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(57) Abstract: A novel compound repre-
sented by the followmg forrnula (1) [wherein
R R R R and R® each represents
hydrogen halogeno hydroxy, alk;zl alken3y1
etc.; X 5'e represents -CH(R) CH(R)
-CHER')-CHR}-CHR")-, -CR')=CR®’),
or -C(R) CR’}-CHR') ®, R,
) and R* each represg:nts hydrogen or
alkyl); A A, A , and A" each
represents hydrogen or alkyl Y repre-
sents -CH(A) -CH(A -CAHAY)-
-CH(A )- C(A )(A ) C(A )&A ) or a
single bond (A A A A and A
each represents hydrogen or alkylgf and
Z represents hydroxy or -N(A XA ) (A51
represents hydrogen or alkyl and A
represents hydrogen, alkyl, substituted alkyl,
etc.)] or a salt of the compound. The compound has the potent ability to inhibit the phosphorylation of a myosin light chain.
[Chemical formula 1]
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[0003]

M F

BERIFIEY
TPk i

AR, Bl S ERIBICEY I TOHE, R OEERIBILEWIZD
WEASELTHDERICET S,
B i

ARAOD B (PR, L T BERARE D H DB THOMIIEE)IZIIIA Y
>RGOV RN EE THD, AT IR LT, 1R M B D T i
R O, BTG HER, /MK, FiR A2 & S R FE T 234 v %
BT 55 T B 20KDaD Y7 2= hDZ L TH D (Barany, K., et. al., Biochemis
try of smooth muscle contraction. pp.21-35, 1996) , JRLILEN#) D V-3 iH MK B OF,
B ZARAF BRI MR AR e S A RIS ETE T34 v it TR
#I200KDaDIA L HEY 7 2=y b, 43 F BRI20KDaDIA T IS Y7 =
=y bR O T BKITTKDaDIA L RS Y 7 2 =y MBS TV D, 4
TSI A L B Y L TR SR (Myosin light chain kinase) (Z&0 32U
FRAbSNIA TV EHE YT 2=y MIFIE T 234 L ATPaselfi % _EH S5 (Bar
any, M., et. al., Biochemistry of smooth muscle contraction. pp.321-339, 1996),

AT ATPasel& DS LR LI IGHEALIA L U NIT 7 F o O BAER B A REE 72
O B O S BN 2L AT P L S I E BN A TE RIS T2 LB MBI TN\ D,
Rb, AT OIEMAL IR I BIfR 42223 F b TS (Kamm, K., et
al., Annu. Rev. Physiol. 51, pp.299-313, 1989), 7=, IA L v OTEHEALIL, MkaD
FREEALIZBIR T HIE N EHIL TS (Schmidt, J T. et al., J. Neurobiol. 52(3), pp
.175-188, 2002), £7-3IA L OIEMAL DS MO E L BIFR§ 2T LA B TNS (
Niggli, V., FEBS Lett., 445, pp.69-72, 1999) , EHIT, AT v OIEMAL SR K H
LBIR T BT LA HHI TV (Kitani, S., et al., Biochem. Biophys. Res. Commun.,
183, pp.48-54, 1992), 7z, IA L DIEMAL S MIEEE LR 52 LA EbN T
V5 (Itoh, K., et al., Biochim. Biophys. Acta., 1136, pp.52-56, 1992) , &HIZ, A4
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[0004]

[0005]

[0006]

T DIEPALITIR DT R — AT BT 52803 b T D (Mills, J. C. et
al., J. Cell Biol., Vol.140, No.3, pp.627-636, 1998) , ZHLH D% Rk, 34 4l
RGOV TR VAP E 32 3R TR 2 BB L . Ma DI REZE LA TS L |
M E AL MR L A BHIL . MR AL, MR T R — s R &
THEEZBID,

ISV A5 R STV 1 i D MU 2 BB L 7= R FRIC IR B - L T B, Thib s
BELUTIE, Bl IE S IME (Samlyo, A.P. et al., Rev. Physiol. Biochem. Pharmacol.,
Vol. 134, pp.209-234, 1999) . $%.LiE (Shimokawa et al., Cardiovasc. Res., Vol. 43,
No. 4, pp.1029-1039, 1999; Satoh, H., et al., Jpn. J. Pharmacol., 79(suppl), p.211,
1999) | MM I ALAME (PERETTED, B57E H AN EH S PbiaE, 153, 1998
; N. Ono et al., Pharmacol. Ther. Vol. 82, No.2-3, pp.123-131, 1991; Shimokawa et
al., Cardiovasc. Res., Vol.43, No.4, pp.1029-1039, 1999) . #hiZ & (Andersson,
K.E. et al., World J. Vrol. 15, pp.14-20, 1997) . K& Wit B (BUEFEHEE, TL V¥
—, 47, 943, 1998; BRIEIRED, H AFERFHEEE, 37, p.196, 1999) TR ZITHN D

FioMfaOR BT, K REMIROREBZEIZBhEL 2R BITEB 5 LTS
o HREMMIDIEREZ LI BE LIz B L Tl Fl 2 iSRRI B b D e LT
T2 OMRRBEENZHT HIS, MRREELL T, fIISMEEOMREL, $2
WIET VDA 35 2 78— Y 95 BRI PEREIBE | ok P B S5 D PR ZE MR
BERFIRENS (Arakawa, Y., et al., BIO Clinica, 17(13), pp.26-28, 2002), %7z,
A 2 T A AT oD i A | BB L 7 R BB YRS B B L CRY . Thb DR REL T
i, B IE, FEIR I -85 (Ttoh, K. et al., Nat. Med., Vol5, No.2, pp.221-225, 1999
. Keely, P. et al., Trends Cell Biol. Vol8, No.3, pp.101-106, 1998) , &% (AL
, BANEFHESE, 88(1), pp.148-158, 1998) ZEA B RSN 5,

SO, MRRD BB T LA F— EITREBAE L THY (Keane-Myers A., et
al., Curr. Allergy Asthma Rep. 1(6), pp.550-557, 2001) , SHIZ, MK I3 if.
B2 1T S5 LTV BEE 2 5T 5 (Nakai, K. et al., Blood, Vol.90, No.10
, pp.3736-3742., 1997) , F7=, MKADT Rh— AL, TAINA~—JF, 7 —F
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[0007]

[0008]

[0009]

VUNR RN ORI R B, TA VAR, PR RS ICEELTVBD
L35 TV VS (Thompson, C.B., Science, Vol.267, pp.1456-1462, 1995),

TIHDH MG, IA T IR OV IR LA BLE T B IAI ThHAARREI DI
A3 R GHY R LR E AT MO I I BE LR B MBI
BEE L 7= R R MR DI |2 BB L7 B MR D B L 7= B AR M oD
HICEELEB RO/ UMD 7 Rh— R B L 72 R BO T R/ X
(TR DOT=DDEEDOE IS LL THEATHLEEZ LIS,

— 77 AV UHIEEEHE OV b Z PR E T OIANEL T, AV F /U FHERD
BILTEY, 1— (6—AVF IV ANT H=)V) —2—AF AT (H-1), 5
JREIIR (Suzuki, A. et al., Br. J. Pharmacol., 109, pp.703-712, 1993.) . WL V185
(Howe, P.H. et al., Biochem. J., 255, pp.423-429, 1988.), & X2 KA (Mobley, P
.L., et al., Exp. Cell Res., 214, pp.55-66, 1994.)DIA il ROV (b2 fH
FILIEPHRESNTND, AT IR DY R A BRE 55 — B 1%
2V B (FEBABIE52004/009555 530 7Ly R) b EIHIL TSR, Zhbidv
Thb2BREEDLEY THD,

FEH DB

FEHADRMRR LI LT A E

AZFOTEIL, AV VIR OV b &5 B ET A2 R 355
Rt ama @it +52Licdh s,
IR T RS DT D DFB

AZEYIE DIT LR OB AR _EHI LS ML« A L CEAEER 2
ZELTefE R, Tt —M (1) TREINAEA W XL DB BT LD IR EM %
FLTRY, MIOUGHEIC BHEL A, Mfnof B2 LICBHE L2 % &, Mo
A I BhE U R R Mo S BB U7 R B MR D MR I BB LT R R &
O/ XITHRRDT A= RAZBELIREO T RO/ AR DD DEIR
DEBEELTHATHHILE AU, AR A YIT3REEE A 451/
A THY, Lo SCHER (FEEABIS52004/009555 75237 Lk ; Suzuki, A. et al.,
Br. J. Pharmacol., 109, pp.703-712, 1993.;Howe, P.H. et al., Biochem. J., 255, pp.
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[0010]

423-429, 1988.;Mobley, P.L., et al., Exp. Cell Res., 214, pp.55-66, 1994.) {25tk
SNTeAVF IV FHERLITRRDBELZHL TWD, AEPIIThEDMREEIZ
L TEKINTZHDTHD,

Thabb, ARINTIY, TrROEw T enErsEitsh D,
1. Feox(1):
[fk1]

(1)

21

[HA. R\ R R R, RURY T, EHEHIMSLIT, KEF T~ T, K
H TIAXNVE TAr= Vi A= VE Tuaxsfk TIOE TAFAT
L TV AT B AL

XX, —CHR) —CH®R®) —. —CHR") —CH®R») ~CHR") —., —C (R’
)=C(R>) —, Xiz—C([R") =C(R’) —CH(R") —%/RL;

L RL R, RORYE, 2R EHAINLIC, KK T U7 A0 HE0RL;
ALAY A ROAME, BN ERSTIC, KRBT UET AR EERL
Yix, —CH(A") —, —CH(A") —C(A") (A") —, —CH(A") —C(A") (A™) —C(
A”) (A™) —, UIHERERL;

ALAN AT A UIATIE, ERERIINTIT, ARFER T UIT AR EERL
Zi3, KRR, XE—N(A") (A" %RL;

AV KRBT T ARV EERL, ATIKERE T, TAFLE TU— 5
TEBEINTZT VXNV, FHEGEA~TRETEBRINZTNAFVE, IVRFY
NETEBENTZT NNV, VT JECEBSNIZT VXNV E, KB CEHRS
NIETNVENE, ThAaky EHTEBINETAINVE, BRSWZT vaxd ET
BHREINTETAFRNLVE, TIOETERENZTAFNVE, TAFLTIETERE
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[0011]

NIET VNI TIOANR VB CEBEN T VX NAVE, TAXRATIANVR
ENAFVETEBRENTZT ANV, 7T VENTIIINR=N AT EET
BRENTT VIV, TV VT NVR= VARV CERBRENTZT V)V
AV T RETEBENTZT VNI, TAXATFFECTEBS T VXV,
TINTFFHETCEBSINIZT VXNV, a7 vV BRSh-v a7 %
NWEE INRIIRANVE TAFNINR=AVEE, TU— VWA=V FEEFG
~Fug ik ERSNEEF AT UL, UIRHBN (A) (—X —A") TR
SN TARNVEERL, 2720, — X — 3R = 5k, —S0,—. —C(=0)
—0—, —C(=0)—N(A") —, Xiz—C(=S) —N(A") —%&7RL. =, Al3kHE
JHF- TAFNE, ABETERSNETVRLVE T ETERSNEZT LVEL
B TVFRNT I ECERENEZTNVRNVE, TRV CEBESNZ TV
XV TUNTIECEBENTZTNARNVE, I T /& TERBENZT VF
NEERL, ATRUAY, TR BRI, KRR T TASLE, TYV—LET
BIASNI=T VR NVEE ~T oA TEBRSN-T VR VE, KR CEBRI N
TNFNEE T ECERSNEZT VRNV, TAXATI ) ETEBRENZT VE
Nk, Ay ECEBENZT ARV, TUNT I ETERENTZT VEV
By raT AR TR UIEBRA~TaR BRI AT, UIA'EA L
E—FR2 o TT AR LV AITAFNVECERBINIZT VXL EEiao TR
EIRL TS, BBV, ATEA LTI T VR LU, — T %Ly
—O—TNFLy—, —TAFLY—NH-TAFLY— XiFI—TA1FLr—N(T
NFN) =T NFL Y —E2o TREBL TV THEL (FZZLET AF L U iarid
TNHENFEIZIVEHRINTHEN) ;

ATEA’, APEAT ATEAT ATEAT ATEAT ATEAT AN’ AT RUATEA D
DROFENLRITND VT I1 DU EOMAEHRIZENT, ZOMAADRIT
BIHENENDETIAEWTHAEL TSR, XIT6EDBREERL ThIW ] THS
h LA XITZ D ;

2. Bl 1. IZFRIBMO—EA (1) TRINDLEIZBN T, Fieolté®:
RSKFEI T HRIF T KB THY,
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[0012]

R\ R’, R\ RURDBARIFT-THY, 52

A DKEIFT TARNE, TV VETERSNET VFRVE IVRF S VE
TEBSNI=TNAFNVE, 7 VETEBINIZT VR NVEE KBRE CEAINZT
NNV E Tl ad BTEBREN-T AR VE, TR CERBREN-T L FLH
TNAVRNANT I FETEBENTT NI NE TNV R= )V ETEBSNZT VX
WV UIREAN(A) (=X —A") CEBESNET AR VEEL, —X -8
WRENVETHY, B oA BT AN, UITV— N ETEBRENT 3L K
TdH5D)

ZER<, B 1. DALEM T EDH;

3. Bl 1. IZFEHO—ER (1) TREINDLABITBN T, TRROLAY:

R SKKIF T R T UIABETHY,

R’. R", R\ RUR AR T THY, 7D

A" DKRBIFE T TAXNEE, TV VA CERBENZT VRN E LTV —L
BT EBHBRTHDD, TAXNVER OGS UV TbRABENLRIZNS 1L o
BEHRETERINTV—NVETHD)  INVRF VNV ETEBRSNIZT VR ILVE,
VT I ETEBPSNIET VRNV E, KB CEBPSNIZT AR NVE, TAaxs HT
EESNI=TNF NV, T ECTEBSNET NRNVEE TAXNT A THES
NITVFRNVE, TIHNVR= N FECEBENIZ TRV, UTRMAN (AT (
—X = A") TERHBENZT AN L, X = BAVR=VETHY, 9> 0A]
BTNFNIE T V-V ETERBENT VXN ETHD)

ZER<, B 1. DILEM T EDH;

4. RB7vRIF T BB T IURRT TAFNVE TAr=Lik 7%=l
TN axvE T TARATIE, X7V AT ETHARTRL. ©
LAY U E DI

5. RB7yRIET REF T, aURETF, TARVE, TAF=LE TAF=L
B TAaR R T TARATIE, AT VAT ETHY, XX
A—CH(R") —CH(R)) —, Xiz—C(R") =C([R’) — THHHR 1. DILEH i
TDH;
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[0013]

[0014]

6. RBNT7yRE T, R#EJ T IURE T TARNE, TAF=VE TAF=L
B TAaRs g T TARATIE, T VA TIETHY, XX
#3—CH (R*) —CH (R’) — Th BRIk 1. DILAM T ZDHE;

7. R B7yHFT RBE T, IUEF T TAFNVE, TAr=vE 7=
BN VE TR TAXATIUE, XETV-ATUETHY, X X
NEF L ETHDHIRL. DAY IIFDHE;

8. R VKK T R T UIAMETHY, R, R’ R, RUR D11
KB T-TRWETR L. DILEMXITZ D ;

9. R'SAKFI T AT, UIABETHY, R’ R R, RUR D411
MARF T, XX —CH[RY) —CHR®) —, Xiz—CR)=CR’) —T
HOETR L. DILEWISUTZE D ;

10. R'ASKFE T, HER T UIABRETHY, R, R°, R, RUR O 118
AT, XX R —CH(R?) —CH(R’) — ThHHTR 1. DILAWT
DI,

11. RASKER T HEH T UIKBETHY, R’ R, R, RUR DA 1{E
AR T TR, X X R F LU ETHARTR L. DILAM XL EDH;

12. RAAFEF T XdABETHY, R’ R°, R, ROR O 1E A
T TROVEIRL. D&Y XITZEDH;

13. R'BSAEF T, UIABRETHY, R', R, R, R OR Ol 1EH A
FTRL XX —CH(RY) —CH(R) —, Xi3—C(R’) =C(R’) — THHH1K1
. DALE T E DR

14. R'SAFEK T, IABETHY, R’ R°, R, RUR Ol 1E A K5
F TR XX B —CH(RY) —CH(R’) — ThBHTR 1. DA UTEDH;
15. RSB T, XFIABRETHY, R’ R\ R, R UR O 1EA A HEK
FOR X XIBF L ETHBRIR L. DILAWUTE DM ;

16. RIVKFIF T, FH T, UIABETHY, R, R°, R\ RUR DT TH
KFIHT-THHRTRL. DILAYHITE DR,

17. RDKFF T WEE T UIABETHY, R, R, R\ RUR DT TH



WO 2006/057270 8 PCT/JP2005/021522

[0015]

ABFHTFTHY, X XB—CHR) —CHR)) —, Xiz—CR)=CR®) — Tk
DEPRL. DALAEH T E DR ;

18. RIVKFEIF T, WFIH T, WIABETHY, R\ R\ R, RO}
ROFTRTHRAZEFTFTHY, X' X R—CHR) —CHR®) — Th2HR1. @
LY ATEDIE;

19. R'SAFEK 7. HFEH T dABETHY, R\ R\ R, RO
ROFTSNTHABFFTHY, X X B F LU ETHBERRL. DILEMXIE
DL,

20. R'BSAKFER T dABETHY, R, R°, R, RUR DT THRAHEETFT
HDETR1. DILEYXITEDHK;

21. R'AKFEE T UIABETHY, R, R, R, RUR DT X THAKFTT
HY. X X'B—CHR") —CH(R’) —, Xiz—C[R") =C([R’) — THHHHRL. D
LY ATE DI

22. RIAKHFF T, IABRETHY, R R\ R, RUR DT CHAFFTFT
HY, X' X' —CH(R") —CH(R’) — ThBHHR 1. DILAW T ZDHE;

23. R'DAKREE T, IABETHY, R\ R\ R\ RUOR' DT THALFRTT
HY, X - XBZF LU ETHERIRL. DA XITE D ;

24. AMIETV—VETCEBEINET AR N, BER~TORECERINET L
XV BERSNT NV axy ECERBSNIZT VR NI, TRV TN K=
NAFVETCEBINTZTNVINVE, SV 7a7 VRN T I IVR=NANAF L HCE
BENT=TIVFNFE, TV— AT INVR=)V ARV CEBRENTZT TNV H, A
NATIETEBRENTZTAFNVE, TARAFFECEBRENZTVRLVE, 7Y
NFAETEBEINZTNVXNVE, Va7 Ve VE, BaSN -2 7a7 Vi vk
HIVASIINANVEE, TAFNIVR= )V TV— VIR =)V i HEEFREA~T
R, ERESNIESF BT OERE, UIAMAN (A) (—X —A") TE#ES
NETAFNE L X — VR =V, —S0 —, —C(=0)—0—, —C(
=0) —N(A") —, XiZ—C(=S)—N(QA") —% /T@“)fz%ﬁu 1. DAY
D,
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[0016]

[0017]

25. ATV — NV ECERENEZTAFINANE (LT — VST EE# el
HDINIT NFNFEELLI AT VT O TERBESNIZH DO TR, HDHN
ET N NER O VR T-Of 5 CERBS IO TR | FEBREA~T 1B
ECTEBEINTZTNVRNVE, BRENTZT NIV ETERSNZTVENVE, T
XNT I ANRENAF LV CEBSNTZT VNI, S 7a7 VxR VTI VR
SNFAFVETEBINZTNAINVE, TV AT HNVR= N F T HTEBRE
NIETNFNEE, AVATNETEBPENTZT NV NVE, T VT ETEBRSN
T NRNEE TUNTFAECEBINZTVXVE, a7 vk, Jfsh
e a7 NFNEE INSIIRANVE, TAFNVINR=NVEE TV VIV R=
NIk BT OB BRSNS BT OB, UIARIHAN (A (
—X'—A") CERHENIT VRN (L X 12 —-SO —, —C(=0) —0—,
—C(=0) —N(A") —, XIZ—C(=S) —N(A") —%&/5T) THhHRHR 1. DAY
XiXEDH;

26. A"IZTY—VETEBRSNIT AN o LT — ARSI R T,
BONITNHFNEE LIS VETF DN TERBASNZH D TR, D\
T AFNER O NS VT O 5 CERBS N2 DO TRY) ThoRTR 1. D1k
AW T EDH;

27. A", RSN (A) (=X —A") TERHBENEZT XNV E L X — 13—
8O, —. —C(=0)—0—, —C(=0) —N(A") =, XiF—C(=8) —N(A") — &z
) THDHRNR L. DILEMITZ DI ;

28. A1, RIAN (A" (—X'—A") CRBENIZT VXN E L X —13h
RNV R ) THHIIR L. DILAEWSUTZE D ;

29. AL, BHEEAT OB E TERENLT VI NVETH R L. DAY XL
DL,

30. A%, B#RSHIZT Vak s ETEBENLT XN ETHEIRL. OILE
/B A EC AN

31. A™IE, TAXAT I WNREN AR ECEBRINET VRN ETHLRTRL
. DILEYXIZ DY
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[0018]

32. A™E, VIu T ARNAT U AN RN XL ECERINETAXLVETHS
AR 1. DILAWISUTZ D ;

33. A"iE, TV— AT HINVREN AT ECEBBENTZT VNV ETHHRTR L
. DALBE T E D

34. A*iZ, AVH T NETEBSNEZT AN ETHBHRL. DILAWITED
#H;

35. A, TAFRNFAETEBRENZT VRNV ETHHHRL. DILEWiT
D

36. AL, TUNFAECEBINTET AFAETHINIRL. OILEWXUTED
#H;

37. A™Z, 3 7uT RN ETHBHRL. DILAYUTEDHE;

38. A%, BHENT=L 7aT AFNETHIHIRL. DILEW T EDH;

39. A™IE, INASIIRANETHBRGR L. DILAW T EDHE;

40. A™iF, TARNINRENVETHHRTRL. DILAM T E DR ;

41. A™iZ. V=N ANR=NETHERIR L. DILAYXITEDH;

42. A3, HH BT ORETHHHRL. DILAYUTEDH;

43. A3, BEEN - HEEHRA~TuRETHLHNRL. DILAYMUTEDH;
44. RBAFIF T WHKF T UIABETHY, A" IZTV— L ETEBHSNET
NENVEE HFEBATORECTEBINIZT VX NVE, BRSNTZT NV ax L ET
BEINTZT ATV TN TI)INVRE)VA R ECERSNZT VR
IIATNFRNT I ANERENA TR CEBSNIET ATV, TV— VT
ANVR=NAFY B CEBENTZT VX NVE AVH T NECRBESNZ T VF 0V
TNAVENF A ECEBPSNIET NVFNVE, TUNFAETEBSNIZT VRV E,
vray VE NV BRI Ia T VRV INVSIIRA NV, TR
RENVEE TV NV INR=NVE, FFFRA~T i, BRSNIHFERA~T
aBR UIAMBN (A) (—X'—A") CEBESNT ANV (L X — 1%
ANVREAVEE, —SO —, —C(=0) —0—, —C(=0) —N(A) -, XiF—C(=
S) —N(A") — /Td-)rmﬁu 1. DILABIXITE DR
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[0019]

[0020]

45. R'KFF T HEH T, UIKBETHY, ATV — 1V ECEBRENT
NENEE(FE LTV )VER I B H TRl HDWVET AN EE LI e
JEF- DN TEBINTZH D TR HOVITAFNER AT VI T-O
FCHEBINTZHDTRYY) | FHEHEATaRETEBINZT VRV E, B
T Nax ECEBBENTET AT NVE, TAVXRNTI I INVR= VAL HCE#
ENT=TNAFNEE, T 7aT7 VXN T I INRENFF L R CEBINZT VXV
B TV AT IANER= VAT B CEBSNTZT VTNV E, AV T N ETEER
SNTET NI NI, TUVXNF A ETEBINTZTNAINEE, TIONT A ETEBR
SNTETNFNE, a7 V)V B#RSIZL 7aT VR VEE IV SIIRAV
B TN INR=NVEE, TV— VIRV EFEFRA~T R, B#RSh
T BB e~T uBR I, UTRAN (AT (=X —A") TSI T A0 5 (
ZEL—X'—12—S0 —, —C(=0) —0—, —C(=0) —N(A") —, Xz —C(=
S) —N(A") —%7R7) THAHATR L. DILAYUTEDHE;

