hz IH),
7.49 (d, J = 8.6 Hz, 1H), 7.97 (dd, J = 8.6, 1.3 Hz, 1H ), 8.19 ( brs,
1), 857 (brs, 1H), 10.04 (s, 1H).

EI-MS w/z = 145 (M").
EWwH1 (Z) —3— (A>R=I=—3—-4)) —2—-AbF¥—1- (3,

4, 5—FUAREI Tz —2—-FORY—1—-F> ({LEH1)

BEFITBONEL-ARES—3",4",5" —PURXALFSTEFTZ/
> (300.0mg) BEUALR—=N—3-HNRFITATEER (362. 5
mg) 2L /—) (1 0mL) &ML, ThicEXYT > (212. Ime)
RIA. O ESMAMBER L. RIGHREXRSL, HLAKSGEZRRILE. #5
NrErEERENBRIFINSCERRLL. &1 (254. 8me) R
'H-NMR ( 270 MHz, CDCl, ) & 3.88 (s, 3H), 3.92 (s, 6H), 3.97 Cs,
SH), 7.11 (s, 1H), 7.15-7.29 (m, 2H), 7.19 (s, 2H), 7.43 (dd, ]
=7.6, 1.3 Hz, 1H), 7.65 (d, J =7.6Hz, 1H), 811 (d, J= 2.6 Hz,
1H), 8.67 (brs, 1H).

EI-MS mw/z = 367 (N* ).
TR (2, HN0sELT )

Ft®E : C, 68.65; H, 5.76; N, 3.8l.

S£qE : C, 68.60; H 5.68; N, 3.75.

Sl (Z) —2-IhFP—3—- (AR=NL=3-1}) —1- (3,
4, 5—FUARFITzoI) —2-Taxr—1-%F> ({LE&®l)

BER,TASNEL-ThFL -3, 47,5  —RUAMFITELT 2/
> (509. 0Omeg) BRI R=N—3—ANRFITITFEER (4350
mg) 2T /=) (1 imL) CHEML. ZThitExUI>» (255, Smeg)
A, 2 ABRMBGEKLE, REEREREREL, REZZUATIVAT L
pOTRY ST T 4 —THELE, BoNEARREREIFIV/AFT (1
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1) ORGER»SBREILL. £&®2 (112. 5meg) 287k,

"H-NMR ( 270 MHz, CDCls ) 6 1.42 (t, J =7.0 Hz, 3H), 3.92 (s, 6H),

3.96 (s, 3H), 4.11 (q, J =7.0Hz, 2H), 7.10 (s, IH), 7.15-7.32
(m 20), 7.21 (s, 2H), 7.43 (d, J =8.6 Hz, 1H), 7.66 (d, J = 7.8

Hz, 1H), 817 (d, J =2.6Hz, 1H), 8.58 ( brs, IH).

EI-MS w/'z = 381 (M*).

TLRAH (C2.H25N0s& LT )

gHBME : C, 69.28; H 6.08; N, 3.67.

SKJUM - C, 69.52; H, 6.27; N, 3.57.

KEHI3 (Z) =3 (AZE=N—-3—-4)l) —2—FOviFFs—1-
(3, 4, 5—FPURAFFT Tz —2-7ORC—1-F> ({t&W3I)
BEFETAOSNRLI, 47, 5 —bURAMFI -2 -FOUAFFLT

ThTz /2 (690. 0mg) BEEA U E—)b—3 - HUEFLTFILFER
(373. 3meg) #x% /=) (1 0mL) ZEML, ThicERyYI>
(254. 6meg) EmMX. 2 ARMMBERL:. RIGKERTREL, BE

EZVATNVAS AU NS T4 —THBLE, BoNHRBREHRTT

WANFYL/ AV TOENI—F)I (2 :2:3) ORSEE»SBRRLEL.

te®m3 (101. 5mg) =87,

"H-NMR ( 270 MHz, CDCls ) & 1.02 (t, J = 7.2 Hz, 3H), 1.82 ( sext, J

= 7.2 Hz, 2H), 3.92 (s, 6H), 3.96 (s, 3H), 4.01 (t, J=7.2Hz,

), 7.05 (s, 1), 7.16-7.31 (m, 2H), 7.21 (s, 2H), 7.43 (d, J =

7.9 Hz, IH), 7.64 (d, J =7.9Hz, IH), 815 (d, J =2.5Hz, IH),
8.97 (brs, 1H).

EI-MS m/z = 395 ( M* ).

TERAH (C2sHasNOsEL T )

BtBEME : C, 69.86; H 6.37; N, 3.54.

KRME : C, 69.88; Ho 6.45; N, 3.53.

KEH4 (Z) —2—-A4VTOENAFT -3 - (A2 E=I—3—-1)) —
1= (@3, 4, 5-PURXAMFI Tz —2-TORY-| %> (keY
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4)
BEMTTALNE L -4V TOAEFL -3, 47, 5’ —FUARF
27 hT7z/)Y (443, 0mg) BXUA Y R=)—3 —HNRFITIT
ER (360. 0mg) #T%/—) (1 0mL) KEML. ZhiTENUD >
(211. 0meg) M. 4 §EFRIMMENR L. RIEKERERNL ., K&
ESUNFNDIAIOR ST T4 —THBLE. Bo5NERRERRIT
N/ AFHY (1: 1) ORABRBHSERRLL, {LEH4 (386. 0me)
Yo

TH-NMR ( 270 MHz, CDCl. ) & 1.34 (d, J = 6.2 Hz, 6H), 3.92 (s, 6H),
3.96 (s, SH), 4.51 (m, IH), 7.09 (s, H), 7.15-7.29 (m, 2H),
7.93 (s, 2H), 7.42 (dd, J =17.3, 1.0 Hz, IH), 7.66 (d, J =7.6Hz
1H), 821 (d, J=2.6Hz, IH), 854 (brs, 1H).
EI-MS w/z = 395 (M ).
TERAH ( C2sH2sNOsE LT )
Ft®ME - C, 69.86; H 6.37; N, 3.54.
EHE : C, 69.88; H 6.57; N, 3.50.
K 5 (Z) =3— (A>R=I—3—-4M) —1—- (3, 4, 5—hUX
RS 7z=JL) —2— (2—RPUAFASUNIRFY) -2 -TORY— 1]
-F> ({kE®5)

sEFSTASNES , 47, 5 —hFUARFI—2- (2-RURXFN
SUNIRFY) FEb72 /> (120, 0mg) BEXTA K= —-3-A
NERFSTHFER (640. 0mg) 2x%/—)V (1 5mL) KEEL. C
NIZEARYYY (376. lmg) £MA. 2 ARMIMARRL . KICHEHE
EREL, BEEZIUAYINAISLIOTRT T 74 —THRELE. G5N7H
ERMEDRAREREs OS5 70— (HPLC) (YMC pack 0DS, SH-
343-5, $-5, 120A, 250 x 20 mm, 7L h= R UL : 7k = 80 : 20) THEL. &
&%5 (83. Tmg) 2@k,

IH-NMR ( 270 MHz, €DCls ) 6 0.01 (s, 9H), 1.23 (m 2H), 3.92 Cs,
6H). 3.96 (s, 3H), 4.14 (m, 20), 7.07 (s, 1H), 7.20 (s, 2H),
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7.22 (m, 1H), 7.28 (m, 1H), 7.43 (dd, J = 8.1, 0.9 Hz, IH), 7.64
(d, J=7.3Hz, 1H), 822 (d, J=2.6Hz, 1H), 8.57 ( brs, 1H).
EI-MS mw/z = 453 (M* ).

JLRAHT ( C2sHsuNOsSi& LT )

FtHfE : C, 66.20; H, 6.89; N, 3.09.

KyE - C, 66.14; H 6.72; N, 3.15.

KH 6 (Z) —3— (AZF—==3—-4a4) —1— (3, 4, 5—FURA
FFT72Z) —2— (2-RPUXFAIUNTOELAFY) — 2 —FORX
=1=F2 ({LkE®6)

BEFITR/OSNEI, 47, 5" —FURARFT—2— (3-RURXFI
PUNTOENFFY) TERT72 /> (843, 0mg) BEUL 2 R—)L—
—ANRFLTNTFER (359. 5mg) 2L¥/—)b (1 0mL) AR
U. ZHIZENRY P (211, 1mg) 2Mx. 2 4RMmBRBRLE. Kb
BEBERML, BEEUAYNVASLIOI NS T4 —THYLE. 85
NEEBRERRIFIV /AFH /MY TOELI—F) (2 :2:3) OF
SRBENPOBEERILL. LE6W6 (54 7. 1mg) 287,

"H-NMR ( 270 MHz, CDCls ) & -0.01 (s, 9H ), 0.57 (m 2H), 1.80 (m,
M), 3.93 (s, 6H), 3.97 (s, 3H), 4.01 (m, 2H), 7.05 (s, 1H),
7.16-7.33 (m, 2H), 7.21 (s, 2H), 7.44 (d, J = 7.4 Hz, 1H), 7.66
(d, J=T7.9Hz, IH), 8.16 (d, J=23.0Hz, IH), 8.56 (s, IH).
EI-MS w'z = 467 (M ).