46. RDVKFEF T HHEIH T UIKBETHY, A7V -V ECEBENZT
NENVEE T LT V=V E B TR, HAVIIT VRNV EE L3 ar v
JEF- DN TEBSNIZH D TR, HDIVITNAF NV ER a7 VT O
FCEBINTZHDOTRN) THARTR L. OILEHUIEDHE;

47. RBAFIFE T KT UIABBETHY, A 1E, KHBN(A) (—X'— A
D CRBSNIT VRV (L X 13S0 —, —C(=0)—0—, —C(=0
) =N (A") —. XZ—C(=S) —N(A") =%~ ¥) ThHHRTRL. DAY ITED
s

48. R'BSAFIF T HHFIF T, IABETHY, A1 KHBN(A) (—X'—A"
) CRBENETARNAE (L X — IR HE R T) THARNRL. ©
LY ATE DI

49. R'WKHEIE T HHEE T IKBETHY, A1, BFHEHE~TuRETE SR
SNTTNFNETHOHER L. DLW ATZ DI ;

50. R'2SKFIE T lHRF T, I AMETHY, A™E, B#RENT Vo ik
TEBPSNIET NNV ETHDLETRL. DILEMXITEDH;
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[0021]

[0022]

51. RIWKFE T WHEIE T, UIAKBETHY, A3, TARATIINER=L

AV ETEBINZT VX NVETHLEIRL. DILAUIZEDH;

52. R'SKFIR T BT UIABBETHY, A™IE, L2707 AFRATI 0
RN AL HCBEBBRIN T LA ETHARTRL. DILEW XITFDH;

53. R'WKFE T WHEIE T UIABETHY, A3, TV— LTI/ HNR=L

FHVETCEBRINZTNAXNETHDIREIR L. OILAHUTEDH;

54. RSKRIF T WHF T UIKBETHY, AT, AV T RETEBESH

=T NAFNETHHETRL. DA ITE D,

55. R SR T HAE T UIABRETHY, A™iF, TARNFAHETEBES

N7 NERNIETHDHRL. DILAHITE DR ;

56. R 2SKFR T BT UIABETHY, A™IE, TINVFAETERBEN

=T NAXNVETHHETR L. DILEY ITE DI,

57. R'IAKHBE T EHEET-. dARETHY, A1, 2 7u7 AR ETHD

AR 1. DILEWXITEDHE;

58. R'ASKRIF T WHF T, IKBETHY, AT, BENZL 70T %

NIETHDEIRL. DILEBXITF D ;

59. R'SAFI T HAE T UIABRETHY, A™F, INASIZIRANETHD

AR 1. DILEWXITEDHE;

60. R 2SKEF T HEIE T, UIKBETHY, A”IZ, TARAINR= L ET

HDETRL. DILEW T EDH;

61. R SAFR T R T UIKBETHY, A E, TV—AINAR=AET

HDOELRL. DL XITEDH;

62. RKFF T EHRE T UIKBETHY, A3, EFHE~TuRETH

DR L. OILAYITZ D% ;

63. R SKFF T HE T UIKBETHY, A1, BRENFELEFRE~T

nBRETHHEIRL. DA TFDH;

64. R DSKFEIH T UIAKBETHY, A IZT7V— NV ECEBSNET ARV,

FFBRANTURECERINET AR, BRISNWET AV ady R CERINE
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[0023]

TNENER, TAFRNATI ) INRo N AR B CEBENZT VRV v raT
NRNTIIHNRENFF Y ECEBINTZT ATV, TV—ATIINR=)L
FXVETEBBENIETNAFRNVE, AVATNETEBESNIZT VRNV E, TLX)L
FAETEBINTZTNVFNVE TIONVFAETEBSNTZT VX NVE, a7y
¥ FE, BRSNS 70T AF NV IANIIRANVE, TAFA IRV E,
TU—NHINR =)V EE, IEFFRA~T ag ik, B#ISN B FREA~T R, X
FEREAN(A) (- X —A") CEMENETAFAEGEL-X —idh AR =
%, —S0 —, —C(=0) —0—, —C(=0) —N(A") =, XZ—C(=8) —N(A")
—%&/R_T) THHAR L. DILEHUTEDH;

65. R'SKFH T, UIABRETHY, A" 37—V ETEBENTT L F L (
TIELT V= )V I I EH T, HDWIEIT AN EELL Il VI T- O
N TEBEINTZHD TR, HAWIT VTNV Ol V1 F-Of 7 TS
NIZbDTRY) | HEBEATaRETEBINIZT VRNV, BHSIZT Va%x
VETEBEINTZTNXNE TAXNTIINVR=AAF L ECERBIN-T )V
FNEE I TAFRNT I ANRENAFVECEBASNIZT VRV, 7V—v
T HNRENF Y CERENIZT VRNV, AV T ETEBENTZT IV
XV TARNTF AR CEBRSNIEZT NIV, TUNFFECEBENTZT IV
TV raT ARVE BESIEL 7aT VRV IASIIRANVE, T ¥
NWHANREZNVE, TV NINR=NVEE G FREA~T o, BRSNHEREH
T, UTREAN (AN (— X —A") CE#ENET ARV (7L —X
"—1¥—S0, —. —C(=0) —0—, —C(=0) ~N(A") =, F—C(=8) ~N(A’
) —&RT) THIRIR L. DILAHXITEDH;

66. ROVKHEIF T, AL THY, A7V — VK CEBRENTT VL (
PIELT VRS BTl HDVET VRNV EE LI e U T-0f]
NP TEBENTZDD TR, HBDVIET X NVER S VR T- O 5 CRE#RS
NIZbDTRV) THHEMR L. DILESUI T DL ;

67. RBSAFE T, UIABETHY, A3, KHHN(A) (—X' —A") CHEHAS
N7 VRN (L - X'~ 1250 —, —C(=0) —0—, —C(=0) —N(A")
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[0024]

—. Xi3—C(=8) —N(A") =%/ 7) ThHHHIR L. DL T DMk ;

68. R'AAFE T, UFABETHY, AL, KEAN (AN (—X° —A") CcHms
NETAZNE L X — I ARV B 5T) ThARTR L. OfLE Xt
T ;

69. R'DSKHEIFE T, UIAKBETHY, A E, HEHR~TuRLECERINEZT L
XIVIETHDHIRL. DA XTI EDH;

70. R'DSAKFEIE T, UIABETHY, A3, B#ShET Loy EOERSh
=T NFNETHDETR L. DA XITZF D ;

71. R'BSAEET . UIABETHY, A, TASATIUIAVR= VA FTET
BHRIN=T ANV THAEIR L. DILE# XITE D,

72. RIDBKEE T IIABIETHY, AL, 707 AR AT AN RV A
VETEBINTETARNVETHARIR L. OIS XITEDHE;

73. RBSKFE T, UIKBETHY, AL, TV AT INR=AAZLET
BENIT AR LVETHHATRL. DAY UTE DK ;

74. RDKFF T UIABETHY, A3, A7 R ETEBENZT LFL
FETHDHHTRL. DILEW T EDHE;

75. R BSAKFE T, UIKBETHY, AL, TASLFAECEBINEZTLF
NETHDETR L. DILAH UTEDH;

76. R KB T, UIKBETHY, AL, 7O FAECBBSNETALFL
FETHDHHTRL. DILEW T EDHE;

77. RISKFER T UIABRETHY, AiE, S 27u7 ARV ETHBRTRL. Dk
BY T TR ;

78. R'DSAKFIH T, UIAKBETHY, A1, BRSNS 707 VRN ETHD
Rk 1. DALAYITE DM ;

79. R'ISKFEH T, UIABRIETHY, AiF, IAANIZIRANVETHLRTRL. D
L&Y iTE D ;

80. R'MAKEIE T-. I AMIETHY, AL, TAXAINR= A FETHORRL.
DILAY T F D ;
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[0025]

81. R'IDSAEIAT. UIAKBETHY, A iE, TV—AANR= N ETHHRIR.
DALEM T T DM ;

82. RVKHEI T, ITAMIETHY, AN, HEFEHAT gL THOREL.
DALEM T T D

83. R'BSAKI T UIKBETHY, A3, BHRSNHEBFHA~T R ETH
BRI, DILAEB T ZE DR ;

84. X' X'B—CH(R") —CHR’) —, XiT—CR") =C(R’) —THY, A"IZ7Y
—NVETEBINET VRNV BEREATORECEBRINZT A FVE, Bt
ST )vadxy I CEBENTZT VIV, TAXNANTI I INVR= VATV T
BERINT=T NNV, VI7aT7 VXN T I ANRE N T R CEBINZT )V
XNE, TV NT I HNRENFAF L ETEBSNIT NI NVEE, AVITRET
BEBEINTZTNAFNVE TAXNTFETEBINTZT VRNV E TONVFAET
BEESNTTNAFNVE, a7 VR E BRShIe 7a7 B 133
RANEE, TAFNAINAR=VE, TV—= VIR = )V, EEFEA~TaRE, &
SN IEEFA~T IR, UTARAN (A) (X' —A") TRHEENT 1+
NI X —iZANR=NHE, —S0 —, —C(=0) —0—, —C(=0) —N(
A") =, Xixz—C(=8) —N(A") =& 1) ThHHTR 1. OILAY UL Z DR ;
85. X'+ X'B—CH(R") —CH(R’) —, XjT—C(R") =C(R’) —THY, A"1Z7Y
—VETEBINIZT NNV (LT ) — Vi E Gl HAVIET IV
FNEE LI T VT O TEBSNTZHD TR, HDWEIT VXV EE
RUOANaFVRT-O G CRASIIZLD TR | BHERAToRATERSL
T NFNE, BREINTET AV ad s B CERINIZT VR AVE, TAXRNT I N
NRZNVAF Y CEBENTT NNV E, 70T VX NT I HNVRE)NVA TS
ECEBSNITNFNE, TV AT I HNHR= N F L ETEBASNT-T V¥
NVEHE AVHTIECTEBEINIZT VXNV, TAFRNTFAETERBPS T VFL
B, TINTFAECEBBEINTET VXNV, voaT vk, BfEh Tz ey
NVENVEE TIVASIIRA NI TAFNAV IRV TV VR =)V i B
BT ai ik, BRSNIHEFREA~T OB, UIARMBN (A) (—X'—A")
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[0026]

[0027]

TREBESNIT AR (L X' —1E SO —, —C(=0) —0—, —C(=0)
—N(A") =, Xi3—C(=8) —N(A") =&~ 7) ThHAHFIR 1. DAY UTED
#H;

86. X' X'’ —CH(R") —CH(R’) —, XiZ—C([R’) =C(R’) —THY., A™iZTY
—NVECEBINIZTNVFNVE (LT — VT BT HDVIET IV
FNEELLINAT VIR T ORI TERBESNIZHD TR, HDVIEIT A F L EE
K OANaZ VRO TERESNIZHD TR THHHIR L. DILAEHXITED
#H

87. X X' —CH(R") —CH(R’) —, XiZ—C(R") =C(R)) —ThY, A™iZ, K
AN (A") (=X~ A") CRBERIT ARV (2L —X 13 —S0 —, —C(
=0) —0—, —C(=0) —N(A") —, XiZ—C(=S) —N(A") =&~ ¥) THBHH
w1, DILEYNTZ D ;

88. XXM —CH(R") —CH(R’) —, XiZ—C([R") =C(R)) —ThY, A%, K
AN (AN (X —A") CRBSNEZT AR VEGEEL-X — IRV e
RT) THAHETR L. DAY T ZOH;

89. X X' —CH(R") —CH(R’) —, XiZ—C([R") =C(R") —ThY, AIZ, %
FRATORECEBRINETAFALETHARRL. DILAYMXUTFDHE;

90. X'+ X’#—CH(R") —CH(R’) —, XiZ—C(R") =C[R’) —ThY, A%, &
BN TN ax VIR CBBREINZTAFNVETHAEIR L. O XUTZ0H;
91. X' X'BA—CH(R") —CH([R’) —, XiZ—C([R") =C(R’) —ThY, A™1Z. 7
NXRNT I HANRENAF Y ETCEBSNTZT VI N THDRTIR L. DILAEHIX
IXEDH;

92. X' X'BA—CH(R") —CH([R’) —, XiZ—C([R") =C([R’) —ThY, A%, ¥
TaTNFNT I ANKRENF TV ECEBINTZT VXNV ETHDRETRL. DIk
BT EDH;

93. X' X' —CH(R”) —CH(R’) —, XiZ—C(R") =C[R’) —ThHY, A%, 7
U= NT I ANR=NFF L ETEBENT-T ANV ETHLETRL. DILEHX
XD ;
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[0028]

94. X' X'B—CH(R") —CH(R") —, XiZ—C(R") =C([R’) —THY. A", A
NATNECTEBEINTZT NVXNVETHHRRL. DILAEHXITEDH;

95. X' X*#—CH(R") —CH(R’) —, XiZ—C(R") =CR’) —ThHY, A%, 7
NFNFFHECEBINTZT VXNV ETHLHIRL. DILEYIIZ DM ;

96. X' X'’ —CH(R") —CH(R’) —, XiZ—C([R") =C(R’) —ThHY, A™1Z. 7
UNTFFETEBINTET VI NETHDRIR L. DA ITE DR ;

97. X' X'’A—CH(R’) —CH(R’) —, XiZ—C[R") =C[R") —ThY, A"I%, &
7uF X NVEETHLER L. DILAHXITEDH;

98. X'+ X’#—CH(R) —CH(R") —, XiZ—C(R") =C[R’) —ThY, A%, &
Iz 7aT VENVETHAETR L. DL XITT0H;

99. X' X'A—CH(R’) —CH(R’) —, XiZ—C([R") =C(R)) —THY, A"ix. &
NASIIRANVETHDHTIR L. DL I EDH;

100. X' XA —CH(R") —CH(R") —, Xi3—C(R") =C(R’) —THY., A"iZ
TNAERNATNR=NVEETHLHETIR L. DILEBITEDHK;

101. X' X' —CH(R") —CH[R’) —, Xi3—C(R") =C(R’) —THY. A"iZ
TV=NINR=)VEETHDHATRL. DL XITE DR ;

102. X+ XA —CH(R") —CH(R") —, Xi3—C(R) =C(R’) —THY., A"iZ
HBHEHBA~TaRETHLEIR L. DAY IIEDR;

103. X' X' —CH(R") —CH[R’) —, Xi3—C(R") =C(R’) —THY. A"iZ
BRI FEA~TURETHLHIR L. OILAEYXITEDH,

104. X" X*B—CH(R) —CHR’) —ThY., A 137V — LV ETEBRS TV
NI, BFREA~TORECERINZTAVRVE, BRENEZT NV ax v TR
WS TIVEIVE, TR T I INRoNV AT ECEBRENT-T VRV,
AT NFRNT I ANKRENA TV ETCEBAINTZT AXNVE, TV—-ATIH
NWRENAH Y R CEBINTZTNAFNVEE, AV T NECEBSN =T ARV,
TNFRNTF A ECERINTZT NIV, TIUNFAETEBRINZT VIV E,
voraTNENE BRIV a7 ARV INASIIRA NV, TV
RNV EE TV NVINR=NVE, HFFBA~T ik, BRI FERGA~T
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[0029]

[0030]

o, RSN (A)) (—X—A") CR#BSN T ARV E (EL-X -1
ANR=AHE —SO —, —C(=0)—0—, —C(=0)—N(QA") —, Xiz—C(=
S) —N(A") — m‘)m% TR 1. DALA TR ;

105. X' XA —CH(R®) —CH (R’) — ThY, A"IZTV— NV ETEHENZT IV
FNVE (2L TV VR X IR E L Ced L HDWVIET ATV EEE LI a s U
T DN TEB/EINTZHD TR, HAIWIETAINER ONa T VRO
TEBAINIZHD TR | FHERATaRETEBSNIZT VR LV E, BfIh-
Thak R CEBINET ANV, TVXNT I HINVER=)VAF Y B CEHRS
NET NN L 7aT VR NTI I HNVKRENAF L ETERISNET VRV
TV AT ANKEN T ETEBENTZT NIV, AV T NETEBS
NIETNVENE, TARNTF A ECEBRINTZT AN, TUNTF A HETHEBRS
NIETNVENE, v 7aT vV B#Eh-s 7a7 vk vk IV SIIRA)V
B TINAFNINANR=NVE, TV VARV EE, FEEFEA~T R L, BSh
T BB T ORI, UIRIAN (AT (=X —A") CERHBEN T A0 3 (
EEL—X'—1Z—80 —, —C(=0) —0—, —C(=0) —N(A") —, Xiz—C(=
S) —N(AY) =% 7) ThHRTR 1. DILAW T EDH;

106. X' X’ —CH(R’) —CHR’) —Th¥, A"ZTV— N ECEBRENT L
FNVE (2L TV VR T IR EH T, HDWVIET ATV EE LI a7 U
T DN TEBINTZHDO TR, BT VNV ER ONaF U E - O
TEBAINIZHDTRV) THLRETR L. DAY XTI ZDH;

107. X' X —CH(RY) —CH(R®) — ThY, A™iZ, KRN (A (—x*—A"™)
TRBESNIT AR (FEL-X' —1E S0 —, —C(=0) —0—, —C(=0)
—N(A") —, Xiz—C(=8) —N(A") =%/ 7) THHRTRL. DA IiTZD
i

108. X' X*B—CH(R?) —CHR®) — ThY, A2, KAN(QA) (—X°—A™)
TERBENETAINVEEL - X — IV R =N 2R T) ThARETR L. DAL
BT EDOH;

109. X' X8 —CH(R’) —CH (R’) —Th¥, A™i%, HHEHEA~T ui L CEHIS
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[0031]

NETAZNVETHDETR L. OILE X ITZ D ;

110. X' X*B8—CH(R) —CH([R®) —ThY., A3, B#Shi=T7 rasxs T

BEBEINIZTNAFNVETHLREIRL. DA XTI EDH;

111. X' XA —CH(R®) —CH (R’) —ThY, A&, TAFAT I HVR=)1 A
FUETEBINTZT NI NETHDATRL. DL XITE DR ;

112. XX —CHRY) —CHR®) — ThY, A™iE, 2 7u7 XA TIIHAR

ZNFFVECEBRINZTAFNVETHLHIR L. DILEHITZDH;

113. X' X' —CH(R") —CH(R’) —ThY, A™13, TV—=ATIINR=) A
FUETEBINTZT NI NETHDATRL. DI XITE DR ;

114. X' X*A—CH(R’) —CHR’) — Th¥, A™iZ, AV IS MECE#IENZT

NENVETHDHRER L. DILEHXITZDH;

115. X' X' —CH(R’) —CH(R’) —ThY, A"i3, TAFNF A HETRERASN

TNV NETHHETRL. DILEW XITE DM ;

116. X - X'A—CH(R") —CHR’) —ThY, A™1Z, 7INFA HETREMIENE

TAFENETHDELRL. DILAEHXITEDH;

117. X' X8 —CH(R’) —CH R’) —ThY, AL, > 7u7 AL EThHDHIR

1. DAL UTEDH;

118. X XA —CH(R") —CH(R’) —ThY, A”IZ, sz ru7 L3k

THDHHBRL. DILEYXITE DM

119. X' X*B—CH(R?) —CHR") —THY., A™13, IV AIZIRANVETH B

w1, DILEYSUTZ DI ;

120. X' X3 —CH(R?) —CH(R’) —ThHY, A3, TAFAIVR= N HETH

DETR 1. DALEYUIEDH;

121. X X*B—CH(R) —CHR’) —ThY., A1, TV—AHINR=VETHD

AR 1. DALEYXITE DR ;

122. X' X3 —CH(R?) —CH(R’) —ThY, A™13, B FHRA~THRETHS

AR 1. DILAMSUTZ D ;

123. X' XM —CH(R’) —CH R’) —Th¥., A”i%, B#Sh-HHEFHR~TH
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[0032]

[0033]

BRETHAAIRL. DILAYHXITEDH,

124, X' XB=FLUETHY, A IZTV—VETERSNZT ARV, HE
T uB A CEBAINT VXNV EE, B#RINT NV ax L B CEESZT )V
XN TARNAT I ANRENAF L ETEBEINTZTAFVE, v 7a7 ¥
NTIHNRENA R ECEBINTZT VXNV, TV— VTNV ER= VA
VETEBINTETNAFNE, AVATNETEBESNTZT NVFNVE, TAXLTFF
ECTEBINTTNFRNEE TIONVFAETEBRSNETNVRNVE, L 7a7 v
| BN a7 RV EE INVASIINANVEE TAF NN R =V, T —
NWANR=NVEE, HFFBANT OB, BRI HGFLA~T oz i, UK
AN(A) (=X —A") CERBSNET ARV G L—X — IV R= N HE, —S
0 —. —C(=0)—0—, —C(=0) —N(A") —, XiF—C(=8) —N(A") —&xk
) ThHLHETRL. DILEHXITZE DK ;

125. X X' B=FLUETHY, ATV —VETEBRENTVFNE 721
TY— VG IREHR TR, HOIVIEIT VXNV EE LIS VT O T
BE#RINIZbDO TR, HAIVIT NI NV ER U AT VR T- O F TEHESNZS
DTRY) | HFEBA~TaRECTEBINTZT VXNV E BRINZT NV ax v #ET
BESNIZT ARV, TAFNT I HNVRN ATV IR CERSNZT NV F )V
YA TNENT I ANRENA T ECEBSNTZT ANV, TV T
TINVRENFFY B CTEBRENTZT VRN AV TN ETEBENZT VTV EE
TIVENLNTF A IR CEBRESNTZTNVFNVEE, TUNFAECBBRENZT AR5,
vrayT RNV BRI 7a T VRNV INVSIIRA NI, TR
RNV TV NV INR=NV B, FFERA~T OB, BRSNIHFER~T
B UIAMAN (A) (—X' —A") CEBSNTNVFNVE (L X X
—S0O —, —C(=0) —0—, —C(=0) —N(A") =, XiZ—C(=8) —N(A") —%
RY) THDHETRL. DL LT D ;

126. X' X R F LU ETHY, ATV — LV E TEBEN T ARV (7L
TV— VA BB TR, HDHWVIEIT VRNV EE LI VR T O
BE#RINTZHDO TR, HIVETAFNVER O F VO 5 TSz
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[0034]

DT THHHETIR L. DILEHXITE DM ;

127, X' X F LU ETHY, AL RSN (A) (—X —A") TE#sh
TAFNE (L —X —13—S0 —, —C(=0) —0—, —C(=0) ~N(A") —,
NiZ—C(=8) —N(A") =%~ F) THHWGR L. DILAYITEDR;

128. X' X BRmF Lo THY, A™IE, KN (A) (—X'—A") TE#EN
TAFRNETEL—X — IR = VA7) ThARTR 1. DILEMXiTED
#H;

129. X' X'BEFLUETHY, A™iE, FEEA~T gL TEBESNLT L F L
ETHLHEIRL. DL EDH;

130. X - X'B=FLUETHY, A™i3, BHENT L ad s ETERHRENLT IV
INETHHHTIRL. LAY UTE D ;

131. X X'B=F LU ETHY, A IE, TARNT I INRE N AH O
ST AR NVETHLORTRL. DB XTI EDH;

132, X' XBZF LU ETHY, A™iE, S 7aT AXAT I IN RN AR
TEBSNIZTNAXNVETHDEIRL. DA XITEDH;

133. X' X F LU ETHY, A™IE, TV— AT HNVR= N AL TR
ST AR NI THLORTRL. DB XITEDH;

134. X - X'B=FLUETHY, A3, AV FNETEBENZT ARV ETH
ZETGRL. DL XITEDH;

135. X' XBZF LU ETHY, AT, TAFRAFAECTEBENT LV
THHETR L. DA UTZEDH;

136. X' X2 F LU ETHY, A™IE, TINFAETERBENIZT LR LET
HHENRL. DLW I EDH;

137. X' XER=F LU ETHY, AT, S 7ua7 ARV ETHBEIRL. DiLA
XiXEDH;

138. X' X'BNF LU ETHY, AL, BRENZY 707 VE LK THHRTRL
. DILAY I DR

139. X' X'BZF LU ETHY, A3, IAAIZIRANETHLRTRL. DILEY
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[0035]

[0036]

XixEDH;

140. X' X BZF LU ETHY, A™id, TARADVR=AVETHHRTRL. DAL
BT E D ;

141, XX BR=F LU ETHY, AL, TV A INR= )V ETHHRTR L. Dk
BT EDH,

142, X' XB=FLUETHY, AT, HEEFHEA~TaRETHOIRL. OIS
Y30

143. X - X' B=FLUETHY, A", BRSNS FHEA~T aRETH DR
w1, DILEYSUTE DI ;

144. R BTy HIE T, RBR T aURE T TARNE, TAr=1E Trx=
NI TAaRT I, T TARATIE, XETV- AT ETHY, X X
WEFLUETHY, A IZTV—VETERENZT ARV, BEA~T i
TEBPESNETAFNVE, BfREShET LV asxy B OREBREShETAXVE, 7%
NT I HANKRE NG HCEBENT=T AT NI, 70T VXNV TI VRS
NAFLETEBENTZTNAINVE, TV—ATIHNVE=NAF L ETEASN
e T NFNIE AV T N ECEBREINZT VRNV, TV NVFFECERSN
TNFNIE TYVNFFECEBENTZT VRNV, a7 )V, Bfsn-
ToaT NENEE INVASIIRANVEE, TARAINVER=)VEE TV VAV =)v
. HFEFEHAT OB, BRSNIEFFRA~T 0B UTARMSN (A) (—
X —A") CERBESNETAINE TR L X — 3V R = —S0 —. —C(
=0) —0—, —C(=0) —N(A") —, XiZ—C(=S) —N(A®) —%&/r¥) THBHH
1. DILEH T Z D ;

145. R A7 yRF T REFT, IURKT, TAXNE T & 7%=
NE TAak i T TARANT IR, TV AT ETHY, XX
WEFLETHY, AMEZTV—VECEBRENTZT ANV (LT — 4y
TIEE B TR, HIVIT AFNEE LI T VE T OhdCEES S
DT HDNIT NFRNER O 0TV T-OW )7 TEBSNIZH D TR |
EREANT IR L CERSN- TSV L, BRESNET L ady A oERsh-
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[0037]

TNENER, TAFRNATI ) INRo N AR B CEBENZT VRV v raT
NRNTIIHNRENFF Y ECEBINTZT ATV, TV—ATIINR=)L
FXVETEBBENIETNAFRNVE, AVATNETEBESNIZT VRNV E, TLX)L
FAETEBINTZTNINVE TIONFFETERBSNZT VRNVE, v oaT v
¥ FE, BRSNS 70T AF NV IANIIRANVE, TAFA IRV E,
TU—NHINR =)V EE, IEFFRA~T ag ik, B#ISN B FREA~T R, X
EARHAN (A7) (—X'—A") CRBSNT ARV (2L X 13— S0 —,
—C(=0)—0—, —C(=0) —N(A") —, Xiz—C(=8) —N(A") —%&51) Th
HETR 1. DILEM T T DH;
146. RB7y T BEJ T IVHRE T TAFNVE, TAF= L& Tad=
N TAaREE I/ TAXAT IR, ETV—ATIETHY, X X
MEFLUETHY, ATV VEETERENIT VXV (LT Y —) Vs
IFIEEH TR HDOVET AN EE LI T VR T-OfMIhs TEBESNZS
DT, HBDNIT VX NVER U T VI T-Of 5 CRRSN LD TR T
HHETRL. DILEYITZDH;
147. R A7y HIE T RBFT aURFT TARNE TAr=LE Trd=
N TAaRU R T TARATIE, TV ATIETHY, X X
BEFLUETHY, AT, KHBN(A) (=X —A") CERHBESNZT RV (
EEL—X'—1Z—80 —, —C(=0) —0—, —C(=0) —N(A") —, Xiz—C(=
S) —N(A®) —%5T) THHRIR L. DILAY LT DH;

148. R B7vRF T RER T VKT TAFRVE, TAr= L 7T¥F=
WV ThAasy i TIE TARATIH, T V—ATI/HETHY, XX
BEFLUETHY, A™E AHSN (A" (X —A") TRHBESNZT L3V (

=X =3 VR =V Rk d) ThHRR L. DILAYUTZ DK

149. R'B7yRF T RER T URF T TAFVE, TAr=L# 7T¥F=
N TAaFs R TIJE TARATI R, ITV—ATIHETHY, XX
MEFLUETHY, AL, FEBEAT aRE TERSNT VXV ETH AR
1. DILEMXITZ DI ;
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[0038]

[0039]

150. R W7y R T REJF T, IUEK T TAFAVE, TAr=LE Trd=
NVEE TAaR T TARATIE, ETV—ATETHY, X X
MFLUETHY, AT, BMENET Ao A CERSNET AR N ETH
LEGRL. DILAEH I DM ;

151. RB7yRF T REF T, IUEK T TAFLVE TAr= 8 Tk
W TAaRs i T TARAT I, IT VAT ETHY, X X
MEFLUETHY, AL TAFRAT I INR=NA S ECEBRENTT L F
NETHARTR L. DILAEYXIIE DR,

152. R A7y T BER T IO T TAXNVE, TAF=VE, TA%=
VI TAaRVE TIE TARATIE, IT VAT ETHY, XX
MEFLUETHY, A, LA ARAT I ANRE AR B CEBE N
TAXNETHDEIRL. DILEXIIE DR,

153. R A7y T BER T IURK T TAXNVE, TAF=VE, TA%=
W T Ak T TARATIE ITYV-ATIETHY, XX
WEFLUETHY, AT, TV AT IR AF S ECEBENZT V¥
NIETHDETRL. DILAEHITEDHE;

154. R BTy HIE T RERF T aURET TARNE, TAr=1#E Trx=
VI TAaRVE TIE TARATIE, ET VAT ETHY, XX
MEFLUETHY, A AT NETERENZT AVFNETHHRNRL. O

LA XITE DI ;

155. R W7y HF T, REJF T, IUEK T TAFNE TAr=VE Tk
W TAaR i T TARATIE, ITV—ATIETHY, XX
WEFLUETHY, AN, TAFNF AL CERBENTZT VR VETHEHRTRL.

DALEY XTI EDHE;

156. R N7y R 7. REJF T, IUHK T, TAFANE TAr=LE Trd=
NEE TAax T TARATIE, ATV AT ETHY, XX
MEFLETHY, AL, TINFAETEBENEZT VRN ETHLHHRL. D
L& XITE DI ;



WO 2006/057270 25 PCT/JP2005/021522

[0040]

157. R W7y R T REF T, IUEK T TAFAVE, TAr= 8 Tk
NE TAak i TR TARATURE, UETV- AT ETHY, XX
BEFLUETHY, AT, S 7aT AR N ETHBRR L. DILAW T E DR
158. R W7y R T REF T, IUEF T TAFNVE, TAr=L#E Tad=
NE TAak i T TARATIUE, TV AT ETHY, XX
MEFLUETHY, AT, BESEL 7aT LRV ETHERTRL. DILAHX
IXEDH;

159. R A7y T RER T, IV T TAXNE, TATF=VE, TA%=
NE TRV TUE TARATIE ETV—ATIETHY, XX
WEFLLETHY, A1 ANVAIZIRANETHBHIRL. DILAYI T E DR ;
160. R A7y T RER T IURF T TARNE, TAF=LVE, TA%=
W TAaRTHE TIE TARAT I, UITV—=AT I HETHY, XX
"R FLUETHY ., AN, TAFAINVR=NECTHARIR L. DLt
D

161. R A7yRE T RER T IV T TARNE, TAF=VE, TA%=
NE TRV TUE TARATIE ETV-ATIETHY, XX
M FLLETHY, AME, TU— A ARV ETHBEIRL. DILEY UTED
i

162. R'BAFE T, UIABETHY, R’ R, R, ROR Ol HEH A
F TR X XBF LU ETHY, ATV -V ETERBSNET VRV, ¥
FIRATOBRETEBPSNIT NVFNE, BRSNZT NV ax P ECEBEhZT
NENEE TAFRNT IRV A R ECEBEINTZT ARV E, L 7aT v
XNT I ANRENF TV ECTEBPSNTZT VXNV E, TV— VT I HNVER=)VF
FUETERBINTZT NNV AVHTNECEBBINTZT VRNV E, TAZLT
FECTEBENTZTNXNEE, TUNVFAECBREINZTNAINVE, S 7a7 V%
N BHRESNIEL 7O T AR HANIIRA NV, AR IRV T
—NVINR=)VE EF /AT e, BRSO EA~T i, UK
BN (AN (—X°— A" CEHBRINETAFAVE R X — VR
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[0041]

[0042]

—S0O —, —C(=0) —0—, —C(=0) —N(A") =, XiZ—C(=8) —N(A") —%
RT) THDHETR L. DILEH T E D ;

163. R'SKFEIE T, IIAKEEETHY, R°, R, R', RUR DfIFA1H 2 A
FTR X XEBZF LU ETHY, ATV — N ECTEBRSNIT VRN (7
ELT7V— VST EEH Tl HAWIET AR NEE LI v F VU T-OMh
NDTEBLINTZLDO TR HAIVETAFNVER O F U HT-Of 5 CE#I
2D TR | FHEBRATaBRECEBSNIZT ARV E, Bsh=7 Vvaxy
ECEBINTZTNINE, TAFIATIIINR= N AF Y ECTERBISNZT VX
W T IaT NN TIIINRENF R TEBENZT VI NVE, TV— VT
IINRENFHLETEBRENETAIAVE AV TN ETEREN -7 L%
NI TIVENTFFECERINEZT ANV, TUVFAECTERINZT VX
NVEE L raT RV BERENTZY Ia T RV IURIIRA NV, TR L
HNVR=NVHE TV— NV INVR= VI FEHFFRA~TaRE, EREN-IELFE
~Fug i, UIARHEAN (A) (=X’ —A") CR#BENT VXNV L X
—1¥—80 —, —=C(=0)—0—, =C(=0) =N(A") =, X —C(=8) N (A"
) —&RT) THDHRIR L. DILEHXITZE D ;

164. R'BKHEH T, XdABETHY, R’ R, R, RUR DA 1A AR
TR X X BEF L ETHY, AN I TV — N ECEBRENET ARV (2
LTV =T EE R TR, HAVIIT AN EE LI e F VT O
D TEBENTZHDO TR, HDVET A NVER a7 VI T-Of 5 CR#Sh
T2bDTRW) THARTR L. DILAM XITFDH;

165. R'SKEE T, IABETHY, R’ R, R, RUR OHH1EA A
FTR X XEBF LU ETHY, A™E, KEAN (AT (=X —A") THE#SH
T AN I (2L —X' =13 —80 —, —C(=0) —0—, —C(=0) —N(A") —
L XiZ—C(=8) —N(A") —%&7~T) THHHGR L. DILAW T EDH;

166. R'2SKFEH T, IABETHY, R’ R°, R, RUR Ofhh 1EH A
FTR X XBZF LU ETHY, A", KAN (A" (=X —A") TE#Sh
T AFNE R X — IRV A7 T) ThARTR L. DAY XILE
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[0043]

DHL;

167. R'ASAFEH T, XIABETHY, R’ R’ R, RUR Ol 1E A A5
TR X - XBF LU R THY, AL, FEBEATuRETERBSNZT LF
NIETHDERL. DILAEHUTEDKE;

168. R'AKHEIHT-, NiZAMETHY, R’ R°, R, RUR Dfhh 1A AR
F TR X XBF LU ETHY, AT, B#ENT L ak s ETRBENTE
TNAENETHDIRRL. DA XTI ZEDH;

169. R'ASKFE T, XIABETHY, R’ R, R, RUR OfIHH 1A AFEE
FTORLX X BZFLUETHY, AL, TAFAT I IR AT
BEINTZT VXNV ETHDIERL. DA XITEDH;

170. R SAFIE T, IABETHY, R’ R, R, RUR OfHh1ED A
F XX BRFLUETHY, AR, /a7 AR T I IR A H
ETCEBENTZT NI NVETHDLHERL. DL IIFE DR ;

171. R'AKRFF T, ZABETHY, R’ R, R, RUR DfThh 1A AR
TR X XIBZF LV ETHY, A™iE, TV AT INRENAF S ETRE
BEINT=T AR NETHLRTR L. DAY XITEDH;

172. R'BARFF T, XZABETHY, R’ R, R, RUR D 1A AR
TR X XBZFLUETHY, A" iE, AV S NECEREN TV F L
THDHHBRL. DILEYXITE DM

173. R'BAAFEIE T, IABETHY, R’ R%, R, RUR D 1A AFR
F TR X XBZFLUETHY, A™IE, TARAFAETERBASNET LFL
ETHHHBRL. DILEYITEDH;

174. R'DSKFIE T, UIAKBEETHY, R’ R, R', RUR DA 1E 2 A
F TR X XBFLUETHY, A", TUNVFAETEBENT V3L
THOHETR L. DB UTEDH;

175. RIS T-, IIABETHY, R’ R, R’ RUR DA 1E 2K
TR X X R F LU ETHY, AL, /a7 AR L EThHARTRL. DILE
WM XITE D,
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[0044]

[0045]

176. R'ASAFEF T, UIABRETHY, R’ R°, R', RUR Ol 1E A5k
F TR X XBF LU ETHY, AT, BRSNS 7aT LR L HETHHH
w1, DALE I ZDH;

177. R'SKFF T, XidABETHY, R, R’ R, RUR O 1ER A K
TR X XIBF L ETHY, AE, IAANZIRANETHLRTRL. DAL
BT EDH;

178. R'BAFIE T, UIABETHY, R’ R, R', ROR Ol HEH A
FTRL XX BRFLUETHY, AT E, TAFAINR= LV ETHLRRR].
DALEB AT E DM

179. R'BKFEF T, XZABETHY, R’ R, R, RUR DfThh 1A AR
TR X XBZFLUETHY, A, TV—AINVR= NV ETHBRNRL. D
{bEMXITE DM ;

180. R'AAFEHE T, XidKEEETHY, R’ R°, R, RUOR D LE A
TR X XKIRF LU ETHY, AL, S FE R~ T B ETHARRRL. O
LA UTZ DO ;

181. R T, XdKBEETHY, R’ R°, R, RUR D 1A KK
FORLX - XBZFLUETHY, A3, BRSNS BT R ETHD
AR 1. DILEYXITZEDHE;

182. RS 7y T BBFR T UK T TAINVE, TAr=L ik Ta¥=
N TAaRT T TARATIE, UITV—ATIETHY, ALA’
CATEAT ACEAT ACEAT, ATEAT ATEAT ACEAT, AEA RN EA DR BRE
DHBIZNDNT D1 DL EOMHADRIZEWT, ZOMALRIZRBITZENE
NoOFET, EWHEAL TR, UI6BOREBEL CWAETIR L. Ob&# X
Z D

183. R W7y HK T, REWT-, IUHK T, TAFNE, TAr=LHE Trd=
NEE TAaR E TIE TARATIE, ETV-ATIETHY, XX
"B—CH(R") —CH(R") —, XiZ—C(R’) =C(R)) —THY, A°¢A’, A"LA' A°%
AL ACEAY ATEAY ATEAY ATEA’ ATEAL ROATEA DD DR ITD
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[0046]

W12 EOMEDLEIZEBWT, £OMELEIIBIT TN ENOHEIL, A
WZFEALTER. II6BDERERHL TWDETIRL. DILEMXITEDH;

184. R'A7yRE T RER T IURF T TARNE, TAF=LVE, TA%=
NE TAaRE T TARATIRE, ETV—ATIETHY, X X
M—CH(R) —CH(R’) —ThY, A°LA’, A®LA" ALA', A°LA’, APLA° A%
AACEA ATLA | RUA LA DR BN BRITNAVT A 1O LD A
DEIZBWT, ZOMADRICBITIZENENOREIT, AVICHEAL TSR, Xit6
BOBREBEL CWDHEIRL. OILEHIIE DM ;

185. R A7y T BER T IURK T TAXNE, TAF=LVE, TA%=
WVEE TAaR T TARATIE, TV AT ETHY, X X
MEFLUETHY, ALAT, APLA' ACEAT APEAT ATEAY ATEAT ACEAY A
LA RUA EADDRBEEPLRITNOVTIA 1O EOMADEIZBNT,
ZOMADRICBITZENThORET, AVICHEAL TSR, XIT6BDBREMHL
TWDETHRL. DILAXITEDH;

186. RSKEIF T HHKH T, UIABEETHY, R°, R\ R RUR D78
ARFBTF TR ATEAY, AEA" A"LAT ABAY ATBAT, ATEAT ATLA A'EA]
BROA A DBRBEEDDRITNDN TR OU EOMADEITINT, £0
HADRICRBIIZZENR TR, EWICHEALTSE. X6 EDOBEFHL TV
DETRL. DILEMXITEDH;

187. R'SKFKIR T HEF T UIAMETHY, R', R°, R", RUR DfhH73
KRBT XX —CHR) —CHRY) —. Xiz—CR)=CR’) — <&
DLATEAY ATEAT ATEAN ACEAT ATEAY, APEAT ACEAT APEAT RTUACEA'
DOIRBEEDPDRIINANT N1 DL EOMHADRIZEWT, ZOMAEDLRIZE
IH5ENTIOET, EWVNIHEAL TSR, XIF6BDERETEHL TWHHETERL. D
LY ITE DI ;

188. R'ISKRIF T, KF T, UIABEETHY, R°, R\ R’ RUR DT 728
ARBFT TR XX —CHRY) —CHR®) —Thh, ALA’ A°LA" A°LA
CACEAT AEAC ATEAN ACEAC ACEAT ROACEA DR BB BTN A
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[0047]

[0048]

T 1 DL EOMAEDLRIZBW T, ZOMELRIZBITAENENOHEIT, AWV
IZFREAL TR, XIX6 BDBREFEL TSR 1. DILAiTZDH;

189. R'ISKRIF T, HFKF T, UIABEETHY, R°, R\ R', RUR D78
AT TR X XBZFLUETHY, ALAT, A'EAT A"LA' APLA” AL
AN ATEA ACEN’ ATEA ROACEA DB BB DEIT VTR 1ok
DRADLREIZBWT, ZOMAEDLRIZRBITZTNENOEIX, EWICHEAL TSR
 XIX6 B DBREFL TSR L. DILAYXUTZDHE;

190. R A7y T BER T IURE T TAXNE, TATF=VE, TA%=
NI TNakv R TR TARANTIE, ITV—-ATIETHY, %R0
K@ FEHBRN(EC-1),. K (E2—2), K(2—3), X(@2—4—1),. R(2—4—¢), K
2—5—1t), X(2—5—c), K(2—6—1t), X(2—6—c), XiFN(2—7) THZNhD
B 1. DALEBSUTEDH;

191. R A7y T BER T IURE T TAXNVE, TAF=VE, TA%=
W TAaRs sk T TARATI R, UITV—ATHETHY, X X
M—CH®RY) —CH®R®) —, XiZ—C[R") =C[R’) —ThY, %D (2) #5353
X(2—-1).K(@2—2),.K((2—-3), X(2—4—1t), X(2—4—¢c),. K(2—5—-1), K
(2—5—c).RK(2—6—1), RK(2—6—c), XiFX(2—7) THRINDHHRL. DIk
BMITE DR ;

192. R A7y T RER T IURE T TARNE, TAF=VE, TA%=
NE TAaRTE TR TARA T, ETV—ATIETHY, X X
*B—CH(R’) —CHR®) —Thb, BROR (2) FoaH(2—1), K (2—2), &(
2—3).(2—4—-1) . K(2—4—¢c). X(2—5-1), X(2—5—c), XK(2—6—1)
R(2—6—c), XiIR(2—7) TERINDHIRL. DILAY T EDOH;

193. R W7y HF T REJF T, IUEF T TAFNVE, TAr=L 3 Trd=
NE TAaRT R TR TARATUE, ETV—A T ETHY, X X
BEFLUETHY, BROR () HanR(2—1), R(2—2), K(2—3),. K(2
—4—1), X(2—4—c), X (2—-5—1), X(2—5—c) ., K (2—6—1t), X (2—6—
c), XiFK(2—7) TRENDHTR L. DILA# T EDH;
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[0049]

[0050]

194. R'SKRIFE T HBF T, UIKBRETHY, R’ R, R, RUR D1
AR T T, BRORK (2) WoaynR(2—1), K(©2—2), K(2—-3). K(2
—4—t), X(2—4—c), X (2—5—1), X (2—5—c) . K (2—6—1t), X (2—6—
c), XiF(2—7) TRENDHTR L. DILA# I DH;

195. R'SKRIE T HBH T, UIKBRETHY, R’ R, R, RUR D1
AR T2, XX R —CHRY) —CHR’) —, XiZ—C[R) =CR’) —
THY, HikOR(2)HHRR(2—1), K(2—-2), K(2-3). K(2—4—-1),. K(2
—4—c).(2—5—1), X(2—-5—¢c),. X(2—6—1t), (2—6—c), XiFH(2—
7) CRENDHIR L. DILAYTZDH;

196. R'SAKE T, HHKF T IABETHY, R, R\ R, RUR OfTin1
EDASKE T TR, X X R —CH(RY) —CH (R’) —THY, HROR (2) &5
wA(2—1), X(2—2), X(2—3) . X(2—4—1), K(@2—4—¢c).K(2—-5—-1),
K(2—5—c). K(2-6—1), K(2—6—c), IIX(2—7) TRINDHRL. D
LB XITEDHE

197. R AKER T HEH T TKBETHY, R’ R R, RUOR Dfilia1
ERAHEF T TR, X XREF LU ETHY, %RDR (2) Wan=R(2—1).,
X(2—2), X(2-3), X(2—4—1), X(2—4—¢c), X(2—5—1), X (2—5—c¢)
LR(@2—6—1), K(2—6—c), XiFX(2—7) TEENBHTRL. DILAYTF
D

198. R'ASAEF T, XIABETHY, R’ R°, R', RUR Ol 1E 2K
TR BRoR (2)#aAR(2—1), X(2—2), K(2—-3), K(@2—4—1). K
(2—4—c). K(2—-5—1), R(2—5—c). K(2—-6—1t), R(2—6—c) . FHK(
2—7) THEENBHIRL. DILAHITFDH;

199. R'AAEF T, XIABBRETHY, R’ R°, R', RUR O 1E 2K
FTRLL XX —CH(RY) —CH(R') —, XZ—C(R) =C([R’) —ThY. #ik
nR @) FHRX(2—1) . K(2—2), K(@2-3). K(2—4—1), K(2—4—0).
X(E2—5-1), XK(2—5—¢c), K(2—6—1t), K(2—6—c), XiTHX(2—7) THKX
NHELRL. DL XITE DM ;
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[0051]

[0052]

200. R'SAFEE T, UIABETHY, R', R, R, RUR DA 1HA A FEIEH
FTRLL XX —CH(RY) —CH(R)) — THY, #iko (2) @55 (2—1)
LR(2-2), K (2-3), K(2-4-1), K(2—4—¢c). X(2-5-1), K(2—-5—c
). N(2—6—1), R(2—6—c), XiFH(2—7) TRSNDHIRL. DILAEMITT
DL,

201. R'AKFE T, XIABRETHY, R, R’ R\, RUR D) 1E 2 A5
TR X X DRF LU ETHY, HRORK (2) #HnR(2—1), K (2—2),
H(2—3) . X(@2—4—1).(@2—4—¢c),. K(2—5—-1), X(2—5—¢c), X(2—6
—t). R(2—6—c), XiFR(2—7) CREINDETR L. DA ITZEDHE;

202. X' X BZF LU ETHY, AET7V—VECEBRENZT AR VE, BE
AT OBRETEBINIT VRNV E, BRSNZT NV ax v ETEBESNZT v
XNVEE TVXNANTIIHNVRENAF L HECEBINTZT VRNV E, v aT vs
NT I ANVRENA TV HCEBINTZT VXNV, TV— VTNV HR= VA F
VEETEBINT=T NN ANV T NETEBINTZT NIV E, TAXRATFF
ECEBINTTNXNEE TUNTFAECEBINTZT VX NVEE 2 7aT7 ¥ )L
2 BERINTZY a7 VRNV ANV SIINANVE TAFRNVINVER=VE, TV —
ANV EE, HFFBRAT OB, BRI TFRA~T B, TR
AN(A) (—X'—A") CERBENETAFAEFEFEL-—X TV R= V5, —S
0 —. —C(=0)—0—, —C(=0) —N(A") —, XiF—C(=8) —N(A") —%& 7%
T)THY, BiROAX(2)FmrA(2—1), N(@2—-2), X(2—-3). X(2—4—1),
K(@2—4—c), K(2-5-1), K(2-5-¢c), K(2-6—-1), K(2—6—c), JIXK
(2—7) CREINDHTR L. DA XITFDOH,