TLRAH ( C2eHssNOsSiE LT )

at¥4E : C, 66.78; H, 7.11; N, 3.00.

KEHE : C 66.77; H 7.30; N, 2.94.

ERHAT (Z) —3— AR=N=3-4a)) —2—- (2—AF)7x/%F
V) -1—= (3, 4, 5—FURMFITIZI) -2 ~-TORV-1-F>

Hee®7)

BEFAIOTHAONKEI T, 47, 5" —FURARFI—2— (L—-AFN7
z/FY) 772/ (600, 0mg) BEXUSA U E—=I—3 -H)RF
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97W?EF(551.0mg)Elyl—W(ZOmL)Kﬁﬁb‘:hKE
&U9>(323.0mg)%mi‘48ﬁﬁMMﬁﬁbt,ﬁmﬁéﬁEﬂm
b‘ﬁﬁé?UﬁVﬁﬂiAbD?bﬁi74—?ﬁ&bteﬁBﬂtﬁEm%
2 SEAHPLC (YMC pack ODS, SH-343-5, S-5, 1204, 250 x 20 mm, Yt
:bUw:m=70:M)Tﬁ§b.m%%7(601.4mg)Eﬁto
1-NMR ( 270 MHz, CDCls ) & 2.49 (s, 3H), 3.88 (s, 6H ), 3.92 (s,
SH), 6.81 (dd, J=17.9, 1.3 Hz, IH), 6.89 (dd, J = 7.3, 1.3 Hz, 1H),
7.00 (ddd, J = 7.9, 7.3, 1.3 Hz, IH), 7.15 (s, 2H), T.19 (dd, J =
7.3, 1.3 Hz, M), 7.23-7.30 (m, 20), 7.40 (m, 1H), 7.61 (s, 1H),
7.73 (m, 1H), 7.86 (d, J =2.6Hz, 1H), 8.54 ( brs, 1H).

EI-MS w'z = 443 (M*).

FEEDH (C27H2sN0s &L T )

MM@E : C, 73.12; H 5.68; N, 3.16.

SEqM@ : C, 72.87; H 5.80; N, 2.99.

EWMs (Z) —2— (4—70FE7x/FY) —3—- AXRE=-3-A
W) —1— (3, 4, 5—krDARFI Tz —2-FORY—1-F >

LE®H 8)

?%ﬁll?ﬁ%ﬂtz—(4—7D%71/$9)—3’,4’,5’—b
JARFELTERTL/Y (906. 8mg) BETA X E——3 - HIKF
97W?tF(652.5mg)&15/—w(15mL)Kﬁﬁb‘:nKE
NU?>(382.5mg)ém1.24ﬁﬁmﬁﬁﬁbtoﬁmﬁéﬁEﬁﬁ
%, BEEIUNSANS AU T 7o —THEL. LY (1. 18
g) 8k,

IH-NMR ( 270 MHz, CDCl. ) & 3.90 (s, 6H), 3.94 (s, 3H), 6.92 Cd, J
= 9.1 Hz, 2H), 7.18 (s, 20), 7.21-7.32 (m, 2H ), 1.35 (d, 1 =29.1
Hz, 2H ), 7.42 (dd, J = 6.6, 2.0 Hz, 1H), T7.69 (s, IH), 7.73 Cdd, ]
=61,Zlm,m),lw(d,l=&0m.M),&w(bm,ML

EI-MS m/z = 507, 509 (M *).

FTEEDH ( CoeH:2BINOs &L T )
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Et®ME : C, 61.43; H, 4.36; N, 2.76.

ERME : C, 61.33; H 4.41; N, 2.53.

REFI  (Z) —3— (AVF=N—3—4aN) —2=AFNFH-1- (3,
4, S—FMUARFITzoN) —2-FaRs—-1-F> ({L&®H9)

BEF I LTRAOSNEL-AFAFEF-3", 4, 5 —F)ARFITE
P72/ (900. 0mg) BXBA L E—=N—-3 -HIRFIT7NFLER
(1.02g) X% /—)V (3 5mL) IKEML. THITERUT> (5 98. 4
mg) ZMA. 4 SHMMMBR L. RIGEZREREL. BB U HZ L
NZLIUI NI T T4 —THBMLE, B5N-HERYESBRAHPLC
(YMC pack ODS, SH-343-5, S-5, 120A, 250 x 20 mm, P hr=RUJL : Kk =
70 : 30) THHBL. LE®H9 (752. Img) 2875,

"H-NMR ( 270 MHz, CDCls ) 6 2.39 (s, 3H), 3.90 (s, 6H), 3.97 (s,
3H), 7.16-7.30 (m, 2H), 7.20 (s, 2H), 7.44 (d, J = 7.9 Hz, 1H),
7.08 (d, J=T7.9Hz, IH), 7.67 (s, 1H), 833 (d, J=2.6Hz IH),
8.73 (brs, 1H).

EI-MS w/z = 383 ( M* ).

TR (C..H2NOLS &L T)

FH¥ME : C, 65.78; H, 5.52; N, 3.65.

ERME : C, 66.04; H 5.37; N, 3.58.

ERHF10 (Z) —3—- AE=)=3—-4J) —1—- (3, 4, 5—hV
ARFITzZN) —2— (2= BMUAFNIUNIFNFE) —2—-FOxR>
—1-F> ({tk&%10)

BEMIITHAGNRI, 47, 5 —FUARFI—2— (2—-RURF
WAUONIFNFE) 77272 (1. 00g) BXULA U R=I—-3-%4
WARFSTATER (0. 8§5g) 214 /—)b (3 0mL) KHEML. Zhic
EXUZZ (0. 50g) 2mMA, 4 SHMMBBBRL . REKZREREL.
RBEUNTNASLZOR IS T4 —THRELE. Boni-BERMES
BAHPL C (YMC pack ODS, SH-343-5, S-5, 120A, 250 x 20 mm, P& F=h
Dbk =80 @ 20) THRIBIL., 1L&H10 (0. 7T6g) 28k,
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I§-NMR ¢ 270 MHz, CDCls ) & -0.05 (s, 9H), 0.89 (m, 2H), 2.90 (m,
9% ), 3.89 (s, 6H), 3.97 (s, 3H), 7.16-7.30 (m, 2H), 7.20 (s,
9H ), 7.44 (d, J =7.9Hz, 1H), 7.60 (d, J=7.6Hs, IH), 7.7] (s,
1H), 8.39 (d, J=3.0Hz, 1H), 867 (brs, 1H).

EI-MS m/z = 469 (M ).

LR ( C2sH:.N0LSSi &LT)

B : C, 63.93; H 6.65; N, 2.98.

$qME - C, 63.95; H 6.70; N, 2.92.

E#WH 11 (Z) —2— (4—-7)WFp7zhVFA) —3— (1 F=)b—
3—q)) —1— (3, 4, 5—RFUAFFIT7z)) —2-TORT -1~
F> (lkE¥l1 1)

BEF ] ATBAREL- (4-T7NFAOT7xZNFE) —3°, 47, 57
—RURARFITERTZ/ Y (1. 19g) BEUA U E——3 —HIEF
STLFER (1. 03g) 2T /) (3 5mL) HEML., ZhicExY
22 (0. 60g) Mx. 2 4ARMMBRERLE. RIEKEREREL. BER
ESUAFNISLZOIRNT T 74 —THELE, B5hEKRERRTT
N/ AFHY (1: 1) ORGEBISERRELL. L&H1 1 (0. 838)
=8/, |
I4-NMR ( 270 MHz, CDCl. ) 6 3.84 (s, 6H), 3.93 (s, 3H), 6.89 (¢t, J
- 8.6 Hz, 2H), 7.03 (s, 2H), 7.21-7.33 (m, 4H), 7.44 (d, J = T7.6
Hz, 1H), 7.69 (d, J =7.3 Hz, IH), 8.01 (s, 1H), 8.40 (d, J =3.0
Hz, 1H), 8.78 ( brs, 1H).

EI-MS m/z = 463 ( M* ).

FTERAH ( CoeHz2FNOLSELT )

BB : C, 67.37; H, 4.78; N, 3.02.

EWME : C, 67.32; H 4.82; N, 2.95.