203. X' X' B=F LU ETHY, ATV VETEBRENTZT VEN (2L
TV VARSI B H T, HAVEIT AR NEELI aF VT DT
BEHRINTZHO TR, HDVIT I NVER O r V1O 5 CE#Shzb
DTR) | FEHBENTuRETERINT VX NVE BRINZT V% ET
BHRENTZT VRNV, TARAT I INVRNF X CEBENZT VL
AT ARV T I ANKRENA TV ETCEBRSINZT ARV, TV T
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[0053]

HNRENFHY TEBRENTZT ARV, AV TN ETERSN =T ARV
T NRNTFECEBENTZT NI NI, TUNTFAHETEBEINTZT VRV E,
oaT VERVE BRENTL a7 VRV IVSIIRANVE, TAFL IV
RV E TV NINVRNV B, EFEFERA~T ik, BRINIIEGEFBR~T
o, RSN (A) (=X —A") CRHBSN T ARV E (EL-X -1
—S0 —, —C(=0) —0—, —C(=0) —N(A") =, XiZ—C(=8) ~N(A") —%
RT)THY, BaRoR (2 FEHAR(©2—-1), K(2—2), K(2—3), K(2—4—1)
CR(2—4—0c), K(2—5—1t), K(2—5—¢c), K(2—6—1t), K(2—6—c), XiZ
K (2—7) TRINARIR L. DILEWXITFDH;

204. X' XBZF LU ETHY, AIETV— LV ECEBENZTAFAVETEL
TU— ST BE TR, HBVIET A FNEELLII T VR T T
BEHINTZHDO TR HDINEITAFNER AT VT O/ 7 CEBRE N
DTIRN) THY, BOR(2) #Hurn(2—1), X(2—-2), K(2-3),. K(2—4
—t), X(2—4—c). R(2—-5—1),. K(@2—5—c). K(2—6—1t), R(2—6—c).
Xi3X(2—7) CRENDETR L. DILEHXITEDHE;

205. X X' BW=F LU ETHY, A, KISN (A) (—X —A") THE#sh
TAFNEE (L —X —13—S0 —, —C(=0) —0—, —=C(=0) ~N(A") —,
NiZ—C(=S) —N(A") —&r¥) THY, HROR(2) #Hnk(2—1), R(2—
2), R(2—3), XK(2—4—1). K(2—-4—0c). K(2-5-1), K(2-5—-0c),. XK(2
—6—1t), R(2—6—c), XiIR(2—7) TRINDHTR L. DAY ITEDHE;
206. X X'B=F LU ETHY, AL KISN(A) (—X'—A") CEHESN
TAENE L X — 3N RN EERT) THY, BRO(2) H 53 (2
—1),®K(2—-2). K(2-3), K(2—4—-1), K (2—4—¢c), K(2—-5—1), K(2—
5—c), R(2—6—1). R(2—6—c), iFHK(2—7) TRINDHIRL. DILAH
XixFEDH;

207. X' X' B2 F LU THY, A, BEBEA~TaRECERENET VFL
HETHY, BROX(2)#MHAA(2—1), X(2—2),KX(2—-3), X(2—4—1), KX
(2—4—c) . K(2—-5—1) . K(2—5—c) . K(2—-6—1), K(2—6—c), FTA
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[0054]

[0055]

2—T7) CRINDETR L. DAY XITFEDH;

208. X' XBZ=F LU ETHY, AL, BHRSNET NV ad s ETERESNEZT L
FNETHY, HiRoKX (2)HanX(2—1), K(2—-2), K(2—3), X(2—4—1)
CR(2—4—0c), K(@2—5—1t), K(2—5—¢c), K(2—6—1t), K(2—6—c), XiZ
R (2—7) CRENDETR L. DILA I DR

209. X' XBZF LU ETHY, AiE, TARNATIINVRENLVAFL ETHESR
ENTETARNVETHY, HiROR (2)FHanR(2—-1), RK(2—-2), R(2-3). K
(2—4—t), X(2—4—¢c), K (2—-5—1t), X(2—5—¢c), X (2—6—1), X(2—6
—c) XiFIK(2—7) TRENDEHR L. DILEMXITZE D ;

210. X' X BZFLUETHY, AL, /a7 AR AT I HNVREN AT I
TEBINTNAFNETHY, #ikoX(2) MBarN(2—1), X(@2—2), K(2—
3).X(2—4—1), X(2—4—¢c), K(2—-5—-1t), X(2—-5—¢c), X(2—6—1), X
(2—6—c), XiFHK(2—7) TRINDETHR L. DA XITEDH;

211, X' XB=F LU ETHY, AL, TV—A TV R=V A% H TR
ENTET AR NVETHY, HiROR (2)FHanR(2—1), RK(2—-2), R(2-3). K
(2—4—t), X(2—4—c), K(2—-5—1), X(2—5—¢c), X(2—6—1), X(2—6
—c) XiFIK(2—7) TRINDEHR L. DILAEMXITZE DI ;

212. X - X RF LU ETHY, A™IF A AT RETEBENZT LFNETH
v, BROR (2)WHanH(2—1), K(2—2), X(@2—-3). K(2—4—1), K(2—4
—c), R(2—-5—-1), K(2—-5—¢c), K(2—6—1), K (2—6—c), XiFzX(2—7)
TRINDETRL. DILAEH T ZDH;

213. X' X B2FLUETHY, A, TAFAF A ETEBRENT LIV E
THY, ROX(2)HManA(2—1), R(2—2), K(2-3), RK(2—4—-1), K(2
—4—c).X(2—5—-1), X(2—5—¢c). X(2—6—1), (2—6—c), XiFH(2—
7) CHRENDHTR L. DAY T ZDH;

214. X' X B2FLUETHY, AN, TINFAETERBSNEZT AENLET
HY, BROK(2) Wy (2—1), K(2—2), K(2—-3), K(2—4—1), K(2—
4—c) . X(@2—-5—-1), X(2—-5—¢c). X(2-6—1), X(2—6—c), XiTH(2—7
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[0056]

) CRENDHTRL. DILEHXUTF D ;

215. X' X'R=F L ETHY, AL, S 7u7 L FRALETHY, HRORK (2) 6
aaR(2—-1), R(@2—2), K(2-3). K(2—4—1), K(2—4—c) . K(2—5—1t
). H(2—5—c¢), R(2—6—1), R(2—6—0c), FX(2—7) THRENSHTR].
DALEB AT E DR

216. X - X' B2 F LU ETHY, A, BRSNS 70T LFLVETTHY, #
doX (2)#anA(2—1), X(2—2), X(2-3), K(2—4-1). K(2—4—¢)
LR(2-5—1),RK(2—5—¢c), K(2-6—1), K(2—6—c), XiFK(2—7) TH
SNDHHTRL. DAY SUTEDH;

217. X' X F LU ETHY, AIF, IANIIRANVETHY, Bk (2) 4
aaR(2—-1), X(2—2), K(2-3), K(@2—-4—-1) . K(2—4—0c) . K(2—5—1
). R(2—5—c), K(2—6—1t), K(2—6—c), XiFX(2—7) TEHEINBHTRL.
DALEB AT E DR

218. X X'BEFLUHETHY, A, TAFAIVR=AETHY, RO (2
YR (2—1) . K(2—2), K(2—3) . K(2—4—1) . K(2—4—¢), K(2—5
—t). X(@2—5—0c), K(2—-6—1), K(2—6—c), XiFR (2—7) TERINhSHHIR
1. DAL UTEDH;

219. X' X'BN=F LU ETHY, AL, TV—AANR=NVETHY, BROR (2
YR (2—1) . K(2—2), K(2—3) . K(2—4—1) . K(2—4—¢), K(2—5
—t). K(2—-5—0c), K(2-6—1), K(2—6—c), XiFR(2—7) TERZNhSHIR
1. DALE T EDH;

220. X' X' B2 F LU ETHY, A, B FEHA~TRETHY, HikDOX(2)
#woank(2—1),X(2-2), X(@2-3). X(2—4—-1). X(@2—-4—¢c). X(2-5
—t). X(2—-5—0c), K(2-6—1), R(2—6—c), XiFR(2—7) TERINhSHIR
1. DILEHUTEDH;

221. X' X'B=FLUETHY, A", BRENHEFHEA~TaRETHY, #
BoX (2)#anA(2—1), X(2—2), X(2-3), X(2—4-1). X(2—4—0)
CR(@2—5—1), K(2—5—¢c), K(2—6—1), K(2—6—c), XiTXK(2—7) TH
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[0057]

[0058]

SNDETHR L. DILEHXITZ DY,

222. R BZ7yHIF T REF T IVRET TARNVE TAF=LVE Td=
W TAaks kT TARATIE, XITV- AT ETHY, XX
MEFLUETHY, ATV ECEBSNIT VXV I, BT agik
TEBEN-T L NVE, BRISNET VRV ETEBRENEZT VI VE, 7%
NT I ANRENFF D ECTEBENTZT VXNV, 707 VN T ANVE=
NAFDETEBSNTZTNFNVE, TV NVT I INVR=N A ETEBESH
T NHRNE AV T NETEBEINTZT NNV, TAX LT A ECEBBS L
TNAENEE TUNVFAETEBINTZT VXNV, a7 )V ik, Bfshiz
oaT NENEE INVASIIRANEE, TAFRAINVER=)VEE TV VAV R=)v
B HEEFRA~T OB, BRSNS FRA~T R, UTARMSN (A (—
X' A") CRBSNIT VRNV (G - X — 3N R=VE, —S0 —, —C(
=0)—0—, —C(=0) —N(A") —, Xz —C(=S) —N(A") =%~ 7) THY, #
BoA(2)#oHAA(2—1), X(2—-2), K (2—-3), KX(2—4—1), X(2—4—0)
LR(@2—5-1), K(2—5—c), K(2—6—1), K(2—6—c), XiFK(2—7)TH
SNDETR L. DILEMXITZ DL

223. RB7vHE T REJ T VKT TAFVE TAF=1E 7%=
NI TANaR I T TARATIR, ITV—ATIETHY, X X
BEFLUETHY, AIITV—VETEBENT VRN (2L TV — A5y
IXIEEHL TR HDOVET RN EE LI T VR T-OfIh TEBESNZS
DT, HDNIT N FNER O AT VT O G TEBRSNIZHD TR
BHFEATORECTEBENZT A NVE, BRENEZT Vaxy ETEREN
TNENEE TAFRATI ) INRo VA XY R CEBRENTZT VRV v oraT
NERNT I ANRENFF L B CEBISNIET NFNEE TV—= VT INR=)
FFTETEBINTZT NINVE, AVH T NECERBENTZT VXNV, 7%
FAETEBSNIET NN, TUNFHAETERINET VI NVE, LT v
¥ BHESNIZL 70T ANV IANIIRANVE, TSN IRV E,
TU=NINR=)NVEE, FEFFRA~T 0z, BRSNS FREA~T o, X
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[0059]

[0060]

TRIBN(A) (—X°—A") CEBENTZTNAENE L X — 13— SO —.
—C(=0)—0—, —C(=0) —N(A") —, XiZ—C(=S) —N(A") — %753 9) Th
0, #iRDX(2)MHrA(2—1), X(2—2), K (2-3),. X(2—4—-1),. (24
—c), R(2—5—-1), X (2—5—¢c), X(2—-6—1), K(2—6—c), XiFX(2—7)
TRENDHIRL. DILAYTZDH;

224. R'BN7yRE T BEF T IV T TARNE, A=V E TA¥=
NE ThAas i TR TARATURE, UETV-ATIETHY, XX
WEFLLETHY, ATV NV ECERENIT NFNVE (LT — 45y
FEERBH TR, HOVEIT AR NEFE LIS VIR TF-OfHA CRIENT
DT, BHBAVIT NFNVER Al VRO G CERRESNIZLO TRV T
HY, BILOX (2)FHHX(2—1), K(2—2), K(2—-3), K(2—4—1), K(2—
4—c),A(2—5—1), X(2—5—c), X(2—6—1t), X(2—6—c), XiTH(2—7
) CRENDHTRL. DILEHXUTF D ;

225. R W7y T REJ T VR T TAFVE, TAF=LE 7%=
NE: ThAak i TR TARATURE, TV AT ETHY, XX
BEFLUETHY, ATE, KEHBN(A) (=X —A") RSN T L (
ZREL—X'—12—S0 —, —C(=0) —0—, —C(=0) —N(A") —, Xiz—C(=
S) —N(A") —%757) ThY, ko () FwHRRK(2—1), X(2—2), K (2-3
). R(@2—4—1), K (@2—4—0c), K(@2—-5-1), K(2—5—c), K(2—6—1), FK(
2—6—c), XiIX(2—7) THRINDHIR L. DILEW T EDHE;

226. RPN T7yRE T REF T IV T TARNE, TAT=VE TAd=
WVE TAaRSHE TR TARA T, TV ATIETHY, X X
MEFLETHY, AT, KRN (A) (—X—A") CEHBEENET AV (
EL—X — IR = N EER7T) THY, #iRkoR (2) 4 rR(2—1), R(2
—2),. K(@2—-3), XK(@2—4—1t). X(@2—4—0c), K(2—5—1), K(2—5—c). K(
2—6—1), K(2—6—c), XiIK(2—7) TRINDHIIL 1. DILEW T EDH;
227. R BTy T BT aURH T TAFVE, TAF=LE 7d=
N Thak ik TUE TARATUE TV AT ETHY, XX
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[0061]

[0062]

WEFLUETHY, AT, HEHEAT IR ETEBRENET AR LVETHY, %
woOK(2)#HnR(2—1), K(2—2), K(@2-3). K(@2—-4—-1) . K(2—4—0)
LR(@2—5—1),R(2—5—¢c), K(2—6—1), K(2—6—c), XiFR(2—7) TH
SNDHHETRL. DALBYSUTEDH;

228. RN 7yRE T, RHEF T IV T TARNE, TATF=VE TA¥d=
W TAasy i TR TARA TR, TV ATIETHY, XX
"MrFLUETHY, AT, BSIET Lo L ETEBSNET AL ETHY
L BRORK(2) Eay AR (2—1), K(2—2), K(2—-3), K(2—4—-1), X(2—4
—c). R(2—5—1), K(2—-5—¢c), K(2—6—1), K(2—6—c), XiFX(2—7)
TRINAHTIR L. DILAYXITEDHE;

229. R BTy HE T, BEF T IURE T TAFVE, TAr=LE 7d=
Wk TRV T TARAT U, XTIV AT I ETHY, XX
BEFLUETHY, AL, TAFRAT IR AF S CERENTT V¥
NETHY, BRORK (2) HH»X(2—1), K(2—2), X(2-3), K(2—4—1),
K(@2—4—0c) . K(2-5-1), K(2-5—¢c), K(2-6—1), K(2—6—c), JIX
(2—7) TREINDHTR L. DILAMUTTDOH;

230. R W7y #H T BRE T VR T- TAFNVE, TAr=L k7=
W TAaRs sk T TARATIE, UITV—A T HETHY, X X
W FLUETHY, AL, S7a T AR AT I HINVR AR ECERS
TAFNETHY, HRORK(2)#rnk(2—1), R(2—2), X(2—-3), K(2—4
—t), K(2—4—c). K(2—-5—1), K(2—5—c). K(2—6—1t), R(2—6—0c),
IR (2—7) TRINDHIR L. DILAHITEDHE;

231. R 7yRF T, BREF T IURET TARNE, TAT=VE TA¥=
NE TAaRUHE TR TARATIUE, ETV—ATIETHY, X X
WEFLUETHY, AME, TV—= AT INVRENAF Y ECEBSNT V%
NEETHY, BRORK(2) Wy (2—1), K(2—2), K(2—3), K(2—4—1),
K(@2—4—0c) . XK(2-5-1), K(2-5—¢c), XK(2-6—1t), K(2—6—c), JIXK
(2—7) CREINDHTR L. DILAMUTTDH;
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[0063]

232. RPN T7yREH T, BHEF T IV T TARNE, TATF=VE TA¥d=
NE TR TR TARATUE, ETV—A T ETHY, X X
BEFLUETHY, AMiE AV T NETEBRENTZT AR N ETHY, BROR(
2)#mH(2—1).x(2—2),(2-3),X(2—4—-1), X(2—4—c), H(2—
5—t). R(2—5—¢c), R(2—6—1t), X(2—6—c), XiFN(2—7) TRSNDH]
1. DALEH AT EDH;

233. R BTy HE T, BEF T IURE T TASVE, TAF=LE 7=
NEE Thak i TUE TARATUE TV ATUETHY, XX
BEFLUETHY, AL, TARANFAECTERBSNIEZTARAETHY, %l
DX (2)#aHynH(2—1) . K(2—2), K(2—-3) . K(2—4—t). K(2—4—0¢).
K(@2—5-1),K(@2—-5-c). K(@2—-6—1), K(2—6—c), IK(2—7) THEX
NEHHIR L. DB XITEDHE;

234. R W7y #E T BRE T U T- TASNVE, TAr=L ik 7%=
W TAaRs sk T TARATI R, UITV—ATHETHY, X X
BEFLUETHY, AR, TUNFAETEBENET AR NLETHY, HRD
K@) Emnk(2—1),X(2—2), X(2—-3), X(@2—4—t), X(2—42—c), K(
2—5—1), X(2—5—c). X(2—-6—1) . X(2—6—c), FIH(2—7) TEKZND
AR 1. DILEYXITZEDHE;

235. R W7y HH T, BEE T IURE T TAFVE, TAF=LE 7d=
NE TAaRTE TR TARA T, ETV—ATIETHY, X X
REFLUETHY, AT, /a7 AR VETHY, HBROR(2) HaanR(2—1
). R(2—2), K(2—-3), K(@2—4—t), K(@2—4—¢c). K(2-5—-1), K(2—5—
o). XN(@2—6—1), K(2—6—c), XiFK(2—7) TRINDHTIH 1. DILABH XL
D,

236. RN 7yRE T BREF T IV T TARNE, TAF=VE TA¥d=
NE TAIRUHE T TARATI®, TV ATIETHY, X X
"R FLUETHY, AT, BERSIEL /a7 AR L ETTHY, BiROR: (2)
R (2—1),(2—2),K(2—-3), X(2—4—1), X(2—4—c) . X(2—5—t
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[0064]

[0065]

). H(2—5—c), K(2—6—1), K(2—6—c), XiFX(2—7) TEREINDHTRL.
DALEB AT E DM

237. R BTy HE T, BEF T IURE T TAFVE, TAF=LE 7d=
NEE TAaR E TR TAXATIE, UITV—A T ETHY, XX
BEFLUETHY, AE, IAAIZIRANVETHY, BRORK(2) HHHR(2—1
). A(2—2),K(2—-3),K(2—4—1), X(2—4—¢c). X(2—-5—-1), (25—
o). R(2—6—t), X(2—6—c), XiFX(2—7) THRINBHTR L. DAY L
T ;

238. R W7y HHT-. BRF T VT TAFNVE, TAr= Lk 7=
NVEE ATk T TARATIUE, ETV— AT HETHY, XX
"ML ETHY, AL TAFA IRV ETHY, 5BROR (2) H4r A= (
2—1), RK(2—2), K(2—-3), K(2—4—1), K(2—4—¢), K(2—-5—1), K(2
—5—c), X(2—6—1t), X(2—6—c), XiF(2—7) THRSNDHILL. DILE
WX DI,

239. R BTy HE T, BEE T IURE T TASVE, TAr=LE 7=
N TAaRU R T TARATIE, TV AT ETHY, X X
"REFLUETHY, AL, TV—ABVR= N ETHY BIROR (2) HAHR (2
—1.R(2-2), X(2-3), K(2—4—-1), X (2—4—¢c), K(2—5—-1), K(2—
5—c). R(2—6—1), R(2—6—c), XiFTH(2—7) TRINDHTR1. DILEY
XiTEDH;

240. R'BZ7y R T BEF T VR T TARNE, TATF=VE TA¥d=
NE Tk TIE TARATI®, UITV-ATIETHY, XX
MNF LU ETHY, AT, HEEFHEA~TURETHY, %ROR (2) 1R (2
—1).R(2—-2), K (2-3), K (2—4—1), X (2—4—¢c), K(2—5—1), K(2—
5—c) . R(2—-6—1), K(2—6—c), XJIHK(2—7) TRINDHTR1L. DILAD
NIiTEDH;

241. R BTy R T, BEE T aURE T TAFVE, TAr=LE 7d=
NE TRV TUE TARATIE ETV-ATETHY, XX
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"MEFLUETHY, AL, BRENTIEEFHRA~TIRETHY, HROK(2)
warnR(2—-1), K(@2—-2), K(@2-3), XK(2—4-1t). K(2—4—¢c) . K(2-5
—t), K(2—5—¢c), K(2—6—1), K(2—6—0c). XiTK(2—7) THKENDHIR
1. DILEMXITE D ;

242. R'KFE T UIKBETHY, X XBZF LU ETHY, AIZTY—
ECBBEINTTNINE, FREA~TORECERBINZTAVRVE, B#fSh
T Naxy ETEBSNTZTNVFNVE TAXRNVT I INVEA= AV AF L ECHE
SNIETNENEE, S IaT NFRNT I AN F L ETEBASNZT VXV
B TV NT I ANRENFF T B CEBSNT VRNV AV TN EETE
SNTETNFRNEE, TVRNTFFETEBSNIET NI NVE, TN F A ETHEER
SNTETNFRNVE, L 7aT VRV BRSNS a7 VxR NVE, IV ASIZIRANV
B, TAXNINVRENVEE TV VINVRoVE, EEFREA~TasR &, BfRIh
T BT OB, SUTRMBN (A") (=X —A") TEHBSHT A3V (
EEL—X'— 3 VR= 1 2, —SO —, —C(=0) —0—, —C(=0) —N(A")
—., XiZ—C(=S) —N(A") —%&7R¥) THY, BROR(2) Mo ARK(2—1) ., K (
2—2), X (2—-3). K(2—4—1t), K(2—4—¢c). X(2—5—-1t) . K(2—5—¢c) . X
(2—6—1), R(2—6—c), XiIR(2—7) TRENDHIR L. DILEMITEDE
243. R SKFR T UIKBRETHY, X - X' BFLUETHY, A 1IZT7I—n
ECEBINIZTNAFNE (LT VR B HDVIET AV FL
FEE LI T VT DM TEBESNTZH DO TR, HDWVETAFNVER T
N VT O G TEBRSNIZL DO TRYY) | FHEBEAT R & CERESNZT v
FVE, BIENT Vo VI TEBENTET VRN, TARNT I ANERE
NARVETEBINTZT VXNV, 70T VRAT I ANVKR=ANAF U ETE
BEINT=TNAFNE TV AT IR N F VR CEREINTZT VRV, A
NI T NETEBENZT VRN, TAXNFFETEBENZT VIV, TV
NFFAHETEBPEINZT ANV, voa7 vk BhRSni-vrar vk
IIWASIIRANEE, TAFNIIVR= VR TV VR =V, R EA~T
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R, ERSNIESE BT ORE UIRHAN (A) (—X —A") TE#ES
T VNI (F272L X'~ 12 =S80 —, —C(=0) —0—, —C(=0) —N(4")
—., XiZ—C(=S) —N(A") —%&7R¥) THY, BROR(2) M4 AR (2—1) ., K (
2—2), K (2—-3), K(@2—4—1), X(@2—4—0c), K (@2—5—1), K(2—5—¢c), X
(2—6—t), R(2—6—c), XiFR(2—7) TREINDHR 1. DILAWXIIZEDE
244, R'WAFE T, IABETHY, X - X BZFLUETHY, AIZTV—
FECEBENTZT ATV TELTY— A EE R TR, HDWDIET VFL
EELLI A T VR T DM TEBESNTZH D TR, HDWVETAFNVER T
NaF VRO G TERBENZHDOTRY) THY, BROR (2) #anA(2—1
) R(2—2), K(2—-3). R(2—4—-1) . K(2—4—0c), R(2-5—1) . K(2—5—
c). R(2—6—1), X(2—6—c), XiFX(2—7) TRENBHIE L. DAY
D,

245. R'SAKFI T IABETHY, X - X B=F LU ETHY, AT, KR
N(A) (=X’ = A") CERHSNETAFNE (L X'~ 13 —80 —, —C(=0)
—0—, —C(=0) —N(A") —, Xiz—C(=8) —N(A®) —%757) THY, #%ikD
K@ EHBR(EC—1),. R (@2—2),. K(2—3), X(@2—4—1) . R(2—4—c), K
2—5—t).X(@2—5—¢). K(@2—6—1), K(2—6—0c), XiFH(2—7) TRZh D
HR 1. DALY UIZDH;