EwH 12 (Z) —2- (- ROFSIFNFF) -3 (1 F—)b—
$—A) —1— (3, 4, 5—RFUARFITz)) —2-7ORT -1~
> (k¥ 2)

49



WO 97/20814 PCT/JP96/03504
SEH | S5TRONAE2 - (2—EROFZIFUFH) -3, 4°, 5°
—hUARFSTEIT72/2 (858, 0mg) BEULLIK=IN—-3-HN
RFZTNTEER (435, 0mg) 2% /—)L (1 0mL) iCEML. Th
WERYUZ2 (255, 0mg) #MX, 2 4RMMBBRLE. RIEKERE
BEL. REZUIMSNVAHSL 20N S T4 —TEMLE, B5h-84
Rz SBAHPL C (YMC pack ODS, SH-343-5, S-5, 120A, 250 x 20 mm, 7
ThZBRUN K =50 : 50 THHL. LEHW12 (636. 5mg) 287k,
"H-NMR ( 270 MHz, CDCls ) 6 3.04 (t, J =5.6 Hz, 2H), 3.16 (t, J =
5.6 Hz, 1H), 3.71 (q, J =5.6Hz, 2H), 3.88 (s, 6H), 3.97 (s, 3H),
7.12 (s, 20), 7.20-7.32 (m, 2H), 7.46 (d, J = 7.9 Hz, 1H), 7.56
(d, J=7.9Hz, 1H), 7.95 (s, 1H), 8.60 (d, J=3.0Hz, 1H), 8.88

( brs, IH).

FAB-MS w/z = 414 (M * +1).

TERAH ( C22H2sNOsS +0.5H,0 &L T)

gtHM@ : C, 62.54; H, 5.73; N, 3.32.

EHE - C, 62.56; H, 5.55; N, 3.02.

EBI13 (Z) —2—- (2-EROFLIFAFA) —3- (6 —AFNA
PE==3—=40) —1—- (3, 4, 5-RURAFFITx=Z)) —2-TO
Ry=1-F> ({t&®1 3)

BEH | S5 THAOSNREL- (2 - ROFSIFINFE) -3, 47, 5’
—FIARFITERTZ/ 2 (1. 00g) BEXULE —AFINAE=I—3
—ANRFLTIATER [y—FN FT ¥ F—H=Zwr »¥IXPY-—
(J. Org. Chem.) . 4 4%, 3741H. 19794] (0. 56g) 2x%/
=)V (1 0mL) IZ@AML. ZhicEXUZ> (0. 30g) #MX, 7 2KM
FBHRL Jc. RIEREBERBEL, BERES VANV ASLIOR NI ST 4
—TRELE, 8o HERERBEIFIN /AFY (1 :1) OREBEM®
SHEkREL, ke 13 (911. Img) 28k,

'H-NMR ( 270 MHz, CDCl. ) 6 2.47 (s, 3H), 3.03 (t, J =5.4Hz, 2H),
3.09 (s, IH), 3.70 (t, J =5.4Hz, 2H), 3.88 (s, 6H), 3.97 (s,
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SH), 7.04 (d, J=8.4Hz, 1H), 7.12 (s, 2H), 7.24 (s, 1H), 7.42
(d, J=84Hz IH), 7.94 (s, 1), 853 (d, J=2.5H, 1H ), 8.75
( brs, 1H).

EI-MS w/z = 427 (N*).

FTEESH ( C2:H2sN0sS LT )

Bt%ME : C, 64.62; H, 5.89; N, 3.28.

EHE : C, 64.37; H, 6.13; N, 3. 14

EWF 14 (Z) —2— (B=D—=ZNA¥YNFA) -3 (6 —AFIT>
Re)l—3—AJ) —1— (3, 4, 5—FURARFITzIN) —-2—-7aR
v=1-F> ({kg®1 4)

BEF | T TAONREL2— (B=D=-ZNIINFH) —3", 47, 8" =
FUXREIT7ER72/> (1. 01g) BXUKE—AFIAE—)—3 -
ANEFSTAFER (0. 40g) #A% /=) (1 0mL) &ML, h
ICERUD (0. 21g) 22X, 2 4AFFMMABARREL . R 563 % 3 FE IR RS
L. BEEIUAFAASLIOI N 574 —THBLE., foNtlBRE
I )= oBRR{L. PHAHPLC (M pack 0DS, SH-343-3, S-9,
1204, 250 x 20 mn, 7 =R UJL : K = 40 : 60) THELL. B EBRE
BREE. BEEIY / -/ 1V 7O0ENI—F) (1 :1) ORGERNPSH
BRLL, k&1 4 (322. 2mg) 28I,

I-NMR ( 270 MHz, DMSO-ds ) 6 2.40 (s, 3H), 2.78 (m, 1H), 3.16-3.32
(m 5H), 3.79 (s, 3H), 3.80 (s, 3H), 3.81 (s, 3H), 4.24 (¢, J=
5.6 Hz, 1H), 4.76 (d, J = 8.6 Hz, 1H), 4.82 (d, J = 4.6 Hz, IH),
5.09 (d, J =2.9Hz, IH), 5.46 (d, J =5.0Hz, 1H), 6.94 (d, T =
8.3 Hz, IH), 7.09 (s, 2H), 7.26 (s, 1H), 7.33 (d, J =8.3Hz, 1H ),
7.52 (s, 1H), 8.12 (d, J =2.5Hz, 1H), 11.73 (s, 1H).

FAB-MS mw/z = 545 (M ™ +D.

FTERAH ( Cz-Hs.NO6S -0.8H.0 &L T)

BHEME : C, 57.91; H, 5.87; N, 2.50.

EP4E : C, 57.88; H, 5.77; N, 2.40.
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REH 15 (Z) —2—HINBRFLAFLFA-3— (A R=IL—3—1J)
—1=(@3, 4, 5—PURXABPFITZIZ)N) —2-FOR>-1-F> (&
¥l1l5)

BEF I STRONEL-HINRFIAFNFA-3", 4, 5° —pYR
PFIT7EbT72 /2 (0. 608) BETACER=N—3—ANEFLTIT
ER (0.29g) 2% /—)b (5mL) ITHEML., ZhizbxuUT> (0.3 4
g) EMA. 4 0RMMBEHL 72, KISKERERER, BEZUIZLD
FL7O0R M S5T74—THEBL, 8572 ERMESWAHPL C (IMC
pack 0DS, SH-343-5, S-5, 120A, 250 x 20 mm, 7 F=FDJL : 0. M BB T
YEZDULKEHEK =30 1 70) THHELE, AHREREBEL. BEx 00
RIVLEL 0% 7T BAKBKTHER. EHEZRERBL. L&W 1 5
(343. 3mg) =8/,
"H-NMR ( 270 MHz, CDCls ) o 3.62 (s, 2H), 3.88 (s, 6H), 3.99 (s,
3H), 7.11 (s, 2H), 7.21 (m, 1H), 7.31 (m, 1H), 7.47 (d, J = 7.9
Hz, IH), 7.52 (d, J =7.9Hz, 1H), 7.99 (s, 1H), 852 (d, J =3.0
Hz, 1H), 9.10 (brs, 1H), CO.H;, HREEHT.
FAB-MS m/z = 428 (M * +1).
TLHEAH ( C22H2:N06S <0.4H,0 &L T)
Ft¥ME - C, 60.79; H, 5.05; N, 3.22.
EFE - C, 60.76; H, 4.86; N, 3.17.
KERHFIL16 (Z) —3— (AYR=I=3—-a)) —2-ARFIHIFAZN
AFINVFF—-1- (3, 4, §—MIAFT Tz —2-TaR> -] -
T2 (kE®1 6)

Kl S THRONLEM]LS (50. 0mg) 27Okl A (1 0mL)
LAY /=) (5mL) DERESEBHKICARL, ZRIZRUAFIIUNTSTSA
FOONFH @ (0. 5mL) 2MA, | 0 MR L. REKICKER
(20. Omg) 2MX., Z700FKNALE S BREARF M) T LKBRTHEK
®, AREERERBL. BEZZUNSIVASLIOI NS 74 —THEL
e BONZEHERYEANY TOENI—-FIHLSBRERKIEL, LEWHL 6

02
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(36. 9mg) ZH~.

'U-NMR ( 270 MHz, CDCl. ) & 3.58 (s, 3H), 3.68 (s, 2H), 3.90 Cs,
6H ), 3.97 (s, 3H), 7.15 (s, 2H), 7.19 (m, 1H), 7.28 (m IH),
7.48 (m, 1), 7.54 (d, J =7.9Hz, IH), 7.83 (s, 1H), 8.46 Cd, ]
=2.7THz, 1H), 878 (s, 1H).

EI-MS m/z = 441 (N*).

FTLHEAH ( C2sHzsN0sS &L T )

StBE : C, 62.57; H, 5.25; N, 3.17.