246. R'BSAEIR T UIAKBETHY, XX BEF LU ETHY, AT, K
NA) (=X — AN CEHEINETAFAVE R - X — 3R e 5 T)
ThHY, RO (2) HHnR(2—1), K(2—-2), X(2—3) . K(2—4—1t). K (2
—4—c), X(2—5—1), X(2—5—c), X(2—6—1t), X (2—6—c), XiFz(2—
7) CREINDETRL. DILAHXITZE DM ;

247. R'DSKFR T UIARETHY, X X B=FLUETHY, AT, BE
BT ORETEBINZTAFNVETHY, iROR (2)HanR(2—1), K(2
—2), K(2—-3), K (2—4—1), K(@2—4—0¢c). K (@2-5—-1), K(2—5—c),
2—6—1), (2—6—c), XiIHK(2—7) TRINDHIIR 1. DILEW T EDHE;
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248. R'BSAFEIE T, UIAKBETHY, X X BR=FL o ETHY, A%, B
N7 nafx v I TEBRINEZTNAINETHY, HIROK (2)#Ho B (2—1) .
X(2—-2), X(2-3), X(@2—4—1), X (2—4—¢c), X(2—5—-1), X(2—5—0¢)
CR(2-6—1), R(2—6—c), XiFIK(2—7) TRINDHTR 1. DILEHXITZ
D ;

249. R'DBSAFEIHT-. UIABETHY, X X BR=FL o ETHY, Aix, 7%
NTI)HNRENF T FECTEBBENTZT AR NAVETHY, HiRORK (2) HH 0=
(2—1).XKE@—2). X(2—-3).XK@2—4—-1), X(@2—4—0c). K(@2—-5—1), K(2
—5—c) . K(2—6—1t), X(2—6—c), IR (2—7) TRSNDHTIH L. DILA
Y X3 E D,

250. R'SKFF T XIABETHY, X - X' REFLUETHY, AL, 270
TNENT I ANKRENFF L ETEBEINTZTAFNAVETHY, BiROR (2) 5
R (2—1),(2—2),K(2—-3),X(2—4—1t), X(2—4—c), X(2—5—t
). R(2—5—c), K(2—6—1), K(2—6—c), XiFHK(2—7) THRIIDHIAL1L.
DALE T E D ;

251. R'ASKFE T, UIABETHY, X - X B2F LU ETHY, A™iE, 7U—
NT ) HNVRENFFY ETERBENTZTIVFNALETHY, BROK(2) Hor B
2—1),.X@2—-2),X(2-3). X(2—-4—1), X(2—4—0c),. K (2—-5—1t), X(2
—5—c), R(2—6—1t), K(2—6—c), XiFK(2—7) TRINDHIL1L. DILE
WM XX D

252. R'DSAFEI T, UIABETHY, X X BR=F Lo ETHY, A™iZ, Avd
TIETEBINEZTNARNVETHY, BROX(2) FHHan(2—1), K(2—-2),
X(2—-3), X (@2—4—-1), K (@2—-4—¢c), K(2-5-1), X(2—-5—¢) . X(2-6
—t). R(2—6—c), XiFR(2—7) TRINDETRL. DA XITZEDHE;

253. R'BSAFEIH T UIABETHY, X X BR=FL o ETHY, A™iE, 7%
NFFETEBSNEZTNAFNAVETHY, BROX (2)MBarh(2—1), K(2—2
). R(2-3).R(€2—4—-1), X(2—4—¢c), X(2-5—-1t), X(2—5—¢c), R(2—
6—t). XN(2—6—c), XiTX(2—7) TRINDHIRL. DILEWMXITEDH;
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254. R'AAEE T XZABETHY, XX B2FL U ETHY, A™iE, T
FAETEBFENET VIR NETHY, BROR (2) FHorX(2—1), K(2—2),
A(2-3). K(2—-4-1), K(@2-4—0c). K(2—-5-1),. X(2-5—¢c). X(2-6
—t), R(2—6—c), XiFHK(2—7) TRENDHR L. DILAHUTZOH;

255. RIKFE T UIKBETHY, X XBZF LU ETHY, A™iE, V7o
TAFNVETHY, HiROX (2) HarnX(2—1), K(2—2), R(2—3), K(2—4
—t), R(2—4—¢c), K (2—5—-1), R(2—5—0c), R(2—6—1), R(2—6—c),
XiIH(2—7) TRINDHIR L. DILEH T E DK

256. R'AKFE T UIABETHY, X - X BZF LU HETHY, A, Bl
Ny a7 VX VETTHY, ikoR (2)HarR(2—1), X(2—-2), K(2—
3. X(2—4—-1), K(@2—4—c). K(@2-5-1), K(@2—-5—¢c), K(2-6—1), X
(2—6—c), XiFK(2—7) TRSNDHTR L. DILEWITE DR

257. R'DARFEFE T, UIAKBETHY, X X' B=F LU ETHY, A, AN
IRANVETHY, ROK(2) #HmapR(2—1), K(2—2), K(2—3),. R(2—4
—t), R (2—4—¢c), K (2—5—-1), R(2—5—c), R(2—6—1t), RK(2—6—c),
XiIK(2—7) TRINDHEIR L. DILEHITEDIH;

258. R'AWKFE T, IABETHY, X - X BZ=FLUETHY, A™iE, 7%
NWANR=NVFETHY, HiROR(2) s (2—1), X(2—2), K(2—3)., K
2—4—1t), X(2—4—c), X(2—5—1), X(2—5—¢) , K(2—6—1) . (2—6
—c) XiFH(2—7) TRENDEHR L. DILAEMXITZ D ;

259. R'KFE T UIABETHY, X X BF LU HETHY, A™iE, 7V—
NANR=NVEETHY, kDR (2) HHaAR(2—1), X(2—2), K(2-3), K
2—4—1t), X(@2—4—c) . X (2—-5—-1), X(2—5—¢c) . K(2—6—1) . (2—6
—c) XiFH(2—7) TRENDEHR L. DILAEMXITZE D ;

260. R'SKRIF T, UIABETHY, X X' B=FLUETHY, AL, HH
Fi~TaiREThy, BiROR (2) Mk (2—1), R(2—2), K(2—-3), A (
2—4—1t), X(2—4—c) . R(2—-5—-1), K(2—5—¢c) . K(2—6—1) . (2—6
—c) XiFH(2—7) TRENDEHR L. DILAEMXITZ D ;
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261. R'KFE T UIKBETHY, X - XBZF LU ETHY, A", Bl
NIZEFEF AT uBRETHY, BROK () WA (2—1), K(2—2), K (2
—3).R(2—4—-1) . K(2—4—¢c) . K(2-5—-1), K(2—5—c), R(2—6—1),
R (2—6—c), XFX(2—7) THRENDHTR L. DILEWXUITEDH;

262. R'2SKFF T WRIF T UIKBETHY, R, R R’ RUR Ofifhnl
ERAR T TR X - XBF L ETHY, ATV~ VETEBRENT
NENFE HFERNTORECTEBRINZT VX NVE, BRINZT VaFy & T
BRENIZT VRNV, TAXRNT I INR=)V AR R CERESNIZT VR
IYIATNFRNT I NN TR CEBSNIET ATV, TV— VT
IRV R FECTEBENTZT VRNV, ANV TN ETERSNZT VRV
TINVENTFECEBENTZTNAINVE, TIONTFAETEBINTZT VIVE,
vraT NF N, BRI a7 VRV INSIIRANVE, TAF NIV
RNV EE TV NV INRENV I, HFERA~T i, BRSNIHFERGA~T
B, UIRMBN (A) (—X' —A") CERBENETAFAVEEL-X —1F
A=, —SO —, —C(=0) —0—, —C(=0) —N(A) —, Xi3—C(=
S) —N(A") —%75=7) ThHY, koK (2) HABR(2—1), K(2—2), K(2—-3
). R(2—4—t), R(2—4—c), R (@2—5—1), X(2—5—¢c), K(2—6—1), A (
2—6—c), XiFHK(2—7) TERINDHTR1. DILEHITEDOH;

263. R'SKFF T HFEF T UIKBETHY, R' R, R\ RUR D1
P AKRT T2 X X BR2F LU ETHY, ATV N ETEBENZT
NENFE (T2 L TV — I I E R TR, HAWITT VI NV EE LI ur v
JEF- DN TEBISNTZH D TR HDIVITAFNER V0T VT O
FHCEBINTZHDO TR | FHFBEA~T OB E CTERINZT V3V E, BfSh
T NaX L ETEBENTZTNFNVEE TAXNVT I HNVERZNAF T HETEE
SNT=T RN, a7 VR NVT I ANKRENVAF U ETERAS N T V%V
B TV NTIANRENFF T ETEBINT NIV, AV TN ETE#
SNTET NIV, TVXNF A ETEBRINTZTNAFNVEE, TIUNT A ETEBR
SNTTNFRNE, L oaT VRV BRSNS 7aT VxR VE, IV SIZIRAV



WO 2006/057270 46 PCT/JP2005/021522

[0073]
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B TINAFNINNR= VI, TV VIV R= VR, FEEFEA~T L, Bsh
B EAT IR, UIRMAN (A (— X —A") CEEBSNZT L H (
L —X'—12—S0 —, —C(=0)—0—, —C(=0) —N(A") —, Xz —C(=
S) —N(A®) —&R7) ThHY, BROX(2) HHanR(2—1), X(2—2), X(2—3
)R (2—4—1), K(2—4—¢), K(@2-5—-1), RK(2-5—0¢c), K(2—6—1),
2—6—c), XiIX(2—7) TRINDHTR L. DILEHITEDH;

264. R KK T HHE KT, UIABETHY, R, R\ R, RUR' D1
ERAR T TR X X BT L ETHY, ATV LV ETEBRESNET
NNV EE (T2IZLTV— Vi i I EH Tl HAVIET XA EE LI ar v
JET- DI TEBESNIZDD TR, HHVIETAFNVER U a7 VT O
7 CBBSNTZHOTRY) THY, HIROR(2) #HHnX(2—1), RK(2—2), K
2—3), X(2—4—1), X(2—4—¢c),. X(2—5—-1), X(2—-5—¢). X(2—-6—1)
R(2—6—c), XiTR(2—7) TREINDHIR L. DILAH T E DR ;

265. R'KEI T, BT UIABETHY, R, R°, R, RUR D1
ERARRT TR X X BEF LU ETHY, A1, REAN(A) (—X—A"
) CEHSNIZT VF VL (L —X — 13 —S0 —, —C(=0) —~0—, —C(=0
) =N (A") =, XiZ—C(=8) =N (A") =273 7) ThHY, HikDOR (2) MHR (2
—1),®K(2—-2). K(2-3), K(2—4—1), K(2—4—¢c), K(2—5—1), K(2—
5—c), R(2—6—t), R(2—6—c), XiFHK(2—7) TRINDHIR L. DILAY
XiTEDH;

266. R'KFE T WHEFE T, UIKBETHY, R, R°, R', RUR D1
B ARE T2, XX R F L ETHY, AL, RKHAN (AN (—x*—A"
) CEBRENTETNAFNVE L X — 13N RNV EERZT) THY, Bk D= (
2) R (2—1),K(2—-2), K(2-3), K(2—4—-1), K(2—-4—¢), X (2—
5—t). R(2—5—c), R(2—6—1), X(2—6—c), XiTH(2—7) TRINDH]
w1, DALEM I ZDH;

267. R'SKFIF T WHF T UIKBETHY, R', R, R\ RUR D1
ERARI T TR X - XBZF L ETHY, A, FEEAT uBRECHE
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[0076]

ST NFNETHY, RO (2) #Hor(2—1),K(2—-2),(2-3), K
(2—4—1), X(2—4—¢c), X(2—-5-1), X(2—5—¢c), X(2—6—1), X(2—6
—c) XiIK(2—7) TRINDEHR L. DL XITZEDHE;

268. R'2VKFF T WRIF T KA THY, R, R\ R’ RUR Ofifhunl
ERARIE T TR, X XN FL U ETHY, AL, BESNET A2 T
BEHRINETAFNVETHY, ROX (2)#FanR(2—1), K(2—-2), K(2-3
). RK(@2—4—1), K (@2—-4—0c), K(2—-5—-1), K(2—5—c), K(2—6—1), FK(
2—6—c), XiIN(2—7) THRINDHTR L. DILEHITZ DI ;

269. R' DK T AT, UIABEETHY, R, R\ R, RUR OfiHn1
ERKBFTF TR XX BRZFLUETHY, AE, TAFRAT I INAR=L
FxVETEBRINZT NVFNVETHY, BiROA(2) #Hmr(2—1),K(E2—-2)
CR(2—-3), (2—4—t) . A(2—4—¢c) . R(2—5—1), X(2—5—¢), K(2—6
—t). R(2—6—c), XiFR(2—7) CREINDETR L. DA XITZEDHE;

270. R'AKFI T BT UIABETHY, R, R, R, RUR D1
TEDRARR T TR X - X BZF L ETHY, A", 77 AR TI HN
RN AH T ETEBINTZTNVFNAVETHY, BiROX(2) HonR(2—1), A (
2—2), XK(2—-3). XK (2—-4—1), K (2—4—0¢c). K (2—-5—-1) . K(2—5—¢c). K
(2—6—t),. R(2—6—c), XiTR(2—7) TRINDHTIE 1. DILAEHITEDE
271. R'WKFF T R T UIKBETHY, R, R°, R', RUR DTl
AAARF T TR, X XBZFLUETHY, AL, TI—AT I INR=L
FHRVETEBINTZT NFINETHY, BROK (2) ForR(2—1), K(2-2)
VAR(@2—3) . K(2—4-1) . K(2—4—¢c), K(2—5—1), X(2—5—¢c), X(2—6
—t). R(2—6—c), XiFR(2—7) TRINDETRL. DA XITZEDHE;

272. R'AKFE T WHEFE T, UIAKBETHY, R, R°, R', RUR D1
ERARH T TR X - XBZF LU ETHY, A3, A AT NETRBAS
TAXNVETHY, HROK(2) Hark(2—1), K(2—2), K(2—3), K(2—4
—t), R(2—4—¢c), XK (2-5—-1), X(2—5—¢), K(2—-6—1t), X (2—6—0¢),
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XiIK(2—7) TRINDHIR L. DILEH T ZDH;

273. R'KFE T WHEFE T, UIABETHY, R, R, R', RUR D1
ERAKET T2, XX R2F L ETHY, AL, TAFRALF I ETHEBIES
NETAFRNETHY, HIROR(2) HanX(2—1), K(2—2), K(2—3), & (
2—4—t), X(2—4—c), X(2—5—1t), K(2—5—c), H(2—6—1) ., (2—6
—c) XiER(2—7) TRINDHIR L. DILAHITZEDHE;

274. R KK T R T, UIABETHY, R, R\ R, RUR' D1
ERAER T TR XX BFLUETHY, A", TINFAECEBRESN
T NELETHY, BROK(2)WanR(2—1), K(2—-2), K(2-3), R(2
—4—t) , X(2—4—¢c) . X(2—-5—-1) . X(2—-5—¢c). K(2—6—1), X(2—6—
o). XiFR(2—7) CRENDHIR L. DAY ITEOH;

275. RSKFIR T HHH T UIABEETHY, R, R\ R, RUR Ofifn1
DA T T, X XRZF LU ETHY, AL, L 7a7 AL ETHD,
#“ikoX (2) #HanX(2—-1), K(@2—-2), K(2-3), X(2—4—t) . K (2—4—c¢
). R(@2—-5-1), K (@2-5-0c). K (@2-6—1), K(2—6—0c), XiTK(2—-7)TF*
SNDHHTIRL. DALBEYSUTEDH;

276. R DBSAKFIF T WA T, UIABRETHY, R, R\ R, RUR OfHA1
A AT TR X - X BZFLUETHY, A™iF, BRSNS 7aT LF L
ETThy, BroR(2) e (2—1), XK(2—-2), K(2-3), K(2—-4-1),
X(@2—4—0c). K(2—-5—-1),K(2—-5—¢c), K(2—-6—1), X(2—6—c), XiFX
(2—7) CERINDHR L. DILAHUTZDHE;

277. RAKFIR T WRF T, UIABETHY, R’ R°, R, RUR' D)1
KK T TR X X BmF LU ETHY, A1, DASIIRANVETHY,
#“ikoX(2) NN (2—-1), K(@2—-2), K(2-3), X(@2—4—-1). K(2—4—c¢
). H(2—5—t), K(2—5—¢c), K(2—6—1t), K(2—6—0c), XiTK(2—7) TFH
SNDHGRL. DILEY T DN

278. R'SKHIF T HHF T UIAKBEETHY, R', R, R\ RUR D1
AR T TR, X X BEFLUETHY, A", TAFA IR VET
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HY, BRoX(2)Fank(2—1), K(2—-2), X(2-3), XK(2—-4—-1), XK(2—
4—c) . X(2—5—-1), X(2—-5—c), X(2—-6—1), X(2—6—c), XTI (2—7
) CRENDHTRL. OILEHUTEOH;

279. R'IVKFR T WRIF T KA THY, R, R R’ RUR Ol
EDAFRT T2 X - X B2FLUETHY, AT, TV A IRV ETH
D, #BRoX (2 WHnX(2—1), K(@2—2), K(2-3), XK(2—4—1), K(2—4
—c) . R(2—5—1), R(2—5—¢c), X(2—6—1), X(2—6—c), XiFTX(2—7)
THEEINDEIRL. DILEY XUTFDOH;

280. R'DSAKHI T HAH T, UIABEETHY, R, R\ R, RUR DffHn1
ERARI T TR X - XBZFLUETHY, A3, FEHFHEANT HBRETH
v, BROR (2)WHaRK(2—1), R(2—2), X(@2—-3). K (2—4—1), R(2—4
—c), R(2—5—1), K(2—-5—¢c), K(2—-6—1), K(2—6—c), XiFTX(2—7)
THRENDHTRL. DILAYTZDH;

281. R'WKEI T, BT, UIABETHY, R', R°, R, RUR D1
ERARR T TR X - XBZF L ETHY, A™I3, BRSNWHEFREA~T
oERETHY, BROK (2) mayrnR(2—1), X(2—2), K(©2-3), X(2—4—1)
VR(2—4—c), K(2—5—1), K(2—5—¢c), K(2—6—1), K(2—6—c), XiZ
R (2—7) CRINDETR L. DA T EDHE;

282. R'KFEF T, MIABEETHY, R, R\ R\ RUR DT THAKIR T
THY, X XBF L ETHY, ATV VETEBRENTZT ARV, BE
AT aBRETERINTZT AN E, BIRINZT NV ad s ETERBENTZT v
XNE TARNAT I ANRENAF LV ETERBENTZT VR NVE, a7 v
NTIIHNRENAF L B CEBINTZT VNI, TV— VTN R= A%
VETEBRINTET NN, AV T NETEBSNIZT VX NVE, TAX LT F
ECEBENTZT NI NI, TUNFAHETEBINTZTVNVE, 77 v
., BREINTZY 70T AR NVEE IASIINANVE TAZ NIV R= LV, T —
NANR= NV, FEFFREA~T R, BERENHTERA~T B, LR
BN(AN) (— X —A") CEHBESNEZT ARV E R L X — I VRV, —S
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0 —.—C(=0)~0—, —C(=0) =N(A") =, XiF—C(=8) —N(A") — &5k
) THY, BiROK(2) HmrrR(2—1), K(2—2),K(2—-3),. K(2—4—1),
K(@2—4—c) . K(2-5-1), K(2-5—¢c), K(2-6—1t), K(2—6—c), IIX
(2—7) CRINDHTR L. DILAEBUTZEDH;

283. R'WKFKE T, UIAEBEETHY, R, R’ R, RUR DT~ THAERT
THY, X - XBZF LU ETHY, AME TV NV ECERBREN T ANV (27
L7 V— VR I E L Tlad L HDWIEIT AT N EE LI a7 V1O i
TEBENTZLDO TR, BDWVIET AN ER a1 7O 5 CE#iI -
HD TRV | HHEGATOBRETEBAINTNAFNVE, BRENTZT NV axs i
TEBEINTZTNVINVE TAXNVTIIINRENA XV ECEBINZT VXV
&, a7 NN TIIINKRENFF VR CEBINZTAFNVE, TV—-A T
IHNRENVA T B CEREINZT VRN, AV NE GRS T V3L
B TNVENFFECBBREINTZT VRV, TUNFFECBEBRENZTIVE L
B, vrar A BRES e ra T VxRV INVASIINANVE, TAF A
ARSI TV NINER= VI, HFFREA~T i, BERSh 2 EF R~
Fugd, UIRHBN(A) (=X —A") TE#BENZT VRV EEL—-X —
iX—80 —, —C(=0) —0—, —C(=0) ~N(A") —, XiZ—C(=8) —N(&")
— %R T) THY, BROR(2) AR (2—1), K(2—-2), K(2—3),K(2—4
—t), R(2—4—¢c), K(2—5—1), R(2—5—c), R(2—6—t), K(2—6—c),
XiIK(2—7) TRINDHIR L. DILEH T ZEDH;

284. R'BAFE T UIABEETHY, R, R’ R, RUR DT~ THAERT
THY, XX B2F LU ETHY, AT IITV—VETEBRSNET A RVE (727
L7 V— VR I E L Tlad L HDWIEIT AT N EE LI a7 VT
TEHRENIZHD TR, HBVEIT NIV ER AT HF-O 5 CE#ES Lz
HDOTRY) THY, B DdR(2) #aHrN(2—1), K(2—2), K(2—-3), K(2—
4—t), (2—4—c), K(2—5—1), H(2—5—¢c) . K(2—6—1), (2—6—c¢)
XFR(2—7) TRENDHIR L. DILAWUTZE D ;

285. R'SAKHFI T IABETHY, R', R°, R, RUR OF N THKHEE T
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THY, X - XB=F LU ETHY, A3, KIAN(A") (X' —A") TEHiSh
TAFN (L —X — 13 =S80 —, —C(=0) —0—, —C(=0) ~N(A") —,
NiZ—C(=S) —N(A") —&=T) THY, HikoR (2) Hanh(2—1), R(2—
2), X(2—-3), X(2—4—1), K(2—4—0c), K(2—5—1), K(2—5—0c), K(2
—6—t), N(2—6—c), XITR(2—7) TRINDHIRL. DILEWXITEDH;
286. R'SKFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, X - XBRF LU ETHY, A™IE, KIEHBN (A) (—X'—A") TS
TRV L —X — 13V RV R/ T) THY, BIROR (2) BB (2
—1).X(2—-2), K(2-3). X(2—-4—1), XK(2—4—0c),. K(2—5—-1), K(2—
5—c) . R(2—6—t), K(2—6—c), XJIHX(2—7) TRINDHIR]. DILAD
XiTEDH;

287. R'SAKFIRT UIABETHY, R', R°\ R, RUR OF N THKHEE T
THY, X - X B=FLUETHY, A™ L, HEHEA~T R ECBBSNZT VXL
FETHY, ko (2)FHmrAN(2—1), K(E2—2), X(2-3), X(2—4—-1), X
(2—4—c) . K(2-5—1), K(2-5—¢c), K(2-6—1) . K(2—6—c) . FH(
2—7) CRINDHIR L. DILEW T EDH;

288. R'SAFI T IAMETHY, R', R°\ R, RUR DF X THAHEF T
THY, X - XBEF LU ETHY, AL, BRENZT Va%y HCBERENT
NENVETHY, BiRoR (2) HonX(2—1), K(2—2), X(2—-3), X(2—4—
t), X(2—4—c), X(2—5—-1), X(2—-5—c), X(2—-6—1t), K(2—6—c), X
IR (2—7)TRShBHIIR L. DAY UTEDHE;

289. R'KFIF T, IABEETHY, R, R, R\ RUR DT THAKIR T
THY X X BEFLUETHY, A", TAFAT I IR VA F T TR
BENTTNAFRNETHY, BBOR (2) ark(2—1), X(2—-2), K(2—3).
K(2—4—1) . K(@2—4—0c), X(@2-5-1), K(2—-5—0c), K(2—6—1), X(2
—6—c). XiIHX(2—7) TRINDHTR L. DILEMXITEDHE;