SEZH|E - C, 62.40; H, 5.26; N, 3.13.

Ewm 17 (Z) —2— (L=-YIFNTI)IFNFE) —3- (A 2F—
=3 =40 —1- (3, 4, 5—RURFFI TN —2-TORY—
1 —=F> (k&1 1)

BEF ] ITHBSNEL - (2-CIFNTI/IFAFE) —3°, 47,
5° —hUARFIFERIZ/ > (6T1. 0mg) BXTA X RE—Ih—3 -
HNRFLFHFEER (290. 0mg) 2x% /) (5mL) THEHEL. T
NIZERYTY (170, 0meg) £MA. 4 4FMNBERLZL. REKEZHR
EREER. BEEUASNVASAIOR MY ST 4 —THREL., BontHE
R ENEBHPLC (MC pack ODS, SH-343-5, S-5, 120A, 250 x 20 mm, 7
LR RUJL ;0. M BEEET BT LK = 50 @ 50) THBLL. BHEK
FREEEL. BEZ/700FRV AL 5 %REAET MU U LKERTHERE.
HAREERERBL, LW T (410, 6meg) /L.

IH-NMR ( 270 MHz, CDCls ) 6 0.95 (t, J =7.1Hz, 6H), 2.49 (a, J =
7.1 Hz, 4H), 2.71 (m, 2H), 2.94 (m 2H), 3.89 (s, 6H), 3.97 (s,
SH), 7.18 (s, 2H), 7.19 (m, IH), 7.27 (m, 1H), 7.44 (d, J = 7.9
Hz, 1H), 7.57 (d, J=7.6Hz, IH), 7.73 (s, 1H), 8.43 (d, J = 2.3
Hz, 1H), 8.87 (s, 1H).

FAB-MS w/z = 469 (M ™ +1).

TRAH ( CoeHs2N2045-0.6H.0 LT )

st®4E : C, 65.14; H, 6.98; N, 5.84.
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HKME - C, 65.25; H, 7.16; N, 5.86.

EEH18 (Z) —3—- A>R=N=3—-MN) —2—- (4—-T7x7F>7
FIVFF) —1—- (3, 4, 5—MUARFITIzZ)) -2 -FOR>—-1-—
F2 (kE®1 8)

BEFLITHONEL- (4-Tx/)FTTFNFE) -3, 4, 5’
—hPUAMFITEFTL/ 2 (195, Omg) BELAI P E=I—-3-H)
RFTHTER (T2, 5mg) 2I%/—)L (3mL) ICEML., Zhict
NUYP (42. 6meg) WA, 4FMMBER L. RIGHKEZXERMERE,
BRBEIATNASLIORRNI ST 4 —THML., BN -HERYEDK
MHPLC (YMC pack 0DS, SH-343-5, S-5, 1204, 250 x 20 mm, 7t h=Fhk V)
ik =170 : 30) THHELE, AHEERERMEE. Gon-EkRETV S
OENI=FINSHBEREL, kEH18 (94. 0mg) 287,

"H-NMR ( 270 MHz, CDCls ) ¢ 1.71-1.93 (m, 4H), 2.95 (t, J = 7.1 Hz,
2H), 3.87 (s, 6H), 3.89 (t, J=6.9Hz, 2H), 3.97 (s, 3H), 6.77
(d, J=79Hz, 24), 6.89 (t, J=7.3Hz, IH), 7.16-7.31 (m, 4H),
7.18 (s, 2H), 7.44 (d, J = 8.3 Hz, 1H), 7.58 (d, J =7.9Hz, 1H),
7.70 (s, 1H), 8.42(d, J = 1.0 Hz, 1H), 8.68 ( brs, 1§ ).

EI-MS w/z = 517 ( M* ).

TERAH ( C30HsiNOsS LT )

atB{ME : C, 69.61; H, 6.04; N, 2.71.

£ : C, 69.57; H, 6.36; N, 2.72.

EREFH19 (E) —2- (3, 4—-JRaOF>TIFI) —3—- (1> E—N
=3-=1)N) —1- (3, 4, 5—PURARFZTzI)) -2 -TORY—-]
-F ({kSH1 9)

SEHL I THAShES, 6 —YROF>—-1- (3, 4, 5-PURAMF
P72 AFH-1-F2 (187, 2mg) BLXUVA L R=I-3-%
WHRFLTINTER (382. 8meg) 2% /—) (TmL) KBEML. Th
KWERUZ2 (261. Img) 2mMA, 4 SEHMMBERL . KIEEICN,
N, N'" —hUXFIIFLIZF7I (269. 8meg) EMWX, 51248
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FERIMBER L. RERERERBEL, BEESUASVAS L OIS
TA—THEMLE., BohHERERRIFI/ AFHY (3 :2) ORER
., KWTI¥ / —IhoER&RIEL. L1 9 (98. 4mg) 2R
1H-NMR ( 270 MHz, CDCls ) & 1.67-1.94 (m, 2H), 2.33 (brt, J = 5.8 Hz,
1H), 2.89 (m, 1), 3.03 (m, 1H), 3.54 (m, IH), 3.67 (m IH),
3.78 (m, IH), 3.8 (s, 6H), 3.96 ( brs, IH), 3.97 (s, 3H), 7.00
(s, 20), 7.17-7.31 (m, 2H), 7.44 (d, J = 7.9 Hz, 1H), 7.54 (d, )
= 7.9 Hz, IH), 7.77 (s, 1H), 7.87 (d, J=2.6 Hz, 1H), 8.92 ( brs,
IH).

FAB-MS w/z = 426 (M * +1).

TERAH ( C24H27N06-0.5H.0 &L T )

gt¥fE : C, 66.35; H, 6.50; N, 3.22.

EpfE - C, 66.40; H, 6.67; N, 3.18.

ERHI20 (E) —2-— (3, 4—YeROFTIFI) -3 — (6 —AF)
ARE=N=3—-a4N) —1— (3, 4, 5—RURAPFITzZN) - 27
noR>—-1-%> (k&2 0)

BEH 21 THSNES, 6 -CEROFT—1-— (3, 4, 5 —FUAbF
TN AFHL—-1-F2 (870. 0mg) BEV6—AFIA 2 F—
V=3 —ANAEFLT7NFER (465. 0mg) 2x%/—)V (§mL) iIH
ML, ZhicbRYT> (288. 8mg) 2MA. 4 SHEMABRERLL. K
IREREREL, BEZ VAN ATLZOR NS T4 —THELE. &
Sh-HERENEIFIN/ AFHY (5 :3) OREGEK. RWTIY /=)
K1 1) ORGEENSEHRERALL, k&2 0 (142. Tmg) 28
e
TH-NMR ( 270 MHz, CDCls ) & 1.70-1.95 (m, 2H), 2.36 (brs, 1H), 2.47
(s, 3H), 2.87 (m, IH), 3.03 (m 1H), 3.54 (m IH), 3.65 (m,
H), 3.77 (m 1H), 3.88 (s, 6H), 3.96 (s, 3H), 4.04 (brs, 1H),
7.00 (s, 2H), 7.02 (d, J =8.8Hz, 1H), 7.22 (s, 1), 7.41 (d, ]
= 8.8 Hz, IH), 7.76 (s, IH), 7.79 (d, J = 2.3 Hz, IH), 8.79 (s,
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1H ).

FAB-MS m/z = 440 (M * +1).

TERAH ( C2sHzoN06+0.3H.0 &L T )

gty : C, 67.49; H, 6.71; N, 3.15.

EHE - C, 67.55; H, 6.93; N, 3.165.

ERH 2 1 (Z) —2—- (2, 3—-YcRoF>TOENFF) -3 - (12
R==3—4a)) —1— (3, 4, 5—hUARFITzZJ) — 2 -7
>=1-F> ({kE®2 1)

BEF 6 TASN2— (2, I-—YERoFITOELFH) -3, 47,
5" —hFUARFIT7EIZz/> (3. 1 6g) BXTAE=N—-3-A)
RFEIZTATFER (1. 45¢g) 22X /—J)V (5§ 0mL) IKHEML., ZHITE
RUYZ> (0. 85g) BMA., 7 2RMAMBRRREL . RIEKZHEERNEL.
BEEVATNVASLIOI M5 T74 —THRELE. Bo5NlERELY
J=/K (1 1 4) ORGEAEMNSEREREL, kEW2 1 (2. 04g) %
B,
"H-NMR ( 270 MHz, CDCl: ) & 2.31 (t, J =5.9Hz, 1H), 2.8 (dd, J =
13.9, 8.9 Hz, 1H), 3.09 (dd, J = 13.9, 4.0 Hz, 1H), 3.58 (dt, J =
11.2, 5.9 Hz, 1H), 3.69 (m, 1H)D, 3.79 (m, l‘H ), 3.88 (s, 6H), 3.97
(s, 31), 4.11 (d, J =3.5Hz, 1H), 7.11 (s, 2H), 7.21 (m, IH),
7.29 (m, 1H), 7.46 (brd, J = 7.9 Hz, 1H), 7.54 (brd, J = 7.4 Hz,
), 7.97 (s, 1H), 8.61 (d, J =3.0Hz, 1H), 9.01 (s, 1H).
EI-MS w/z = 443 (M*).
JTEHREAH ( C23H2sN06eS <0.9H.0 &L T )
¥ : C, 60.09; H, 5.88; N, 3.05.
E§@E : C, 60.11; H, 6.01; N, 3.03.
ERMAL2 (Z) —2- (2, 3—YeRoF>FOENFH) —3- (I~
AFWATE=I=3—4)) —=1— (3, 4, 5—FUAFFZTII) -
2-7aR>—-1-F> ({ka®ml 2)

BEF] 6 TASNEL2— (2, 3-YeRoF>SOELFLH) -3, 47,
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5 —RUARFITHERTZ/Y (1. 00g) BRI —XFNAYE—N
—3—HARFEZTAFEER (0.50g) 2TF/—)V (§mL) KHERL. T
NIcERUTY (0.3 1g) 2Mx. 4 8EEMMBENL &, RIGHERERE
L. BEELUNSNASAIOR NS T 74 —THBLE, B5hARKS%
Iy I—=N/Kk (1 1) ORSEBHSERRLL, LAW2 2 (844, 8
mg) 2875k,

'H-NMR ( 270 MHz, CDCla ) 6 2.24 (t, J = 6.3 Hz, 1H), 2.82 (dd, J =
13.6, 8.7 Hz, 1H), 3.10 (dd, J = 13.6, 3.5 Hz, 1H), 3.57 (m, 1H),
3.69 (m IH), 3.78 (m 1H), 3.87 (s, 6H), 3.94 (s, 3H), 3.97 (s,
3M), 4.24 (d, J = 4.0 Hz, 1H), 7.08 (s, 2H), 7.22 (m, 1H), 7.33
(m, W), 7.39 (d, J=7.9Hz 1), 7.53 (d, J=7.9Hz, 1H), 800
(s, 1), 8.52 (s, IH).

FAB-MS w/z = 458 (M * +1).

SERAHT ( Coall27NOGS &L T )

#EM : C, 63.00; H 5.95; N, 3.06.

@M : C, 62.85; H 5.97; N, 3.02.

ERM23  (Z) —2— (2, 3—-YEROFLTOELFA) —3— (4-
AFNASR=—3—4N) —1— (3, 4, 5—FUALFITz) -

) —7OR>—1-%> (ke 3)

BEF | 6 TASNEL— (2, 3—YEROFTTOENFH) -3, 47,
5' —RURARFLTFERTZ /> (397, 5mg) BELKL—XFIA K
-3 —ANEELTILFTEE (WO95,14003) (200. 0mg)
#I%/—) (2mL) EML., ZhicExRUT> (107. 3meg) EMX,
4 SEEMIMBMERL 2. RIEKERTEBRBEHR, BEES VIV NATLZORE
P57 4—THNL. BoNEHERDERBRIFIL  AFHY (2:1) O
AN SBRRLLE. BoNAEERMERRAHPLC (M pack 0DS,
SH-343-5, S-5, 1204, 250 x 20 mm, 7HEh= R UJL: 7k = 40 : 60) THML.
BHEERERGE. BONERRESY 7OENI—FN2SBRERLL.
fkem23 (249. 0me) 287%,

o 1
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"H-NMR ( 270 MHz, CDCls ) 6 2.38 (t, J=5.8Hz, IH), 2.41 (s, 3H),
2.83 (dd, J =13.9, 8.6 Hz, 1H), 3.08 (dd, J =13.9, 4.0 Hz, IH),
3.87 (dt, J=11.3, 5.8 Hz, IH), 3.70 (m, 1H), 3.81 (m 1IH), 3.88
(s, 6H), 3.94 (s, 3H), 4.13 (d, J=3.3Hz, IH), 6.93 (d, ] = 7.8
Hz, 1IH), 7.05 (s, 2H), 7.14 (t, J=7.6 Hz, 1H), 7.30 (d, J = 7.6
Hz, 1H), 8.32 (s, 1H), 8.69 (d, J =3.0Hz, 1H), 9.07 (s, 1H).
FAB-MS w/z = 458 (M * +1).

TERAHT ( C24H2:N06S &L T )

StHME : C, 63.00; H, 5.95; N, 3.06.

KHME : C, 63.00; H 5.96; N, 3.05.

Kt 2 4 (Z) —=3— (4-r7ooOA>R=—=3—a4N) —2— (2, 3

—JeROFTOELNFF) —1— (3, 4, 5—-FURXFFITzZ))) -
-7aRy—1-%F> (ke 4)

BEH 1 6 TASNEL - (2, 3—YvROFSOULFS) —3°, 47,
57 —hURAMFITFERTI/> (948, 0mg) BLU4—roos2k
—WV=3-ANRFLTNLNFER [BFF4T7> Tr—F) F7 »3IXb
U—(Can. J. Chem.) . 4 1%, 1585H. 19634¢] (537. 0mg)
XY /=) (6mL) ICBAML, THITERYZ> (296. Tmg) 2mx,
4 SRFHIMBRBEL 7=, RIGKEBRERBL, BREZZUAYINAS L O
J5374—TRELE, BoNERERERBRIFIL /AFH> (5:3) OB
CRRENOBERLL, L824 (909. I9meg) 28/~
"H-NMR ( 270 MHz, CDCls ) o 2.48 (brs, IH), 2.87 (dd, J = 13.6, 8.4
Hz, IH), 3.08 (dd, J = 13.6, 4.0 Hz, 1H), 3.58 (m, 1H), 3.72 (m,
IH), 3.83 (m 1H), 3.91 (s, 6H), 3.94 (s, 3H), 4.00 (d, J =3.6
Hz, 1H), 7.11 (s, 20), 7.15-7.17 (m, 2H), 7.38 (m 1H), 8.64 (d,
J=2.6Hz, IH), 877 (s, IH), 9.37 (s, 1H).

FAB-MS m/z = 478, 480 ( M* +1).

TLEAHT ( C23H2uCINOeS &L T )
at¥{E : C, 57.80; H, 5.06; N, 2.93.
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£yE : C, 58.08; H, 5.16; N, 2.86.
EWH2L5 (Z) —2— (2, 3—YerRoFTJOENFE) -3 (-
AFIAR=I=3—=4a4) —1— (3, 4, 5—PURARFITzIIN) -
2-JaR>—-1-F> (k&®25)

BEH16THSNEL2 - (2, 3—-YkRoF>7/OELNFE) -3, 47,
5° —FMOARFIT7ERZ/ > (948, 0mg) BXULS —AFIAUF
— V=3 —-HNEFIT7INFER WO095/14003) (477. 0mg)
B2I¥/—) (6mL) KEML. ZIZEXYTD> (255, Smg) ZWMX.
3 ORFFIMBEN L. REHEREREL. BREE VAN ASL70TE
Y574 —THMLE, Bonllkg&zIy /K (2 :3) ORGER
MhoBERERIEL. kE®25 (T10. 9meg) 2H7%.

'H-NMR ( 270 MHz, CDCl. ) 6 2.32 (t, J =5.9Hz, 1H), 2.43 (s, 3H),
2.81 (dd, J =13.7, 8.6 Hz, 1), 3.08 (dd, J =13.7, 3.8 Hz, IH),
3.56 (m, 1H), 3.68 (m 1H), 3.78 (m, 1H), 3.89 (s, 6H), 3.97 (s,
3H), 4.15 (d, J =3.6Hz, 1IH), 7.11 (m, 1H), 7.12 (s, 2H), 7.30
(brs, IH), 7.34 (d, J =8.3Hz, IH), 7.95 (brs, IH), 8.58 (d, J =
3.0 Hz, 1H), 8.90 (s, 1H).

FAB-MS w/z = 458 (M * +1 ).

TR ( C2.H2:N0S &L T)

gt¥ME : C, 63.00; H 5.95; N, 3.06.

=£3E : €, 63.33; H 6.10; N, 3.13.