290. R'SKFEF T, MIABEETHY, R, R\ R\ RUR DT THAKI T
THY, X' XBZF L ETHY, A, S 7uT7 VFRATIANR= VA%
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TEBPSNIET N NVETHY, BikOR(2) #Ho»(2—-1),. K(E2—2), K(2—
3).XK(@2—4—1),XK(@2—4—¢c), XK(2—-5-1), X(2—-5—0c), X(2—6—1), X
(2—6—c), IR (2—7) TRENDHTR L. DAY ITEDH;

291. R'IVKFR T UIABETHY, R R°\ R", RUR DTN THKHKFT
THY, X XR=F LU ETHY, A™E, TV— ATV RN A% TR
ENTETARNVETHY, BiRoR (2)FHanR(©2—1) . K(2—-2), R(©2-3). K
(2—4—1) . K(2—4—c) . KX(2—5—-1), K(2—5—¢c). X(2—6—1), (26
—c) XiFH(2—7) TRENDEHR L. DILAEMXITZDHE;

292. R'BAFK T UIABETHY, R, R°, R, RUOR OF X THAHEF T
ThY, X' XBZF L ETHY, A™iE, AT NECEBRENZT AR VET
HY, BROK(2) WAy (2—1), K(2—2), K(2—-3), K(2—4—-1), K(2—
4—c).X(2—-5-1), X(2—-5—¢c). X(2-6—1), XK(2—6—c), XiFTH(2—7
) CRENDHTRL. DILEHXUTF D ;

293. R'WKEIE T, IABETHY, R, R, R, RUR DT THRAKE T
THY, XX BZF L ETHY, AL, TAFAFAETEBESNET VL
THY, HikoOX(2) BN (2—1), R(2—2), K(2—-3) . K(2—4—1). R(2
—4—c) . X(2—5—-1), X(2—5—c). X(2—6—1), K(2—6—c), XiFH(2—
7) CREINAHIR 1. DILEY T ZDH;

294. R'SKFF T MIAKBEETHY, R, R, R\ RUR DT THAKIR T
THY, X X BEFLUETHY, AL, TINVF A ETEMBSNIZT LFLET
HY, BRoOX(2)FanX(2—1), K(2—-2), X(2—-3), XK(2—-4—-1t), K(2—
4—c), A (2—5—t), K(2—5—¢c), H(2—6—1), (2—6—c), XiFK(2—7
) CREINDHIR L. DILAYUTZDOH;

295. R'WKKF T UIABETHY, R, R’ R’ RUR DT~ THAERT
THY, XX BZF L ETHY, A, v 7a7 VL ETHY, HikoR (2) 4
aaR(2—-1), K(@2—2), K(2-3), K(2—4—1), K(2—4—c) . K(2—5—1
). H(2—5—c¢), R(2—6—1), R (2—6—c), FX(2—7) THRENSHTR].
DALE BT DK ;
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296. R'WKFF T UIABETHY, R, R’ R, RUR DT~ THAERT
THY, X X BF LU ETHY, AL, BRSNS 70T VE LV ETHY, %k
nR @) FHRX(2—1) . K(2—2), K(2-3). K(2—4—1), K(2—4—0).
K(@2—5-1), XK(2—-5—-c), XK(2-6—1), XK(2—6—c), XIFTH(2—7) THEX
NDEHRL. DL XITE DM ;

297. R'BKFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, X - XBF LU ETHY, AIE, IANIIRAVETHY, HRO(2)
#Wwoank(2—1),X(2-2), X(@2-3). X(2—4—1). X(2—-4—¢c). X(2-5
—t). K(2—-5—0c), K(2-6—1), K(2—6—c), XiFK(2—7) TRZh IR
1. DILEUTEDH;

298. R'WKFF T, MIABEETHY, R, R\ R\ RUR DT THAKI T
THY, X - X BZFLUETHY, A3, TAFAINVR=VETHY, ik DR(
2)anR(2—1), RK(2—-2), K (2—-3), X(2—4—t), K(2—4—0c), X(2—
5—t), R(2—5—c), R(2—6—1), K(2—6—c), XIIR(2—7) THRZNDH
w1, DALE I ZDH;

299. R'SAFR T UIABRETHY, R, R°\ R, RUOR OF X THKHEE T
TV, X - X BEFLUETHY, AL, TU—AIVR=AIETHY, RO (
2)EmAR(2—1), K (2—-2), K(2—-3), K(2—4—1). K (2—4—0c), K(2—
5—t). X(2—5—¢c), X(2—6—1), K(2—6—c), XTI (2—7) TRINDH
w1, DILEYUTZ D ;

300. R'SKFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, XX BZF L ETHY, A, EFHE~TORETHY, HiRkoR (2
yEEBRR (-1 RK(2—-2), K(2—-3), K(2—4—-1) . K(2—4—¢c). K(2-5
—t). X(2—-5—0c), K(2-6—1), R(2—6—c), XiFR(2—7) TERINhSHIR
1. DILEH T EDH;

301. R'ZSKFF T, ABEETHY, R, R, R\ RUR DT THAKIR T
THY, X X BF LU ETHY, AL, BRENTIEEFREA~T IR ETHY,
koK (2)#HanR(2—-1), K(@2—-2), K(2-3), X(@2—4—-1) . K(2—4—c¢
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). R(2—5—1), K(2—5—¢c), K(2—6—1), K(2—6—c), XiTXK(2—7) TF
SNDETRL. DAL XTI ZE DR ;

302. X' X' B=FLUETHY, A"k, REN (AN (X' —A") CE#E
TN (T 2L =X —12—S0 —, XiE—C(=0) —N(A") —&7=7) ThY,
#BIROR(2) HHBX(2—1), K(2—2), K(2—-3), X(2—4—1), K(2—4—c¢
). H(2—5—t), K(2—5—¢c), K(2—6—1t), K(2—6—c), XiTK(2—7) TF
SNDHHETRL. DAY UTEDHE;

303. X' X' B2 F Ly ETHY, A, KON (A) (—X —A") THE#sh
TAFNIE PR —X 13— S0 — %5 T) ThY, ko= (2) M s (2—1)
CK(2—-2), K(2-3). K(2—4—1), K(2—4—¢c), K(2—5—1), K(2—5—c
). R(2—-6—1), K(2—6—c). XiTK(2—7) TRINDHTR 1. DILEH T
DI ;

304. X' X'B=FLUETHY, A3, KN (AN (—X' —A") CHE#S
TAFNE G L—X — 12— C(=0) —N(A®) —%537) THY, HROR (2)
amR(2—1), K(2—-2), K(2-3). K(2—4—1t), K(2—4—¢), X(2—5—1
). R(2—5—c), K(2—6—1t), K(2—6—c), XiFX(2—7) TEHEINDHTRL.
DALAE T E D ;

305. X' X'B=FLUHETHY, A3, REAN (AN (=X —A") CHE#shE
TAENVE FELATIARIF T THY, —X —13— SO, —. XiE—C(=0) —N(
A®) =% T) THY, BRORK (2) BAHR(2—1), 4:(2 2), & (2—3), K(2
—4—t) , X(2—4—c) . X(2—-5—-1) . K(2—5—c). X(2—6—1), (2—6—
). XixX(2—7) THEINBHIR L. DILAHITZOHR;

306. X X'B=F LU HETHY, A1, KIAN(A") (X' —A") TEHESNZ
TN B (FTELATAKIA T ThHY, —X'—1F—S0 — &7~ T) ThY, #iko
K@ EHBRN(EC—1),. R (@2—2),. K(2—3), X(@2—4—1). R(2—4—¢), K
2—5—1t), X(2—5—c), K (2—6—1t), X (2—6—c), XiFN(2—7) THZhD
HiR 1. DAY UTEDHE;

307. X' X'B=FLUETHY, A3, KN (AN (—X' —A") THE#E
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TAFNIE LA RAFER T THY, —X —iZ—C(=0) —N(A") —%&7=+) T
HY, BILOX(2)FHHX(2—1), K(2—2), K(2—-3), K(2—4—1), K(2—
4—c), A (2—-5—t), K(2—5—¢), H(2—6—1) , (2—6—c), XiFK(2—7
) CRENDHIR L. DA UTZDOH;
308. R'S/KKIF T, B T, UIAKBETHY, X - X' B=F L ETHY, A°
L RSN (A) (=X —A") CRBSIIT AR (2L X' — 13S0 —
. Xiz—C(=0) —N(A") — %7 7T) THY, HRO=X (2) HanRk (2—1), R(2
—2), X(2—-3), X(2—4—1t), X(2—4—¢c),. X(2—5—1t), K(2—5—¢c), H(
2—6—1), K(2—6—c), XiIHK(2—7) TRINDHIR 1. DILEW T EDHK;
309. R' 23K T, A T, UIABRETHY, X X BZ=FLUETHY, A
iE, AN (AT) (X' —A") TEBSNIT ARV (L - X — 13— SO —
ZaT)THY, BRoR (2)#FHoynk(2—1), XK(@2—-2), X(2—-3), X(2—4—t
). R(2—4—c), K(2—5—1), K(2—5—¢c), K(2—6—1), K(2—6—c). X
IR (2—7) TRESNDHTR L. DILAHXITEDHE;
310. R'ASKFF T HHF T UIKBETHY, X - X' B=F LU ETHY, A°
N3, KAN(A) (X' —A") TER#BENLT AFNVE (L X —1E—C(=0
) —N(A") —%75R7) THY, BRoR(2) #Hrk(2—1), X(2—2), X (2—3)
LK(@2—4—-1), K(@2—4—¢c),. R(2-5—-1), K (2—5—¢c), K (2—6—1), K(2
—6—c). XiIRX(2—7) TRINDETR L. DL XITEDHE;
311. RWKRIF T HBF T, UIAKBETHY, X X' B=F L ETHY, A°
T, RIAN (A (X - A") TERBSNET AR E T ELATKEIR T TH
b, —X'—1Z—S0 —, XiE—C(=0) —N(A") —&/~T) ThHY, HROX (2)#
MR (2—1), J:(z 2), K(2—3), R(2—4—1t), K(2—4—¢c), X(2—5—1
). R(2—5—c), K(2—6—1), K(2—6—c), XiFX(2—7) TEREINDHTRL.
DALEB AT E DM
312. R'WSKRIF T HHF T UIKBETHY, X - X B=F LU ETHY, A°
I, jzifﬁ‘%ﬁi‘N (AN (=X’ — A" CEHBRENETAFAE P LATIARR T Ch
0, —X —13—S0 — &) THY, Bk DX (2 #HX(2—1), K(2—2) K
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(2—3), X(2—4—1t), X(2—4—¢c) . X (@2—-5-1),K(@2—-5—¢c), (26—t
). R (2—6—c). XiIK(2—7) TRINDHHTR L. DILEBITEDHK;

313. R'SKFER T HBEH T, UIABETHY, X XBF L ETHY, A
T, RESN (AN (=X —A") CREBENT NV FVE (ZELA KRR T Th
D, —X’—1Z—C(=0) —N(A") —Z7~T) THY, BROR (2)#Hn(2— 1),
H(2—2) . X(2-3).K(@2—4—1).K(2—4—¢).K(2—-5—-1), K(2—5—0¢)
LK(2—-6—t), K(2—6—c), XiFH(2—7) TRZNDEIR L. DILAEHITE
DI ;

314. R'WKFE T UIABETHY, X - XBZF LU HETHY, A™iE, K
N(A) (X' —A") TR#ESNZT VF M (7L —X 13 —SO_ —, XiE—C(
=0) —N(A") — %R 1) ThY, BROX(2)WAPK(2—1) . K (2—2). K(2
—3). R (2—4—1), X (2—4—0¢c). K(2-5-1t), K(2—5—c), K(2—6—1),
A (2—6—c). XiTR(2—7) TRINDHIR L. DILBEWXITZEDHE;

315. R'AKFEE T UIABETHY, X X BZF LU ETHY, A™iE, K
N(A) (=X’ = A™) CRESNZT VRNV E (L X 13— S0 — &7 F) Th
0, koA (2) Momn(2—1), X(2—2), X(2—3), X(2—4—1) . (24
—c). R(2—-5—1), K(2—-5—¢c), K(2—6—1), K(2—6—c), XiFX(2—7)
TEINDHIRL. DILEWXITE DK ;

316. R'KFE T, UIABETHY, X - X BF LU ETHY, A™iE, K
N(A) (—X*—A™) CE#ENET ARV IE (FEL—X — 12— C(=0) —N(A®)
— &) THY, BRDOR(2) AR (2—1), K(2—-2), K(2—-3),K(2—4
—t), R(2—4—¢c), K (2—5—1), R(2—5—0c), R(2—6—1t), R(2—6—c),
IR (2—7) TRINDEIR L. DAY XITEDHE;

317. R'DSAEIR T, UIAKBETHY, XX R2F LU ETHY, AT, K
N(A) (—X*—A") CEBEINETASAE EELATRARE - tHY, — X —
IZ—SO —. Xz —C(=0) —N(A") —&/~T) ThY., HIRDO(2) a2
—1).R(2-2), K(2-3),. K (2—4—-1), K (2—4—0c), K (2—5—1), K(2—
5—c), R(2—6—1t), X(2—6—c). NiFTHX(2—7) TERINDHTRL. DAY
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XixFEDH;

318. R'DSAEI T UIAKBETHY, X X' R2F Lo ETHY, A%, K
N(A) (—X*—A") CE#ENET AR N R LATIRRE T ThY, — X' —
iX—S0 —&/¥) THY, Bk DX (2) #5AA(2—1), K(2—2), (2-3),
K(2—4—1t) . K(@2—4—0c),. X(@2-5-1), X(2—-5—¢c), K(2—6—1), X(2
—6—c), XX (2—7) TRINDHIR L. DL XITEDH;

319. R'SAFIF T IABETHY, X - X BRZFLUETHY, AT, KR
N(A) (=X’ —A™) CEMENET AN LATIARFE Ty, — X —
iT—C(=0) —N(A") —%75%) ThY, BROR (2) WHABR(2—1), K(2—2)
R(@2-3).R(€2—4—1), K(2—4—c). X(2-5—-t), X(2—5—¢c), R(2—6
—t). R (2—6—c), XiFRK(2—7) TRINDETR L. DAY XITEDHE;

320. X' X'B=FLUETHY, A", BRSNS 707 FLE UTEHRSR
TeranFk i VEETHY, Bk (2)FmA(2—1), K(E2—2), X(2-3),
R(@2—4—t), K(@2—4—¢c), XK(@2-5-1), X(2—-5—c), X(2—6—1t), K(2
—6—c). XiIX(2—7) TRINDETHR L. DILAEMXITEDHE;

321. X X'B2FLUETHY, AT, SMRBEHRENTS 70T FH, Xl
BRIz 7a~F oV ETHY, R OR(2) Fimhk(2—1), K(2—2)
CR(2-3), K(2—4—1). K(2—4—¢). KR(2—-5—1t), K(2—5—¢), K(2—6
—t) . R(2—6—c), XiFRK(2—7) TRINDETR L. DAY XITEDHE;

322. R'SAEIR T, UIKBETHY, X X B2 F Lo THY, A™E, 3
B#IN2L a7 FOVE, ATMIBEBRSNIZL 7a~F UV ETHY, #ilkd
K@) #mBnA(2—1), K(2—2), K(2—3), X(2—4—1), X(2—4—c), K(
2—5—t), X(2—5—c). K(2—6—1t), X(2—6—c), XiFN(2—7) THZNhD
AR 1. DALAYSUTEDH;

323. R'DBSAEIET-. UIABETHY, X XR=F Lo HETHY, A™Z, 3z
EHSh = a7 FAETHY, HRoX (2)HarR(2—1), X(2—-2), R(2
—3), R(2—4—-1), K(2—4—¢c) . K(2-5-1t), XK(2-5—¢c) . X(2-6—1),
A (2—6—c). XiTH(2—7) TRSNDHTHR L. DILBEWITZEDHE;
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[0094]

324. R'PSAFEIE T, UIAKBETHY, X XBR=F Lo ETHY, AT, 4Fras
BHRENTL 7~ FINVETHY, BROK(2) #HanR(2—1), K(2—2) ., K(
2—3).X(2—4—-1) . KX(2—4—¢c). X(2—5-1), X(2—5—c). X(2—6—1)
R(2—6—c), XiIR(2—7) TERINBHIRL. DAY ILEDOH;

325. R'SAEIR T, UIABETHY, X XBR=F Lo ETHY, A™Z, 3Hrs
KEEEE, T B, TAFNTIH, TAFNAVKR=)VTI 5, AITIAT)
ECOBHBENTZY 70T FOE, UTAMIKIRE, 7%, TVXRATI R T
NENANVKR=NT I, AITINTI R CEBESNZY 7a~F o VR THY
L BRORK (2) Ea AR (2—1), K(2—2), K(2-3), K(2—4-1), X(2—4
—c), R(2—5—1), R(2—5—c). X(2—6—1), X(2—6—Cc), XiFIX(2—7)
THEEINDLERL. DILEHXITEDH;

326. R'WKFE T, UIABETHY, X - X BF LU HETHY, A", 3L
KEEFE, TI B, TAXNTI H, TAFNANVKR=NTI 5, GETIATI)
ECEBESNI a7 FAETHY, BiROR(2)HanK(2—1), K(2—-2),
A(2—3). X(2—4—t). K(2—4—¢c). K(2-5—-1), K(2-5—c). K(2—6
—t), K(2—6—c), XiIR(2—7) TRENBHIR L. DILAYUTETDH;

327. R'AWKFE T UIABETHY, X X BZF LU HETHY, A", 4778
KR, 7 TAXRNANTI R, TR NAVR=ATI )R, WIT VT
ECEHBINZV7a~F LV ETHY, BikoR(2) Man(2—1), X(2—2)
LR(2-3) K(2—4-1), K(2—4—¢) . K(2-5-1), K(2-5-¢), K(2-6
—t), X(2—6—c), IR (2—7) TEHENBHIR L. DILABITZDH;

328. R'SKFER T UIARETHY, X - X B=F LU ETHY, AT, 378
KRR CEBENTZ 70T F N, TR CERBRSLIZY 7a~Fi )L
HEThy, roX @) #HonA(2—1) . RK(@2—-2). K(@2—-3). K(@2—4-1). K
(2—4—c). K(2—-5—1),RK(2—5—c), K(2—6—1), K(2—6—c) . XiFH(
2—7) THEENBHIRL. DILAHITFDH;

329. RSKFR T UIABRETHY, X - X' BZFLUETHY, AT, 37
KEBECEBEINTZL 707 FAETHY, BROR (2) Hr1nXN(2—1), K(2—
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2), X((2—-3), XK(2—4—1t), K(2—4—0c), K(2—-5—-1), K(2—5—0c), K(2
—6—t), R(2—6—c), XiFR(2—7) TRINDHTR L. DILABHXITEDHE;
330. R'2SKFER T UIABRETHY, X - X B=F LU ETHY, AT, 47258
ARBECEBINTZS7ua~F NV THY, HROR (2) HaHX(2—1), (2
—2), &K(2-3). K(@2—-4—1), KX (2—4—c),. K(2-5—-1), R(2—5—c), &
2—6—t), N(2—6—c). IHK(2—7) TRINDHTR 1. DILEHITEDH;
331. R'AWKEE T, UIABRETHY, X - X' ReFLUETHY, AL, 3h
T ETEBINE Y a7 TR AT DKEREE, T E AN T I
XAETIVNT I ETEBRENT-L 7u~FIOVETHY, RO (2) #4537 (
2—1),RK(2—2), K (2—-3), K(2—4—1), K(2—4—¢), K(2—-5—1), K(2
—5—c), R(2—6—1), X(2—6—c), NiFK(2—7) TERENDHHIRL. DA
WM XX D
332. R'SAKEIF T UIABIETHY, X - X B=FLUETHY, A™Z, 37
T TEBENIZLaT FALETHY, HiRoR(2) WK (2—-1), K(2—
2), K(2-3), K(2—4—1). K(2—-4—0c). K(2-5-1), K(2-5—0c),. K(2
—6—t), R(2—6—c), iIR(2—7) TRINDHTR L. DAY ITEDHE;
333. R'DAREF T, XUIABETHY, X X B=F LU ETHY, AL, 47
T ECTERINIZV 7~V ETHY, HikoX(2) HanK(2—1), K(2
—2), RK(2-3). K(@2—4—1), K(2—4—c), R(2—-5—-1), K(2—5—c),
2—6—1), (2—6—c), XiIHK(2—7) TRINDHIR 1. DILEW T EDHE;
334. R'AFE T UIKBETHY, X XBF LU ETHY, A", 32
TNAXRNT I ECERIN IV IaT FVE ALK E, T/, 7%
NTHE, ITINTIETEBEIN 2L 7a~F I NVETHY, HikDH(2)
B (2—1), X(2—-2),(2—-3).X(2—4—-1), (2—4—c).K(2-5
—t), X(2—-5—c), K(2—-6—1), K(2—6—c), XiFK(2—7) TRZNDHIR
1. DL XIT T D
335. RSKFR T UIABRETHY, X - X' B F LU ETHY, AT, 37
TNFRNTI)ECEBRENIZ 707 F)VETHY, BROR(2) HonR(2—1)
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CR(2—2),K(E2—-3) . X(2—4—-t), XK(2—4—c). X(2—-5—-1), (E2—5—¢
). R(2—6—t), R(2—6—c), XiFH(2—7) TRINDHTR L. DILAHXITE
D ;

336. R'KKE T UIKBBETHY, X X BF LU ETHY, A", 47208
TNFNT I FECEBRENTZL 70~F IV )VETHY, HBBROX(2) Ho i (2—
1), RX(@2—-2),K(2-3). X(2—4—1), K(2—4—¢), K(2—-5—-1), K(2—5
—c), HK(2—6—1), K(2—6—c), XiTH(2—7) TREINDHIRL. DILAHX
3D ;

337. R'SAFIR T UIABRIETHY, X - X B=F LU ETHY, AT, 37
TYNT R CERENY raT FOEE, AR, T, T
T, ITUNATIECTERBENTZV7a~F IV HETHY, HBOR (2)H
AR (2—1),K(2—-2), X(2-3), X(2—-4—-1), X(@2—4—¢c). X(2—-5—-1
). H(2—5—c), K(2—6—1), K(2—6—c), XiFK(2—7) THEINDHTRL.
DALEB AT E DR

338. RSKFR T UIABRETHY, X - X' BZFLUETHY, AT, 37
TINT I ECEBINIZS 70T FNETHY, RO (2) HManR(2—1).,
X(2—2), X(2-3), X(2—4—1), X(2—4—¢c), X(2—5—1), X (2—5—c¢)
LR(@2—6—1), K(2—6—c), XiFX(2—7) TEENBHTRL. DILAYTF
D

339. R'WKFKE T UIKBETHY, X XBZF LU ETHY, A", 47258
TINTI)ETERENTZL 70~FINETHY, BIROK (2) TR (2—1)
CR(2-2) K(2-3), R(2—4—1), RK(2—4—c) . K(2-5-1), R(2—5—c
) R(2—6—1), R(2—6—c), TR (2—7) TRINDHTR L. DILAHITE
DL,

340. R'PKFE T UIAEBEETHY, R, R’ R, RUR DT~ THAERT
THY, X X B2F LU ETHY, A BTV ETERENET VRN ETHY
BBORK(2) EaHAR(2—7) TRINDFR L. DILAH T EDH;

341. £hfll1—4, 1—41,1—42,1—43,1—44, 1—45,1—46,1—47, 1—
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48,1—50,1—51,1—52,1—53,1—54, 1—55,1—56,1—57,1—59, 1
—60,1—61,1—62,1—63,1—64,1—65,1—66, 1—241,1—242,1—2
99, 1—314,1—315,1—334,1—371,1—372,1—373,1—374, 1375
.1—376,1—377,1—378,1—380,1—381,1—382,1—383,1—384, 1
—385,1—386,1—387,1—389,1—390, 1—391,1—392,1—393,1—3
94,1—395,1—396,1—571,1—572, 1—629, 1—644, Xi%X1—645D\
TR THAERL. Xix340. DILEHXITZDH ;

342. R'KFEF T, MIAKBETHY, R, R°\ R\ RUR DT THAKI T
THY, X X BR=F LU ETHY, A" RERSN =7 — LV ECEBRS =7 V¥
NETHY, BIROK(2) EHHBK(2—7) TEENDETHRL. XiE340. DILAY
XixEDH;