EHH26 (Z) —3—- (5—-rZpooA R—=I—-3—-a4)N) —2— (2, 3
—JeROF>TOUNFA) —1—- (3, 4, 5—PUAMFITzZN) -
2—-7oR>—-1-F> (Lk&®Hl 6)

BEH | 6 THSNEL2— (2, 3—-YeRoFTOENFH) -3, 47,
5° —RUARFIT7EFT7 /> (948, 0mg) BKLS—-rooA K
— =3 —HANEFLTIFEE W0O95,/14003) (537. 0meg)
T4 /=)y (6mL) ITHEML., ZhIZEXRYP > (296. Tmg) ZMX,
4 SRERAMBBR L. RIGEERERKEL., BEEZUVATVIV IS L2707

59



WO 97720814 PCT/JP96/03504
J574—THELE, Boh-HBREFRIFILSBRERLL. LEY
26 (837. 2meg) %287k,

"H-NMR ( 270 MHz, DMSO-ds ) ¢ 2.78 (dd, J = 13.2, 7.3 Hz, 1H), 2.90
(dd, J=13.2, 4.6 Hz, 1H), 3.29-3.39 (m, 2H), 3.55 (m, IH), 3.80
(s, 3H), 3.82 (s, 6H), 4.55 (t, J=5.6Hz, IH), 4.86 (d, J =5.3
Hz, 1H), 7.13 (s, 2H), 7.18 (dd, J = 8.8, 2.0 Hz, 1H), 7.50 (d, ]
= 8.8 Hz, IH), 7.54 (s, 1H), 7.59 (d, J =2.0Hz, I1H), 8.45 (s,
1), 12.00 ( brs, 1H).

FAB-MS w/z = 478, 480 ( N* +1).

TLEAH (C25H24CINOS &LT)

stHME : C, 57.80; M, 5.06; N, 2.93.

£¥E . C, 57.86; H, 5.13; N, 2.76.

ERHI2T (Z) —2- (2, 3—YEROFTOUENFF) —3— (b -
INFOL T R= =3 —a4N) — 1= (3, 4, 5—hFUARFITzI)
—2=JoR>—-1-F2 (k&2 1)

BEH 1 6TASNE2- (2, 3-YeROoFToELFA) -3, 47,
5 —RFUARFILT7ERTZ/ > (948, 0mg) BXUKS5 —7)FoOA >
R=—3—ANRFLTAFER (WO95/714003) (489. 0meg)
2I%/—) (20mL) ICHEML., ZTHICTERYZ> (85, Omeg) ZMX.
3 GRERIMBEBRL. RIGKEREREL., BEE VIS NAS LI O E
Y574 —THELE, BohiBEREIY /—IV/K (1 :1) OREEK
NOEBERERIEL. kB2 T (618. 1mg) 28,

"H-NMR ( 270 MHz, DMSO-de ) 6 2.78 (dd, J = 13.1, 7.2 Hz, 1H), 2.90
(dd, J=13.1, 4.7 Hz, 1H), 3.25-3.40 (m, 2H), 3.54 (m IH), 3.79
(s, 3H), 3.81 (s, 6H), 4.56 (t, J =57Hz, W), 487 (d, J =54
Hz, 1H), 7.02 (td, J=9.0, 2.5 Hz, 1H), 7.11 (s, 20), 7.31 (dd, J
=9.9, 2.5 Hz, 1H), 7.48 (dd, J =9.0, 4.0 Hz, 1H), 7.53 (s, 1H),
8.48 (s, IH), 11.96 (brs, 1H).

EI-MS m/z = 461 (M* ).
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TR ( C2sHz4FN06S-0.9H:0 &L T )

St¥4E - C, 57.83; H, 5.44; N, 2.93.

SERME - C, 57.89; H, 5.53; N, 2.93.

ERHAL8 (Z) —2— (2, 3—yeRroFToBNFF) —3— (6-
AFNAR=)=3—a)) —1— (3, 4, 5—hFUARFI Tz —
-JarRy—-1-F> ({L&E®W2 8)

BEH | 6THSNE2 - (2, 3-YEROFTTOENFS) -3, 47,
5' —RUARFITERTIZ/> (1. 58g) BLXL6—AFIAZF—N
~3—-ANAEFITATERE (975, 0mg) 2% /)L (1 0mL) &
L., ZhicPXRUP> (494, 5meg) 2mx. 3 6EMMBERLE. K
SHRERTREL, BEZUASNASLIOR N ST —THRELE. &
SNEBRRENBEIFI/AFYY (5 :3) ORGARENSHRERKLL. 4L
&H28 (1. 23g) 28,

TH-NMR ( 270 MHz, CDCls ) & 2.36 (s, 1H), 2.46 (s, 3H), 2.82 (dd,
] =13.9, 8.9 Hz, 1H), 3.08 (dd, J = 13.9, 4.0 Hz, 1H), 3.55 (m,
1H), 3.68 (m 1H), 3.77 (m, IH), 3.87 (s, 6H), 3.97 (s, 3H),
4.16 (s, 1H), 7.04 (d, J =7.7THz, IH), 7.10 (s, 2H), 7.24 (s,
IH), 7.41 (d, J=7.7THz, 1H), 7.96 (s, IH), 8.564 (d, J =3.0 Hz,
1H), 896 (s, IH).

EI-MS w/z = 457 (M* ).

TR ( C2.H27NO6S +0.2H:0 &L T)

¥ : C, 62.51; H 5.99; N, 3.04.

EyE : C, 62.46; H 6.11; N, 2.9.

ERHE29 (Z) —2- (2, 3—YeROFTOELNFF) —3— (6
IFNVAYE=)=3—-4)) —1— (3, 4, 5—hFUARFI Tz —
2-7aRy—1-F2 ({kE®Hm2 9)

BEF | 6 TASNE2 - (2, 3-YeRoFTOELFE) -3, 47,
5 —RURXARFYTERTZ /> (2. 218) BEUVE-ITFIAE=)
-3 - ANAFITNTFER (WO95,/14003) (1. 21g) 218/

61



WO 97/20814 PCT/JP96/03504
=) (14mL) KTHML., Thic¥RYT> (596. 1mg) #mMZ. 30
RRAMBREL 2. RIGBEREBREL. BEZS VISV AS L0 KT S
TA4—THELE, BohZHERETIY /=K (2 :3) ORBEEMS
BREa{tL. k&2 9 (1. 48¢g) 28/,

'H-NMR ( 270 MHz, DMSO-ds ) 6 1.22 (t, J = 7.6 Hz, 3H), 2.70 (q I =
7.6 Hz, 2H ), 2.80 (dd, J =13.3, 7.3 Hz, 1H), 2.91 (dd, J = 13.3,
4.6 Nz, 1H), 3.33 (m, 2H), 3.55 (m, IH), 3.79 (s, 3H), 3.81 (s,
6H ), 4.57 (t, J =55Hz, IH), 4.87 (d, J =5.5Hz, IH), 6.98 (d,
J=81Hz, IH), 7.10 (s, 2H), 7.28 (s, IH), 7.38 (d, J = 8.1 Hz,
IH), 7.60 (s, 1H), 837 (d, J=2.3Hz, IH), 11.79 (d, J = 2.3 Hz,
1H).

FAB-MS mw/z = 472 (M * +1).

TLHRAH ( C2sH2oN06S LT )

at¥fE : C, 63.68; H, 6.20; N, 2.97.

SEHME : C, 63.79; H, 6.34; N, 2.93.

EiE#i 3 0 (Z) —2—- (2, 3—YEROF>SOoblFA) —3-— (6—
AVTOENMAF—=)b=3—4I) —1—- (3, 4, 5—hFUAMFIT7z=
V) —2-7aR>—-1-F> ({k&®wi3 0)

BEF 1 6 TAONEL - (2, 3-YkbRaoF>JONFF) -3, 47,
5" —hURAMESTEITIZ /> (1. 58¢g) BXUGE -1V TOVILA>
R==3 - ANRFFLNFEE WO95/14003) (935. 0meg)
XY /=) (1 0mL) KBEML., ZNITERYT > (425. 8mg) %
Av 2ARRMMBRL:. REKEREREL, REEZUASNVASL2D
REIST4—THRELE, BSNHBRERBRIFIV / AFY> (1 :1)
DRSEREMSHREREL., £EH30 (1. 23 g) 287k,

"H-NMR ( 270 MHz, CDCls ) & 1.30 (d, J =6.9 Hz, 6H), 2.33 (t, J =
6.1 Hz, 1H), 2.81 (dd, J = 13.5, 8.7 Hz, IH), 3.03 (m, 1H), 3.08
(dd, J=13.5 3.6 Hz, 1H), 3.56 (m, IH), 3.63-3.83 (m, 2H), 3.88
(s, 6H), 3.97 (s, 3H), 4.19 (d, J =3.0 Hz, IH), 7.10 (s, 2H),
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7.13 (d, J = 8.3 Hz, 1H), 7.30 (s, 1H), 7.43 (d, J =8.3H, 1H),
7.97 (s, 1H), 857 (d, J =3.0Hz, 1H), 892 (brs, 1H).

FAB-MS mw/z = 486 (M * +1).

FTEFEAH ( CoeH:iN0sS +0.6H,0 &L T )

StE{E : C, 63.45; H, 6.62; N, 2.69.

S ;- C 63.66; H, 6.71; N, 2.90.

Esi 3 1 (Z) =3— (6—rooA4 > RE=—3—-1)) —2—- (2, 3

—Tr ROoFITOENFA) —1— (3, 4, 5—hURXARFITzZI) —
9 —7OR>—1-%> (LEHI 1)

sEH] 6 TAONREL- (2, 3-YeROoFTOENFR) -3’,4",
5' —RUAREIFERT7/ > (948, 0mg) BXV6—ronfrF
-3 —-HNEFITILFEE (WO95,14003) (538. dme)
215 /=) (2 0mL) KAML., ZhicExyYP> (255, 0meg) Zm
%. 3 SEERAMBEWLSE. RIGEEREREL., BEEZUASNAS LD
< TSI T4—THEBL, BohARKRERRIFN /~AFT (1 1)
ORSHEE,MSERBLL. LE&®3 1 (270. 3me) ERL.

IH-NMR ¢ 270 MHz, CDCls ) 6 2.51 (s, 1H), 2.86 (dd, J =13.9, 8.4 Hz,
IH), 3.06 (dd, J =13.9, 4.0 Hz, 1H), 3.56 (m, 1H), 3.68 (m 1H),
3.78 (m, I1H), 3.88 (s, 6H), 3.97 (s, 3H), 4.04 (s, 1H), T.11 (s,
9H), 7.16 (dd, J = 8.9, 1.8 Hz, 1H), 7.43 (d, J =8.9 Hz, IH), 7.46
(d, J=1.8Hz 10), 7.83 (s, 1H), 857 (d, J =3.0Hz, 1H), 9.25
(s, IH).

FAB-MS m/z = 478, 480 ( M* +1).

TEREAH ( C2sH24CINO6S +0.9H.0 &L T)

stEME : C, 57.83; H, 5.44; N, 2.93.

£H4E : C, 57.89; H, 5.53; N, 2.93.

EZHH 32 (Z) —2— (2, 3—Yr ROFITOENFE) —3— (6-—

JhAaLA Y E=L—-3—a4) —1— (3, 4, 5—FUARFITZI)
—2-JaRy—-1-%> (k&M 2)
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BEF] 6TRSNEL- (2, 3—YeROFSSOVILFF) —3°, 47,
5" —hPURARFITEITIZ /D (1. 628) BXU6-—ThFDA>E—
V=3 =ANRFLTINTER [Py—FI) T 4 AF4>FI 43X
PU—(. Med. Chem.) . 6%, 716HE. 19634] (838. 2mg) %
I5 /=) (1 0mL) ICBEML, THicEXYP> (437, Tmg) 2mMx.
J ORREMBMBRL 7=, RIGREREREL. BEES UL HSA OT
TI3T74—THHELE. BoNBREREIY / —IHhoBERRILL. L3932
(638. 8mg) 28/,

"H-NMR ( 270 MHz, CDCls ) 6 2.34 (t, J =6.3Hz, 1H), 2.84 (dd, J =
13.8, 8.6 Hz, IH), 3.08 (dd, J = 13.8, 3.8 Hz, 1H), 3.58 (m, IH),
3.69 (m, 1H), 3.79 (m, IH), 3.88 (s, 6H), 3.97 (s, 3H), 3.99 ( d,
J=40Hz, IH), 6.97 (td, J =8.9, 2.2 Hz, 1H), 7.11 (s, 2H), 7.15
(dd, J=9.1, 2.2 Hz, 1H), 7.45 (dd, J =8.9, 5.0 Hz, 1H), 7.84 (s,
IH), 855 (d, J=2.6Hz, 1H), 9.10 ( brs, 1H).

FAB-MS m/z = 462 (M * +1).

TR ( C2sH2oFNO.SELT )

at®4E : C, 59.86; H, 5.24; N, 3.04.

KM@ - C, 59.68; H, 5.17; N, 2.89.

KEH I3 (Z) -3 - (6—-FEPFPIKALER—=)—3~-1)N) —2—

(2, 3-2ROFSTOENFE) —1- (3, 4, 5—FURXAFFI T
D) —2—=FaRky—-1-%> (LW 3)

BEH 6 TASNKE2— (2, 3-YLROFITOELFSE) -3, 4",
5" —FURAMFITELTIZ /> (1. 58g) BEUEG-TEFTI RS
R==3 —ANKFLTNTER (WOI95,/14003) (1. 64g) %
I% /=) (20mL) IZBML., ZHICERYVZ> (690. 0mg) #mx.
3 SRR ER L 7. HHL-RRERBE, Boh-BRREISY /) )/
A ) =IV/N, N=TPAFIEIVLTI R/ KOBEBENSHRRLLL. 1t
B33 (T07. 3mg) 287,

"H-NMR ( 270 MHz, DMSO-de ) & 2.05 (s, 3H), 2.79 (dd, J = 13.4, 6.9
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Hz, 1H), 2.91 (dd, J = 13.4, 5.0 Hz, 1H), 3.27-3.38 (m 2H), 3.54
(m 1H), 3.79 (s, 3H), 3.81 (s, 6H), 4.55 (t, J=25.7 Hz, 1H),
4.86 (d, J =5.0Hz, 1H), 7.09 (s, 2H), 7.10 (dd, J = 8.9, L5 Hz,
H), 7.38 (d, J=28.9Hz IH), 7.57 (s, 1H), 8.07 (d, J = 1.5 Hz,
IH), 836 (s, IH), 9.92 (s, 1H), 11.80 (s, 1H).

EI-MS w/z = 500 (M ).

THEAH ( C2sH2eN20,5E LT )

B : C, 59.99; H 5.64; N, 5.60.

$£q@E - C, 59.97; H 5.74; N, 5.72.

EHMI4 (Z) —3— (6—FErR7IR-1—-AFNAEF=)k—3 A
) — 92— (2, 3—TeROFITSOULFE) —1- (3, 4, 5—FUX
FEL 7)) —2—7aRy—1-%> ({LEH3 4)

EHH 3 3 THBONAILEWI 3 (300. 0mg) BN, N-TIAFIFEN
A7IR/FhrSERDT7S5Y (1 : 1) OBREBERICEMRL. I VX
F) (93, 6mg) . KOTAEELFrYTL (6 0%MKRY. 26. 4me)
%, 1. SEREBRLE. REEE27DO0MVLAEKTHEL. FREZK,
RWTHMEEKTESRE, BAFRT/XIULTERL, BERMELI.
ﬁ%htﬂ%ﬁ%bmm$»h?%#ﬁ\Iﬁ/-»/N,N—VX?W$wA
7IR/KOBLAGNSERKAILL, L&HW3 4 (249, Tme) R,
I-NMR ( 270 MHz, DMSO-ds ) & 2.06 (s, 3H), 2.80 (dd, J=13.2, 7.3
Hz, 1H), 2.91 (dd, J = 13.2, 4.6 Hz, 1H), 3.27-3.38 (m, 2H), 3.93
(m 1H), 3.79 (s, 3H), 3.80 (s, 6H), 3.86 (s, 3H), 4.54 ( brs,
H), 4.85 (d, J=4.6Hz, 1H), 7.09 (s, 2H), 7.14 (d, J = 8.8 Hz,
H), 7.40 (d, J =8.8 Hz, 1H), 7.54 (s, 1H), 8.01 (s, 1H ), 8.317
(s, 1H), 9.92 (s, IH).

EI-MS n/z = 514 (N*).
FTHEAH ( C26HaoN:0.5&LT)
3E4E : C, 60.69; H, 5.88; N, 5.44.
SEHE : C, 60.73; H, 5.99; N, 5.29.
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EWH35 3I— (A>F—=N—3—-4a4)) —2-[(2S), (3R) -2,
3, A-FUEROFSTIFNFA] ~1- (3, 4, 5—MURAPFI T2
V) =2-7axR>~1—-F> ({Lk&%35)

BEFL2ITHRSNES, 47, 5" —FUARES—2—-[(258),
(3R) =2, 3, 4—FMUEROFZIFNFA] 7EbTz /> (2 68. 0
mg) BEUVA Y R=N =3 -ANRFLTINFTEE (112. 3mg) 21%
J=l (4mL) KHEML., TNRITERYZY (66. 0mg) MWK, 9 68
MIMBRH L 7c. RIGREBREREL . BEESUAFVINASLIORIYS T
A —ITHELU, BSNEHEBRENRBRIFII ./ AFH > ORBAED, 5B
ffLL. L35 (56. 9meg) =2B~.