343. £l —4, 1—42,1—43,1—44,1—45,1—46,1—47,1—48, 1—
50,1—51,1—52,1—53,1—54,1—55, 1—56, 1—57,1—59, 1—60, 1
—61,1—62,1—63,1—64,1—65,1—66,1—241,1—242,1—299, 1—
314,1—315,1—334,1—372,1—373,1—374,1—375,1—376, 1—37
7.1—378,1—380,1—381, 1—382,1—383, 1—384, 1—385, 1386,
1—387,1—389,1—390,1—391, 1—392, 1—393, 1—394, 1—395, 1—
396, 1—571, 1—572, 1—629, 1—644, XiZ1—6450W\FNDORTR1. | 3
40. XiE342. DILEMXITTDH;

344. R'PSAEIR T, UIABETHY, R, R, R, RUR DTN THAHEF T
THY, X' XR2F LU ETHY, A" BEHRENE TV — NV ECERBENEZT X
NETHY, BIBOK(2) HHnK(2—1) TRENDETRL. OILEHUTZDH;
345. FEfif|3—4, 3—43, 3—44, 3—45, 3—46, 3—47,3—48,3—50, 3—
51, 3—52, 3—53, 3—54, 3—55, 3—56, 3—57, 3—59, 3—60, 3—61, 3
—62,3—63, 3—64, 3—65, 3—66, 3—334, 3—373,3—374, 3—375, 3
—376,3—377,3—378, 3—380, 3—381, 3—382, 3—383,3—384,3—3
85, 3—386, 3—387, 3—389, 3—390, 3—391, 3—392, 3—393, 3—394
. 3—395, 3—396., X|EZ3—397DW\F DR 1. Xit344. DA,
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[0099] 346. R'BAEE T, iIAfETHY, R’ R\ R\ RUR OFT X THAEFR T

[0100]

THY, X - XBEF LU ETHY, A" BTV — NV ETEBRSNIZT LR L ETHY
TV NVERA~TugRE KBRE, eSS Th W vad s T
WXV TART I, T TVXRNTI E, KBECEBBRINZT VLTI
&, KBECEBINIZT NI NVE) CERBSNIZ(TAXFATI) E TAXVH
NRZNVTIE, UITAFNAANVR= AT I ECEBE T THEW, BiRD
K (2)#rBnR(2—1), IR (2—7) TEREINAHTR L. VLAY XITEDHE;
347. FEMiBl1—4, 1—43,1—44,1—45,1—46, 1—47,1—48,1—50, 1—
51,1—52,1—53,1—54,1—55,1—56,1—57,1—59,1—60, 1—61, 1
—62,1—-63,1—64,1—65,1—66,1—334,1—373,1—374,1—375, 1
—376,1—377,1—378,1—380,1—381,1—382,1—383,1—384,1—3
85,1—386,1—387, 1—389,1—390, 1—391, 1—392, 1—393, 1394
.1—395,1—396,3—4,3—43,3—44, 3—45,3—46, 3—47, 3—48, 3—
50, 3—51,3—52, 3—53, 3—54, 3—55, 3—56, 3—57, 3—59, 3—60, 3
—61,3—62,3—63, 3—64, 3—65, 3—66, 3—334, 3—373, 3—374, 3—
375.3—376,3—377, 3—378, 3—380, 3—381, 3—382, 3—383, 3—38
4, 3—385, 3—386, 3—387, 3—389, 3—390, 3—391, 3—392, 3—393,
3—394, 3—395, XiZ3—396DW\ TN DRIR1. Xidk346. DILEMXiTE
D ;

348. R'WKHKF T, UIABEETHY, R', R’ R’ RUR DT~ THAERT
THY, X' XN F LU ETHY, A"BTY— NV ECEBENEZTAXNVETHY
ETV—VEDN KRR, T axv i TAXL VARV ETEBRSNOOTHE
W, BIROR(2) E X (2—1) ., I (2—7) THREINDER L. X346, ©
LY ATE DI

349. FHfEfFll1—4,1—43,1—44,1—45,1—46,1—65,1—66,1—334, 1
—373,1—374,1—375,1—376,1—389,1—390,1—391,1—392,1—3
93.1—394, 1—395, 1—396, 3—4, 3—43, 3—44, 3—45, 3—46, 3—65,
3—66, 3—334, 3—373, 3—374, 3—375, 3—376, 3—389, 3—390, 3—3
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[0101]

[0102]

91, 3—392, 3—393, 3—394, 3—395, XiZ3— 396DV F DRk, | 34
6. Xi¥348. DILEMXITETDH;

350. R'SKFF T, IAKBEETHY, R, R, R\ RUR DT THAKIR T
THY, X X' DBF LU ETHY, A BHEHEA~T R ETERENT VF )L
FETHY, B (2) MHBHK(2—1), IR (2—7) TRSINDETHRL. DA
WX DI,

351. FEfEf1—-67,1—-68,1—69,1—72,1—397, 1—398, 1—399, 1—40
2,3—67,3—68, 3—69, 3—72, 3—397, 3—398, 3—399, X|j33—402D
WP ORTR 1. Xix350. DILAHXITEDHE;

352. R'WKE T, IABEETHY, R, R°, R, RUR DT THRAKE T
THY, X X BR2F LU ETHY, A" DAL CEBSNZTASLETHY, %
RO (2) B (2—2), K(2—4—1), XITHK(2—4—c) TRINDHTI 1.
DALEY T E DM ;

353. #Effifl2—11, 2—79, 2—80, 2—82, 2—86, 2—88, 2—341, 2—409
.2—410,2—-412,2—416,2—418,5—3,5—27,5—28,5—30,5—31.,5
—289, 5—303, 5—327, 5—328, 5—330, 5—331, XiZ5— 589D\ Fh i
ORFIR 1. Xix352. DILAHXITEDH;

354. R'WKEI T, UIABETHY, R, R, R, RUR DT THRAKE T
THY, X XN F LU ETHY, A" B UEDKBECEBENZTAINLVETH
D, BiROR (2)HaHBR(2—2), K(2—4—1t), XiFHK(2—4—c) TERENDH]
w1, Xidk352. DILEMITEDH;

355. Effifl2—79, 2—80, 2—86, 2—88, 2—409, 2—410, 2—416, 2—41
8,5—3,5—27, 5—28, 5—31, 5—303, 5—327, 5—328, X|35—331D\
FTIHOETRL. | 352. XE354. DILEWXITEDH;

356. R'SKFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, X XN F LU ETHY, A" R2HDKBECEBENEZTAXINVETH
0, BIROX(2)WHHX(2—2), K(2—4—1t), XiFIK(2—4—c) TERINBH]
w1, Xidk352. DALEMITEDH;
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357. FhEFHI2—11, 2—82, 2—341, 2—412, 5—30, 5—289, 5—330, XiX
5—589DW DRI L. | 352. Xix356. DILAMIXITFDH;

358. R'SKFR T, UIABRETHY, R, R°, R', RUR DT~ THKHEFHT
THY, X' XB2F LU ETHY, A"BT7IECEBSNET ARV, LT
NENT I FETERBINTZTAFNVETHY, HROX(2)H o (2—2), K(
2—4—1), XiIK(2—4—c) TRINDHHIR 1. DILEWITEDHK;

359. Eliil2—21, 2—83, 2—84,2—85,2—129, 2—133,2—137,2—13
8,2—139,2—141, 2—144, 2—148, 2—149, 2—150, 2—151, 2—351,
2—413,2—414, 2—415, 2—459, 2—463, 2—467, 2—468, 2—469, 2—
471, 2—474, 2—478, 2—479, 2—480, 2—481, 2—523, 2—524, 5—53
.5—59,5-60,5—61,5—63,5—67,5—71,5—72,5—73,5—-74,5—3
53, 5—359, 5—360, 5—361, 5—363, 5—367, 5—371, 5—372, 5—373
« X135 —374DWFORTR L. XiX358. DA XiTE D ;

360. R'2SAFK T IABETHY, R, R°, R, RUOR OF X THAHEF T
THY, X X BR2F LU ETHY, A" R2UEDT I ECEBSNI-T ALV, X
2D T NFNT I ECTEBENTZTARNLETHY, BROR(2) HonR (2
—2) CHREINAETRL. XiX358. DILBAMXITZFDH;

361. FhEFl2—21, XiF2—3510W\WT DRI, | 358. Xi%360. DfbA
M XTI D,

362. R'SAEIR T, UIABETHY, R, R, R, RUR DTN THAHEF T
THY, X XR=F L ETHY, A"RT I ETEBSNI-T ARV T VF
VEE, VB EDOKIRE TEBSNLTWE), TR AT ETERSN
TN GET VRNV, AL EOKBE TEBRENTVS) THY, Biko
K@) MHPR(2—-2), K(2—4—t), XiFK(2—4—c) TRINDHTRL. XiX3
58. DILEW XL EDHK;

363. FEffff|2—83,2—84, 2—85,2—129,2—133,2—137,2—138,2—1
39,2—413,2—414, 2—415, 2—459, 2—463, 2—467, 2—468, 2—469
.5—53,5—59,5—60, 5—61, 5—353, 5—359, 5—360, XiZ5—361D\
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[0105]

FTIHOHTRL. | 358. X1E362. DILEWXITEDH;

364. R'SKFER T UIARETHY, R, R°\ R', RUR DT~ THAHEHT
THY, X' X BZF L ETHY, A”P R ECEBENT AN TI )T
BRINTEZTAFIAVETHY, HROX(2)FHrnR(2—2), K(2—4—t), XiZ
K (2—4—c) TREINDHM 1. X1Z358. DILEW T EDH

365. Ehuf]2—149, 2—150, 2—151,2—479, 2—480,2—481,5—72.5
—73,5—74, 5—372, 5—373, XiZ5— 374D\ Fr DRk, | 358. Xik
364. DILEMXITEDH;

366. R'WKFEI T, IAKBEETHY, R, R, R\ RUR DT~ THRAKI T
TV, X X BEFLUETHY, A" RT7 I ECEBRENIF AR, T
NFNT ) ECEBENTZAVFNVETHY, BIROX(2) Wy 13X (2—2) TR
EhaHTR 1. Xix358. VLA XITEDHE;

367. Ehifl2—141, 2—144, 2—148, 2—471, 2—474, XiI2—478D\F
N ORETRL. | 358. Xi¥366. DILEHXITZ D ;

368. R'VKFEF T, MIAKBEETHY, R\ R\ R\ RUR DT THAKI T
THY, X - X BEFLUETHY, A" BT ECEBENTTFVE, UIT L
FNTIETEBSNZT FNVETHY, BBOX(2) HaHR(2—4—1), Xi
K (2—4—c) TREINDHTIM L. X1Z358. DAY XITEDH;

369. Ehaffl5—63,5—67,5—71,5—363, 5—367, Xix5— 371D\ F b
DR, | 358. X11368. DILAYiTZDH;

370. R'SKFER T UIARETHY, R R°\ R", RUR DTN THKHEHT
THY, X - XBEF LU ETHY, A5, KN (A') (—C(=0) —A") THE#
ENETARNVETHY, A"BTAFNVE, TV LV ETERINZT VRV E, ~
TuBR A CEBINZT VXNV, KBRECEBRINZTVIVE, 7K CE
SNTETNFNEE, TAFRNAT I ECEBINIZT VXNV T ak s ZETE#
SNTETNFNEE, TUNT I ECEBINTZT N NE, TV E IHE
B~TuBETHY, BRoR ) HornR(2—2), K(2—4—1), XiFX(2—4
—c) CERINDHTR L. LA XITZDH;
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371. F#fEfFl2—20, 2—24, 2—25, 2—130, 2—134, 2—159, 2—160, 2—1
61,2—162,2—163, 2—164, 2—165, 2—166, 2—167,2—173, 2—174
.2—175,2—176,2—177,2—179,2—180,2—181, 2—182, 2—183, 2
—184, 2—185, 2—186, 2—350, 2—354, 2—355, 2—460, 2—464, 2—4
89, 2—490, 2—491, 2—492, 2—493, 2—494, 2—495, 2—496, 2—497
. 2—503, 2—504, 2—505, 2—506, 2—507, 2—509, 2—510, 2—511, 2
—512,2—513,2—514, 2—515,2—516,5—54,5—79,5—84, 5—85. 5
—86,5—87,5—88,5—-89,5—90,5—91, 5-92, 5-93, 5—94, 5—100
.5—101,5—-102,5—103, 5—104, 5—106, 5—107, 5—108, 5—109. 5
—110,5—111,5—112,5—113,5—114,5—115,5—116,5—117,5—1
18,5—119,5—-120, 5—121, 5—122, 5—354, 5—379, 5—384, 5—385
.5—386,5—387,5—388,5—389, 5—390, 5—391, 5—392, 5-393. 5
—394, 5—400, 5—401, 5—402, 5—403, 5—404, 5—406, 5—407, 5—4
08,5—409, 5—410, 5—411, 5—412,5—-413, 5414, 5—415, 5—416
.5—417,5—418, 5419, 5—420, 5—421, XiF5—422D - F Dk
1. Xi¥370. DIbA# i€ DM
372. R'AFI T UIABETHY, R, R°, R, RUOR OF X THAHEF T
THY, X - X BEFLUETHY, A2, KRN (A") (—C(=0) —A") THE#
ENETAXINVETHY, A"BT ANV, TV VECERSNET AN, ~
RECEBINZT VRNV E, KBRECEBRINET VRNV, 7R CE
SNTET NIV, TN T ETEBENTZTNAFNAVE, TAaxd HCEH
SNTETNFNEE, TUNT I ECEBINIZT N NVE, TV E IHE
BT uBRETHY, APKERET- TRV, BiRoR (2)#ank(2—2), R(2—
4—t) XiFH(2—4—c) TREINDHTR L. XiX370. DILEMXITZEDHE;
373. EhEfl2—179,2—180,2—181,2—182,2—183,2—184, 1—185,
2—186,2—509, 2—510, 2—511,2—512, 2—513, 2—514, 2—515, 2—
516, 2—649, 5—106, 5—107, 5—108,5—109,5—110,5—111,5—11
2,5—113,5—114,5—115,5—116,5—-117,5—-118,5—119, 5—120,
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[0107]

[0108]

5—121,5—122, 5—406, 5—407, 5—408, 5—409, 5—410, 5—411, 5—
412,5—413,5—414, 5—415,5—416, 5—417, 5—418, 5—419, 5—42
0. 5—421, XiZ5—4220W\ T DRHR1. | 370. XiX372. DILEMXiT%
DHL;

374. R'IKFR T UIABRETHY, R R°\ R', RUR DTN THKHKFT
THY, X - XBEF LU ETHY, A5, KN (A") (—C(=0) —A") THE#
ENTAFNVIETHY, A"PAKBRETERSNET AR VE, T ETEBIS
TeTNHNE TAFRNT I ETEBSNIZTNVFNVE, TLax L A TEBSN
TeTNHNE, AITINT I ETEBSNIETNAFNETHY, HiBDOR (2) 5
R (2—2), K(2—4—t), IR (2—4—c) TREINAHHRL. XiX370. D
LB XTE D,

375. Ehifl2—24, 2—25,2—134,2—159,2—160, 2—166, 2— 167, 2—
354, 2—355, 2—464, 2—489, 2—490, 2—496, 2—497, 5—84, 5—85,
5—86,5—92,5—-93, 5—94, 5—384, 5—385, 5—386, 5—392, 5—393,
X1Z5—394DWF ORI 1. | 370. Xix374. DILEH T E D ;

376. R'SKFEF T, IAKBEETHY, R, R\ R\ RUR DT THAKI T
THY, X' XBZF L ETHY, AR, KHHBN (A (—C(=0) —A") TiE#
SENETAXNVETHY, A"BTAXRNE, TN ECBBSNET ARV, ~
TuRECERINZTNINVE, KBECERINZT ANV, 7L TEBR
SNTETNENEE, TARNAT I ECEBINIET VXNV, T akd ZETEt
SNTETNFNEE, TUNT I ECEBINIET N NVE, TV— NV N3HE
BT HRETHY, ABAFLVETHY, BIROR(2) HH1R(2—2), K(2—4
—t), XiFK(2—4—c) TERINDHIRL. | 370. Xi¥372. DILEHXITEDHE
377. FhEf2—179, 2—180, 2—181, 2—182, 2—509, 2—510, 2—511,
2—512,5—106, 5—107, 5—108, 5—109, 5—110, 5—406, 5—407, 5—
408, 5—409, XiZ5—410DW-FRDRTRL. | 370. | 372. XiF376. DAL
B XIE DK ;
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[0109] 378. R'BAEE T, A ETHY, R’ R\ R\ RUR DT THAEFR T

[0110]

THY, X - XB2F LU ETHY, A5, KN (A") (—C(=0) —A") THE#
ENETARNVETHY, A"BTAFNVE, TV LV ETERINZT VRV E, ~
TUERECEBINZT ANV, KBECERINZTNAVRNVE, T ETHEB
SNTETNFNEE, TARNAT I ECEBINIET VXNV, 7T ak s ZETEit
SNTETNANRNEE, TUNT I ECEBISNT A NVEE TV E, 35 E
BT aBRETHY, ADPABECERSNET NI NVE, ST/ TREHIES
NITNENVETHY, BRIRDOA(2) Hr A (2—2), K(2—4—t), XiFHX(2—
4—c) TRINDEERL. | 370. X1E372. DAY XITZDH;

379. Effiffl2—183, 2—184, 1—185, 2—186, 2—513, 2—514, 2—515,
2—516,5—111,5—-112,5—113,5—-114,5—-115,5—116,5—117, 5—
118,5—119,5—120, 5—121, 5—122, 5—411, 5—412, 5—413, 5—41
4,5—-415,5—416,5—417,5—418, 5419, 5—420, 5—421, Xj¥5—4
220DWFORTIRL. | 370. | 372. Xi¥378. DILA#XIIE DM ;

380. R'ZSKFEF T, MIAKBEETHY, R, R\ R\ RUR DT THAKI T
THY, X XB=FLUETHY, A"R, KN (A) (—C(=0) —A") TE#
ENETARNETHY, A"BTV—LETHY, BROR (2) BB (2—2), &
(2—4—t), XiFK(2—4—c) TRINDHHRL. XiZ370. DILAMXITZDH;
381. EEfl2—161, 2—491, 5—87, XiX5—387DW\F Dk 1. | 370
. X1%380. DILEHXITZ DI ;

382. R'WAFKE T UIAEEETHY, R, R’ R, RUR DT~ THAERT
THY, X - XBEF LU ETHY, A5, KN (A') (—C(=0) —A") THE#
ENETAENETHY, A"BEBFHEA~TURETHY, BROR(2) W3z (2
—2). R(2—4—t), XiFK(2—4—c) TRSNDETR L. XiX370. DILAHX
XD ;

383. EEfl2—162, 2—163, 2—164, 2—165, 2—492, 2—493, 2—494,
2—495,5—88,5—89, 5—90, 5—91, 5—388, 5—389, 5—390, X{¥5—3
91DOWFTIIDRETIRL. | 370. Xix382. DILAMXITZDH ;
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[0111]

[0112]

384. R'WKSKE T UIABEETHY, R, R’ R, RUR DT~ THAERT
THY, X - XB=F LU ETHY, AR, K2l ON (A" (—C(=0) —A")
TEHBINETAZIAVETHY, A"BTAFLE, TV— AV ECERINET VF
NV ATRRETEBINZTVXNVE, KBECTERINZTAFNVE, 7/
FECEBINZTAFNVE TAXATIECEBREINZT VRNV, Traky
ECTEBINIZTNXNVE, TUNTIETEBRINZT AR AE, TV H,
XITFFBEA~TRBRETHY, BkoX(2)#anX(2—2), X(2—4—1) . XiL
K(2—4—c) TRENDATIRL. XiE370. DAY XITEDHE;

385. FfEf2—20, 2—350, 5—79, XiZ5— 379D\ F A DREi{R L. | 370.
X1%384. DILAMIUTZDH;

386. R'ZVKFF T, IAKBEETHY, R, R"\ R\ RUR DT THAKIR T
THY, X XBZFLUETHY, A"R, KHBN(A) (—C(=0) —A") TiE#
Ehien—7FAETHY, ART AR N, TV LV ECEBESNET AL,
AT RRETERIN-T VRV E KBECEBRINIT VXN, T ETHE
BSNTTNAFNEE TAFNT I ETEBRSNITNAFNVE, TLAax ETHE
BSNTTNAFNEE TINT I ETEBINZTNAFNVE TV—VE X3H
FHANTORETHY, ADKER T THY, BROK(2) FHanR(2—2), R(2
—4—t), XiFH(2—4—c) TRINDHT L. XiF370. DILEHXITETDH;
387. EEfl2—173,2—174,2—175,2—176,2—177, 2—503, 2—504,
2—505, 2—506, 2—507, 5—100, 5—101, 5—102, 5—103, 5—104, 5—
400, 5—401, 5—402, 5—403, XiZ5— 404D\ -Fha0Fik1. | 370. Xi
386. DALEMI UL DH;

388. R'IVARR T UIABETHY, R\ R°\ R, RUR DT THKHKFT
THY, X - XBEF LU ETHY, A2, KN (A") (—C(=0) —A") TRE#
ENTTARNEGET ARV ER, R EOKBETEHSNTNOD) THY, A’
WTNAFNE, TV NV ECERENET AR NE, ~Ful L CERSNET L
TV, KBRECEBRINIT NI NVEE T ETEBRSNIZTAFNVE TA¥x
AT ECEBENTZTIVFNVE, Trads K CEBENZT A LVE, TV
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[0113]

TIETEBENZT AT NVE, TV, NIFHER~T iR ETHY, Bk
DR (2)HmBR(2—2), K(2—4—1), TR (2—4—c) TRINDHTRDL.
Xi%370. DALEMITEDH;

389. EifI2—130, 2—460, 5—54, 5— 354DV F DR TR1. | 370. X
1%388. DA XITEDH ;

390. R'AFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, X X' REFLUETHY, AR a7 AL EThHY, %iRo=(2) 4
HBRR(2—2), K(2—4—1), IK(2—4—c) THEINDETRL. DILEHNiL
D,

391. Elfl2—12, 2—27, 2—28, 2—38,2—39, 2—40,2—187,2—188
.2—189,2—-190,2—191, 2—215,2—216,2—217, 2—218, 2—342, 2
—357,2—358, 2—368, 2—369, 2—370, 2—517, 2—518,2—519, 2—5
21, 2—545, 2—546, 2—547, 2—548,5—13, 5—123, 5—124, 5—125,
5—146, 5—313, 5—423, 5—424, 5—425, Xi35—446 DV FHhDORik1
. Xi¥390. DILEMXITEDH;

392. R'SAKFR T UIABRETHY, R, R°\ R, RUOR OF X THKHEET
THY, XX RTF LU ETHY, A"RBEBRSNIEL /a7 LR L ETHY, Hik
DOR(2)HHBR(2—2), R(2—4—1), XITR(2—4—c) TRINDHTRL. X
13390. DILEMXITEDH;

393. HEfEfFl2—12, 2—27, 2—28, 2—187,2—188,2—189,2—190, 2—1
91,2—215,2—216, 2—217, 2—218, 2—342, 2—357, 2—358, 2—517
.2—518,2—-519, 2—521, 2—545, 2—546, 2—547, 2—548, 5—123. 5
—124, 5—125, 5—146, 5—423, 5—424, 5—425, XiI5—446D\ V)
ORTIR1. | 390. Xix392. DILAMXiTZ D ;

394. R'BAFE T UIAEBEETHY, R, R°, R, RUR DT~ THAERT
THY, XX R=F LU ETHY, AN T7IETERSNIZS a7 A3, X
IETNAFNTIETEBENZS 707V F VETHY, BROR(2) B2 (2
—2), R(2—4—t), TR (2—4—c) TRINDRHRD 1. | 390. XiX392. D
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[0114]

[0115]

LY XATEDIE;

395. Ehifl2—27, 2—188,2—216, 2—218,2—357, 2—518, 2—546, 2
—548, 5—124, XiI5—424DW\F D RERL. | 390. | 392. Xi1394. ®
LB T DH;

396. R'WKFKE T, UIABEETHY, R, R°, R’ RUR DT~ THAFERT
THY, XX BR=F LU ETHY, A" DA RSN 707 VRV ETH
D, BROK(2)WMHBR(2—2), K(2—4—1), XiTK(2—4—c) TEENDHI
k1. | 390. Xix392. DILAMXITZEDH;