"H-NMR ( 270 MHz, CDCls ) & 2.96 (dd, J = 13.6, 8.7 Hz, I1H ), 3.09
(dd, J =13.6, 4.0 Hz, 1H), 3.23 (brs, 1H), 3.52-3.82 (m 5H),
3.84 (s, 6H), 3.96 (s, 3H), 4.81 (d, J = 2.0 Hz, IH), 7.08 (s,
2H), .17 (m, 1H), 7.24 (m, IH), 7.42 (d, J =7.6 Hz, 1H), 7.49
(d. J=76Hz, IH), 7.98 (s, IH), 8.65 (d, J=2.6Hz, IH), 9.56
( brs, IH).

FAB-MS m/z = 474 (M * 41 ).

TLEDH ( C24H2:NO-S <0.6H,0 &L T)

AtHME : C, 59.52; H, 5.88; N, 2.89.

SEJME : C, 59.60; H, 5.96; N, 2.86.

ERFI6 3— (6—AFNAR—=N—3—a)) —2—-1(2S), (3
R) =2, 3, 4—MUEROFITIFNFF] —1—- (3, 4, 5—RURX}
FT7xZIN) -2-TaxR>—-1-F> ({LEH36)

BEFLITRASNEI, 47, 5" —PFUARFI-2-1(29S),
(3R) =2, 3, 4—PUELROFIIFNFA] 7,7/ (1. T3
) BEUbG—AFNAR=IN—3—HANRFL7NFTEER (0. 80g) %
I5/=) (1 0mL) KEML., Zhic¥RYT> (0. 43 g) #mx. 26
FEmMBREL:, RISKERERBL. BEZ UV ASLIO KT S
T4 —THRELE. BN BERERBEIF I,/ AFHCORAHBEN SHLE
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ibl. kE®36 (1. 22g) 28k,
'H-NMR ( 270 MHz, CDCls ) 6 2.43 (s, 3H), 2.96 (dd, J = 13.6, 8.7 Hz,
1H), 3.10 (dd, J = 13.6, 4.0 Hz, 1H), 3.23 (brs, 1H), 3.53-3.82 (m,
5H), 3.84 (s, 6H), 3.96 (s, 3H), 4.84 (brs, 1H), 7.00 (d, J =
8.2 Hz, IH), 7.07 (s, 2H), 7.20 (s, 1H), 7.36 (d, J =28.2 Hz, 1H),
7.97 (s, 1H), 859 (d, J=2.6Hz, 1H), 9.39 (brs, 1H).
FAB-MS w/z = 488 (M * +1).
TLHEAH ( C2sHaeNO,S &L T )
at®fE - C, 61.59; H, 6.00; N, 2.87.
E£M@E - C, 61.26; H, 6.12; N, 2.82.
EEHIT 33— (6—AFNAE=N—-3—-a)) —2—-[(2R), (3
S) -2, 3, 4-MUEROFSTIFNFH] -1 - (3, 4, 5—FURAR
FT7z)) -l -TaxR>—-1-F> ({LEH3 T)
BEFLITHAOSNEY , 47, 5 —bPUARFT—-2—-[(2R),
(38 -2, 3, 4—MNUEBROFZTIFINFF] 7EbT7z/> (1. T3
g) BEUE —AFNAF—=)I—3-ANFFTILTEER (0. 80g) %
I% /=) (1 0mL) IZBMRL, ThCERYT> (0. 43 g) ZmMX, 48
REEIMMBRL -, RIDBEZHEREL, BEZ UM VAS L0 RIS
T4—THELZ. Bon7-HERERBRIFIN /AFHOREBREN, SHE
mfbl. kEHMI T (1. 1 2g) 28I,
'H-NMR ( 270 MHz, CDCls ) 6 2.43 (s, 3H), 2.95 (dd, J = 13.6, 8.7 Hz,
IH), 3.10 (dd, J = 13.6, 4.0 Hz, 1H), 3.17 (brs, 1H), 3.53 (d, ] =
6.3 Hz, IH ), 3.64-3.82 (m, 4H), 3.84 (s, 6H), 3.96 (s, 3H), 4.83
(d, J=4.0Hz, IH), 7.01 (d, J=8.2Hz, 1H), 7.07 (s, 2H), 7.20
(s, IH), 7.37 (d, J =8.2Hz, IH), 7.97 (s, IH), 8.59 (d, J =2.6
Hz, 1H), 9.36 ( brs, 1H).
FAB-MS mw/z = 488 (M * +1).
JTLHRAHT ( C2sH26N0,S LT )
stEME : C, 61.59; H, 6.00; N, 2.87.
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SEPfE : C, 61.56; H, 6.14; N, 2.82.

EHHIS 2— (2, 3-TEROFSTOULFE) —3— (1> k—b—
5—4) —1— (3, 4, 5—FURRFITzo)) -2 —FORY— | —
+> eBHm3 8a. LeHm3 8 b)

BEF | 6 TASNE2— (2, 3-JEROFLSOELFA) -3, 4",
5' —RUARFLTERTI2/> (316. 0meg) BEUBEH L 4 THS
NEASE——5-HLRFLTLFEE (145. 0mg) X5/ —)
(5mL) IHEML., ZHAICEXUTY (850, Omeg) £mx. 7 2FRm
BB L, RIGHEREREE. BEESUAFYAHSAIOIRT T T 4 —
TRHEL. BONLESMESBEHPLC (YN pack 0DS, SH-343-5, S-5,
1204, 250 x 20 m, 7 = R UJL t Ak = 35 @ 65) THMLZE. WHEERE
BEL. LBW38a (36. dmg. ZH) BETLEMI8b (17. 0me.
Ef) &8k,

{tE®3 8 a:

'H-NMR ( 270 MHz, CDCls) 6 2.01 (brs, 1H), 2.62 (brs, 1H), 2.82
(dd, J =13.8, 8.4 Hz, 1H), 2.99 (dd, J = 13.8, 4.0 Hz, 1H), 3.54
(dd, J=11.8, 5.8 Hz, 1), 3.66 (dd, J = 11.4, 3.5 Hz, 1H), 3.78
(m, IH), 3.92 (s, 6H), 3.99 (s, 3H), 6.64 (brs, 1H), 7.21 (s,
20 ), 7.28-7.31 (m, 2H), 7.46 (brd, J = 8.6 Hz, 1§), 7.84 (dd, J =
8.6, 1.3 Hz, 1H), 8.25 (s, 1H), 8.85 (s, IH).

FAB-MS Wz = 444 (M * +1).

k¥ 3 8 b

'H-NMR ( 270 MHz, CDCl, ) 6 2.66 (brs, 1H), 2.81 (dd, J = 14.3, 6.9
Hz, 1H), 2.89 (dd, J = 14.3, 5.5 Hz, 1H), 3.23 Cbrs, 1H), 3.67-3.98
(m 3H), 3.83 (s, 6H), 3.90 (s, 3H), 6.47 ( brs, 1H), 7.03 ( dd,
y =86 1.3Hz IH), 7.17-7.22 (m, 2H), 7.28 (s, 2H ), T.45 (s,
1), 7.52 (s, 1H), 8.39 (s, IH).

FAB-MS w'z = 444 (M * +1).
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EXEORATEY

ARHIC LT, BENARBEEEE. RENHEESLCECRERBOKBR
HREETEON ) CHBEERETLHIENTES,
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B R o #®@ H

1. —#&xX (1)

O

4
rR°O— | @M

OR?

[, R' BBEBREFETNVFNEFEYR® (RP. YRS EAIZOREL.
R® RERS URBIABROBZETINFI., BROLEIBEHOT Y-, B
BOYLRIBROFEEERBEZIFRBERO LCIIBROBRI—-FIE
BE&RTY) 28L. R* BIUR® BRA—F2BRA->TAR. EETLFNE
RIZERS LSRBFIEBROTINFNEETH, HBWIER? LR® MN—Eich
DTERB U RBHBROAFL O FRRIFL>&HL, R* 34K, ERD
F BERTIVFN, BROLBHBROTSNFIN, BETILVIFS ., BE#
BULLKIIFBBROT INFNAF L EERNOFCE2EL, XIIEHLL I3k
BROAFUNEERT] TERINA270R) CHEBEE-RBFOEE FHA
ThaH.

2. R'MNYR® (KXW, YBIUR® BHREAETHS) 2HZTHROK
HIEBROTOR) CHEBEERETOEBLHRTINDH,

3. R'VEBEKTNFNERTHROBHE | BROTOR ) D HEREEL
REOEE EHAIN DA,

4. XDPBBOUSRBIEBBROIDE—N-3 - AINEEZTHROBE | ~
JEROTONR ) O HBAE I3 F0EE LRI NDHE,

5. FEROEH | ~4EKOTOR) CEBEEAIITOEE FHAINDE
NS5 SEX,
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