397. Ehifl2—12, 2—187,2—342,2—517, 5—123, XiI5—423D\ 7
NoRiR1. | 390. | 392. XiZ396. DILEHiTEDH;

398. RSKFER T, UIABRETHY, R, R°\ R, RUR DT~ THKHEET
ThY, XX BREFLUETHY, A BT ARAANR=AT I ECEBRS N
vray kN TV AV ANR= VT ETCEBRINZ a7 VRV X
TIFNARVIR=NVT R I CEBENTZL 7aT7 )V L ETHY, o (2) #H4y
BR(2—2), RK(2—4—1t), XiIK(2—4—c) TEENDHTRL. | 390. X3392
. DALEH AT E D

399. Ehfl2—28, 2—189,2—190, 2—191, 2—215,2—217, 2—358, 2
—519, 2—520, 2—521, 2—545, 2—547, 5—125, 5—146, 5—425, Xk
5—446 DV IADHEITIRL. | 390. | 392. Xix398. DILAMIUTZ D ;
400. R'SKFF T, IIABETHY, R°, R, R", RUR DT X THAKRT
THY, X X B=F LU ETHY, A", EU LO~Taf 7251047 ESH
DHFEFBEA~TaERETHY, BROK(2) Honh(2—1), K(2—-2), K(2-3
). R(2—4—1), K(@2—4—0c). R(@2—5—1t), K(2—5—c), K(2—6—1), F(
2—6—c), XiIX(2—7) TRINDHTR L. DILEHUIZEDHE;

401. #EHifl1—23,1—-192,1—-193,1—-194,1—318,1—319,1—-353, 1
—522,1—523,1—524, 1—648, 1—649, 2—23,2—192, 2—193, 2—19
4,2—318,2—319, 2—353, 2—522, 2—523, 2—524, 2—648, 2—649,
3—23,3—-192,3—193,3—194, 3—318,3—319, 3—353, 3—522,3—5
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[0116]

[0117]

[0118]

23,3—524, 3—648,3—649,4—23,4—192,4—193,4—194, 4—318,
4—319,4—353,4—522, 4—523, 4—524, 4—648, 4—649, 5—290, 5—
590, 6—290, 6—590, 7—290, XiX7—590D\ VFh2DRR1. XiZ400. D
LB T DH;

402. R'DSARFF T, IIABETHY, R’ R, R, RUR DT X THAKHT
THY, XX BEF LU ETHY, AR, MEO~TuH T2 54 ) ESB DI
FEBAT OB, ATEBRS NG FRA~TuiRAETHY, BRid(2) Mo
X(2—1).K(2—2),. K(2-3). XK (2—7) TR DENHRL. XiF400. D
bW ATE DI ;

403. EHif1—192,1—-193,1—194, 1—318,1—319, 1—522, 1—523,
1—524,1—-648,1—649,2—192, 2—193, 2—194, 2—318,2—319, 2—
522, 2—523, 2—524, 2—648, 2—649, 3—192, 3—193, 3—194, 3—31
8,3—319,3—522, 3—523, 3—524, 3—648, 3—649,4—192, 4—193,
4—194,4—318,4—319,4—522, 4—523, 4—524, 4—648, XiI4—649
DWTHHIDRIIRL. | 400. X13402. DALAEYXITEDHE;

404. R'AKFEF T, IABETHY, R, R\ R, RUR DTN THARE T
THY, X X BEFLUETHY, AR, EOERIR T GEERTIIT A3
I TERBINTOTHEW) | BRI T, IR 723 15T B8 Dfafd
HEBFRA~ToRIETHY, BiBDOX(2) FHmrnX(2—1), X(2—-2), X(2-3)
LXK (2—7) TRENDETRL. | 400. XiT402. DILEH XTI FDOH;

405. FHEfFI1—192, 1—193,1—194, 1—318,1—522, 1—523, 1—524,
1—648,2—192,2—193,2—194, 2—318, 2—522, 2—523, 2—524, 2—
648, 3—192, 3—193, 3—194, 3—318, 3—522, 3—523, 3—524, 3—64
8,4—192,4—193,4—194,4—318,4—522,4—523,4—524, Xi34—6
48DWTHDHTIR L. | 400. | 402. Xit404. DILA XX EDH;

406. R'SKFEIF T, IABETHY, R, R\ R, RUR DTN THAKET
THY, X' X BZF L ETHY, AW, MEOEHKIE T GRERFTFIIT L FL
HINVKR=NVIE TV—=NVINVKR= VIR TR NV AR VHE, TV — VA VR
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[0119]

SNVEETEBSINTND) 2 G141 BB DMOI G FRA~T g K THY, 1%
BOR(2)FmHR(2—1), K(2—2), K(2—3), FK (2—7) TRINDHIR
1. . 400. Xi3402. DILAHXITE DM,

407. #EMifI1—319, 1—649, 2—319, 2—649, 3—319, 3—649, 4—319,
RiT4—649D\VFTHADRTRL. | 400. | 402. XiT406. DILAW T EDH;
408. R'DBARHEF T, IAMRETHY, R’ R\ R, RUR DT RTRALK T
THY, X - XBRF LU ETHY, AW, 2lO~T O T GERERH TIIT L *
NEIZTERBSNTOTHEW) 2516 1 B8 B OO IS FiE~T iR &L ThH
D, BRoX () Waynk(Ee—1), X(E2—-2), X(2-3), X(2—42—1), X(2—4
—c). A(2—-5-1), R(2-5—¢c). X(2—6—1t), X(2—6—c), XiFX(2—7)
TRINAHTIR 1. Xi3400. DL IEDOH;

409. F#hEfF1—23, 1—353, 2—23,2—353,3—23,3—353,4—23,4—35
3. 5—290, 5—590, 6—290, 6—590, 7—290, XiX7—590D\ F A DH]
IR1. | 400. Xi3408. DL IO ;

410. R KFE T UIKBETHY, R’ R\ R, RUR DTN THKEHFT
THY, X X BREF LV ETHY, A" BTV — N ECEBRENZT AN ETHY
TV VEEMMEAE T VRN EETEBAIN T TH I, BBRDOR(2) #5233 (
2—1), XiIXK(2—7) TRSNDHII L. DILEHXITEDHE;

411. R KFEER T UIKBETHY, R’ R\ R, RUR DTN THKEHFT
THY, X XBF L ETHY, A" BERESNZTY— LV ETEBRENZT V¥
NETHY, BIBOK(2) oy HR(2—1) TRINDETIR L. DA ITEDHE;
412. #ME%I3—4, 3—42, 3—43, 3—44, 3—45, 3—46, 3—47, 3—48, 3—
50, 3—51, 3—52, 3—53, 3—54, 3—55, 3—56, 3—57, 3—59, 3—60, 3
—61,3—62, 3—63, 3—64, 3—65, 3—66, 3—241, 3—242, 3—299, 3—
314, 3—315, 3—334, 3—372, 3—373, 3—374, 3—375, 3—376, 3—37
7.3—378,3—380, 3—381, 3—382, 3—383, 3—384, 3—385, 3—386,
3—387.3—389, 3—390, 3—391, 3—392, 3—393, 3—394, 3—395, 3—
396, 3—571, 3—572, 3—629, 3—644, XiZ3— 6450\ FhnDRiR1. X
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[0120]

[0121]

13411, DILEHITZEDH;

413. FhEfFI1—241,1—242, 1—299, 1571, 1—572, 1—629, 3—241,
3—242,3—299, 3—571, 3—572, Xi¥3— 6290\ FNrDRTR 1. Xix410
. DALBE T E D

414, R'DPARFEF T, IIABRETHY, R, R, R, RUR DT X THAKHT
THY, X XBR=F L ETHY, A" BTV — L ECEBENEZT AR ALETHY
ET U= VEPMERRT VN ETEBSH T TH I, IR0 (2) #5133 (
2—1) TREINDERL. XiZ410. DILAHXITZDHE;

415. R'AK#EF T, UIABETHY, R\ R\ R, RUR DT~ THAKE T
TV, X - X BEFLUETHY, A" BTV — N ETEBRSWIEZT AR LETHY
VET Y= VEPMERRT VRNV ETEBRSH T TH I, R0 (2) #5133 (
2—7) CRINDEHRL. XiZ410. DILAHXITEDE;

416. FEhEFl1—241,1—242,1—299,1—571, 1—572, XiZ1—629D\V§
N ORFTRL. | 410. Xid414. DALEHXITF DR ; KO}

417. ERifl3—241, 3—242, 3—299, 3—571, 3—572, XiX3—629D\ ¢
NDORTGRL. | 410. Xi3415. DLEHXITZDHE,

BIOBLED BT, ARINCIY, EFRO—FR (1) THRENH LAY T LR
HINCEFRSNDE DR EB R LU TR EES BRSNS, ERROEKIIIF
AR OV AL EE A Z AL CRY, FIxIE, MIKOIHEIC B L 725K
B MO REZE LI BIE LT B A MR oL I B L= R R Mo iz
B L 7= MU DR I B L 72 R B R O SUTM DT Rh— 2 A BEL
TeRBIREDFH RO/ ITIBRDIZDDERKRLL TH A THS,

IO BRI, ARWICEY, Bz, ERRo—#R (1) TREINA LAY U
AEFFINCFESND L DREA R L TEF, MDA il gy
b A SEDEE, ERo—RA (1) TRENHAEY XUTERFINET
BENLEDWER DR LU TE R MBI EER 2 H T 5EK,. Eido—
R (1) TRENALA Y XTI AR AT ARSNDTORER IR ELTE
MRADRREALREIEMN 2 G T2EHE, Lito—KX (1) TRESN AW U
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[0122]

AEIFINCTIRENSEDHEER SIS LU TR, Ml ELEERE A T2 E
K, ERO—ER (1) CREINALAY IIERFICTEINDZ OB EF R
HELTE A, M EEREZE T OEE, Lio—ikA (1) TRshaibd
Y XTI CRFASNDE DHEA R B LU TE F, MIREEE LSRR %
FI2EE, Lito—ik (1) TREINHMEW ITERFINTFREIND ZDH
BARMESELTE B, MO T Rh— ARERAZAETHER, RO LELo—
B (1) TRENAILAY XUT AR ANCTFRSNDTORER IR ELTE
+ Rho / RhoFx 7 —EREEILE T HEIEP RS ND,

Fiz, R (1) THRENALA Y I T OEE FTIA T il iR ) TR LB &R
KO (1) TRENDEA Y UL T D% F TRho/Rho¥ - — B RR B R ERIH A
FHIZIviREND,

&bz, R (1) TRENDLAY IO AEBFINCTIASNSEE ., BHHEAE
DAABEDEE T ERL ALV,

FROMAEDRICIDEIRT, FIZIX, ARG BEL =R &, Mok
REZAIC B L7228 MR DA (B L 7 R R M D i L BRI L 7= R A
AR DEEEICBIE L2 KB R O/ XA D7 R — S RIZBE LR B R E DT
B O/ XITIBR D= DEFKLL TH A ThD, LV EMAEIZIE, X (1) TRsh
AW XTI DEIRFINCTFRSN DL ORI L DM A D& 2, Ml
DOUHFICBIEL 2R BO T RO/ XULIRROTDIC AV EIK, K (1) THE
N LA ITZOER P ASN DR EHAFEA L OB AR EE S, M
RO RBZEAICBE LR BO TR R O XUTIRROT=DIC AV B EI, Ki(1)
TRIND AT EDOERFINCTAINLEEHFAER DML EDEET
Fr, RRQDWEE T BEL 72RO TR O/ XUTIRRE DT I VB EZE, (1)
TRENDEAY T TOERFINFIESNDHLH R LOMAGDOEES
Fr, MR DI BE L7 R B O T B R O/ IR OT= I VB EZE, (1)
TRINDAEY T E DA FHNFFRSNS LI RAEREOMAEDEES
&, MR DEEIZ BEL 72RO TR O/ XUTIRE DT I VB EZE, (1)
TRENDEAY T TOERFINFIESNDHLH KR LOMAGDOEES
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[0123]

B RO T Rh— A EELIEBO T RO/ XUTEROT DI A WS EK
HAFEHICIVREEND,

SHITHIDBLURDIE, LREDERDOHIEDT DD EFLo—iN(1) TREhD
LAY AT EB PR INSE OO AP AT IRt E D,

Fie, ARG I BEhEL 2R A, MO B VICEREL =R A, MlaoilEt
BB U7 B MR D BT B U 72 R i MR DB R I B LT R B R Y
ATHIRDT R—P RZBEL TR EBRE DT R T/ XITiaR 5 5 Th- T,
EFRO—#E (1) TRESNDIEA Y XITERFINFFESNSZDEDO T RO
S OTIRRA D EEZ N S OB IR E T2 TRE S 0L, Mo
UG B b B A ST D HETH- T, ERRO—KA (1) TRIh D1k
B U ERFCHASNDZ DEOA R BE M-S OIS I 51
L ITRE S MR EZLE T2 5L Tho T, Eito—i (1) TR
LA AT AR RIND TR O R B & e fLIEE ) I &
B33 TREGCH L MROBRBEERE T2 5L TH>T, Eiio—A(
1) TRINSEY XITERFINFTFEINSZDEO R EE M5 TP
R 5T 5 TREG L, MEELZIEE T HETH> T, LRo—K
X (1) CREINAILA XITEBR TN REINDCOEDO B B N5 Tl
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ILZ 82 2R A SR A VAE - GRS - /MM ME B DR MR, DU
ISR ZEIT D, ANBRIXRTR OB TH D, VAN RIZEDLALDELTIZA
IDS, BIRERFZ . R HICBED2HOLL T LI I L A8 M A4, miKIZES
HBLDOEL LB R AUIE - FHAER RYEE M - SEFERMER M % | BAERF OB AE
JHE E (GVHD) | ‘BicBT 200 LI E B L - BHLIER, ThEh
BlRENnD,

FREMI OB R T-RRRFICEEURBELCGL, FIXITEMRIC DL O
ELTIEBERADN, VANAZEDELOLEL TIIAIDS A, EoEMiaicBEbabo
EUTITHERS, AR50 DL L TR RV (2o —/ Uy 7
EHFRT D) B3, TN ENHIRES IS,

BHEBELTCT, BHLIME, BT AE, B —Y oy MR, BiE R
FIE, BIEREE YT ~F | BREREER ., B SIE, BRE. iR REES
REND, AIDSEL T, EMEEAREY AV (HIV) JEGUZ I > TEL B KR
BEARSREEREDPIRSIND, FEEL i, BHE - KRGS - T8 - IO - e - 1 s -
FENEY L T BT I - VB - L - BB L B R S D, MRRRPEEIZI,
RAEHEE FXAPED T E DY | KA TIE, B2 ITIMEMOMRRIEE, B g
e ZRPEMRRIE, AR IR, PRRAR B E., U EIT 2 D Wi . FriRiE S
AR . = XA B 38T DAL, RN TIE, BRI AR | LR MR LAE
FHHRE . TADPAERFTOND (THIED, MEFBIBR ST 7426 =a—
Ry I A DA SO, 20024,

LR (1) TRENDAREHDIL AW, SUTZ O = ML ERED FB5 R Y
/TR DT D DEIKDA R L TH A THHZ 81T, B2 134 LEE
TNEE G T AL LR TED, RILEBYTET L ELULH BRI
BILET >k (SHR) . ZEERIMET v, BHATT YR (DOCA) 728235 %(Uehata
,M.,5, Nature, 389, 990-994, 1997), /b5 #%0.1-1,000 mg/kg. 4F£L<i30.1-100
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mg/kgD ¥ 5- B C @ fLETT VBN 0 B 5L ITFIRN B 52 LI EE
W& 5 UIEEE S 1 £ 2 E 35, JEE M E Ok TERIC LD & fERE DR 3
ELCOF AR TES,

LR (1) TRESNDAEH DL EH) . SUTZ DD HLERE D T 55 &
O/ XNIER DT DEIEDE B ELTHEATHHZ LT, #lIZIEE /Iy
> %2 — 3Ty MG DT LTIV LI & fUE Ty e 7 V& AAf I Uik
R TE5 (Ito, KM., et al., Am. J. Physiol., 279, H1786-H1795, 2000) , 1. &#7%0.
1-1,000 mg/kg, #FFEL<Li20.1-100 mg/kg? $¢ 5 Chifi s €7 VBV IZRE O
B HELITFIRN B 5 LITIEREN R 5 U N EEZ I E 35, MiNEOR: TIE
R XY & MEFEDIREIEL L TOH AL T& 5,

ER—#EA (1) TRESNDARHDILEY . XiTZ DA BIRIELAED T8I K&
O/ IBEDT- D DEEDOEF R ELTHATHHZLIT, #ilziE, L-NAM
EFEFRENREZ> T L (Cir. Res. 89(5):415-21, 2001) D\ NI/ L—AEE
PEIIRIEE T 5 L5k (Sawada, N.5, Circulation 101(17), pp.2030-3, 2000) 2%
AL TR T 22Em TES, LA #%0.1-1,000 mg/kg, 4FFEL<10.1-100 mg/k
gD EET, BIREELE T LV BIICRE 0 B 52U ERIRN B 525 LI e
5L, BIRIEEEZBIZR T2, IEEOIHIEMICKVBEIIRBELIARIELL COF A

ER AR (1) TRESNDARHIDILEY . i3 DA IMIEERIEE O TBi K&
O/ IR DT DEEOF Ry ELTHATHAHZ LIL, Hl 2, AFRAI
W 5B SRS AR R % & 5 L (Kirino., Brain Res., 239, pp.57-69, 1982) Z&&fdi L C
B TED, (LA #%0.1-1000mg/ kg, 4FEL<I30.1-100mg/ kgD 5 B&AEET )V
IR NG E LIRS ELOIERENE 5L, =30 % — @y e &
KO~ ADETFRER], HDITIEFR M ORI O ELRE 32, MREEED
HMERFUCE - BTG VR . It CRE 1R . I B ORI FIIC K0 | I B pes
EOIRRIEEL TOH AMEMRTED,

ER—#EAK (1) TRENDARHDILEY . XiTZ DA DBHE DO T X T
ATIRRE DT DEFKDE L EL THEATHLZ LI, FlziX, IERHZEITLS
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DT v TV (Xia, Q.G., et al., Cardiovasc. Res. 49(1), pp.110-7, 2001) 72
EZVDZLICIVHERR T DT LB TED, LE#%0.1-1000mg/ kg, #FELLIH0.1-
100mg/kgDI 58T, 7 VEMWIIRE Q& 5 EHLIIHIRNE 5 EH L ISEREN
B L, REIM PR TR 2~ U B EE LIz D ORISR 2 1TH 2 &I dh,
DR TARIRE L COR MR MR TED,
EFE—#R (1) TRESNDARWDILEY . XX T DEBFAEEEREED T
B/ AR D T DEIEDE G ELTHE M THHZ LT, FIZIT. BAIT>
FEF v (Pierce, S.M.5, Am. J. Physiol. Heart Circ. Physiol., 281(1), H67-74, 2001
VR EE WD Lo THERR TE D, LA #%0.1-1000mg/ kg, 4FFL<1%0.1-100
mg/kgD 5 BT, TT NVEICRE N R EELITHIRNE 5B LI EREN S
L. 50mmHg®DE /) TR 2 EIB L% . BSOS EEOMBBIZEDHD WX
bR R EDREZATOZLITLY . HRAI ORI ML BB BR P E) IR EEEL TR
EFE—#R (1) TRESNDAREWDILEY . XATE O AHEBIE B R E D T
B/ AR DT DEIEDE Gy ELTH M THHZ LT, FlZiE. Ty
L — P —HBRE M % #7265V (Jpn. J. Ophthalmol., 45(4), pp.359-62, 2001)
2 AW THERR T& B, {LAW%0.1-1000mg/kg. 4FEL<L1Z0.1-100mg/ kgD 5
BT, BTNV O RESELIIFRNEEELIERERNREL, L —F—
ARV IEFHET DI Lo T, ML FREORELa b — L LKL T,
FADORESLAEA DR 235221280, RBFIE R SR IRIRL L CoA M
B (1) TRENDAEW DAY, XITEDEABRED TR/
XIXERDT= O DEIKOG R ELTHATHAZ LI, B2, 18 1558
P ET Y e TV (EREEERIR, 30, pp.511-524, 1996) F& AV THERE TE D,
{b&#%0.1-1000mg/kg. £FFELL1X0.1-100mg/kg D 5- T, EF N BHITE N
BEHELTFRA B EELITEEAR L, AR RARE T 5ZLicd>T!
BREHRRELL COF M E MR TED,
ER—EK (1) TRENDARBIDILEY . T OH AR, B2 ITRE S
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BOFHRO/ XIXERDOT=D DEERDAE7ELTHHATHAZ LI, FlZiX
BH> DA L 72 K8 QUGG (BUIERFRE - 7L VX —, 47, pp.943, 1999, iR
HEZ, HHIEL: B AR FHEE, 37:p.196, 1999) X0, HUUHRKIZ 15K 8 I &
TV, USRI LB B P RIE 27 /L (Henderson, W.R., et al., Am. J. Respir.
Cric. Care Med., 165(1), pp.108-116, 2002) , UHEEFEHK GRH 1L, LRI T
TFNAV R EBANVLND) IZLDKAEHEET /L (Daniela, S. et al., J. Pharma
col. Exp. Ther., 297(1), pp.280-290, 2001) , LPS#H R AMLHERIETT /L, ERK
A 1. 9 of BR oD 3 7 P S5 A IV TR T D, 1A #%0.1-1000mg/ kg, 4FELL
130.1-100mg/ kgD 5- & T, =7 NVEMITR D & EELITFHIRN I 5E LT
JERER R 5L, R ORI, FURHIBIC RO KE BT EHO, eEAFIVRA
T EF )R I DRBEESO L KA S MK e ol E E i
BRI AR L RPIE T A LT o T, HBWITHRE IR I AT RO 2§52 81T
Lo T, KB BOIRRIEEL TOH AL MR TED,

EF R (1) TRINDARHDOILEY ., XTE DM ASRBEBREERED T
Bik O/ IIBR DI D DEIDEZIR Gy ELTH A THHIEIT, AP AAFTE
TNBEC BT DL IR TED, AN AARFET VB EL T, HK
AR 2T 7 MMiyata, K., et al., J. Pharmacol. Exp. Ther., 259, pp.815-819, 19
91)R°CRH#% 55 v NEF /W(Miyata, K., et al., Am. J. Physiol. 274(1998) G827-831)
FEDBIREND, (LA #%0.1-1000mg/ kg, 4FEL<I30.1-100mg/ kgD 5 ETAE
VAARTET VIR DR EE LSRR 58 LTINS U #E80E
HIE T %, WAL DRI K BB NREGEREDOIREIRE L TOA LR
TED,

LR (1) TRSNDEAREH DI A UTZ DEBFHKNED TR T/
SAXERDIZD DEIRODF 77 ELTH M THHZ &L, FlZIE RIRIZEVIEA
EHL72B DT R Ra PNV EDIRELRE THT LIV TES (Surv. Oph
thalmol., 41:59-S18,1996) , {t.A4%0.1-1000mg/kg. #FEL<130.1-100mg/kgD#¢
5B, SRR X T AR -8 0 B 5 LT RIRM B 55 L IERE
FERNEE L, IREFHZ AW TRIFIIZIREZRIEL . IRER TERORESOIRE
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B TR OREA T 52 LI kD RNBERIBRIELL COR AL R T&5,

EF R (1) TRINDARYP OLE W HHEIRGE T-HRED TR O/ X
BRDIZD DEEDFEHH LU TR THHZLIE, AMD 1k, 21X Oshima,

Y. et al., Gene Ther., 9(18), pp.1214-20, 2002;lto, S., et al. Graefes Arch. Clin. E
xp. Ophthalmol., 237(8), pp.691-6., 199 FLHD FIEEIZ LV MR CE 5, MM
TR E A~ O AL TR ORI Lo TRIRRIBEAFFE L 12 31T,
{tA#%0.1-1,000 mg/kg, #FELLi30.1-100 mg/kgD 5B TR O &5, #IRM
85 IR 5 OGRS (7K, S~ 0B E) L., kTR
(CEDRER Y B A A D2 LI XY, MY TR BIR IR L C oA LA fEsd
TED,

B (1) TRSNDERPIDILEY. XUTZ DEAHEREED FH RO
/TR DT D DEIRDE L TH A ThHZ LT, B2 1T HBh P BN
MET NV EEZA VTR TES (& 786, HIEHEE, Vol.93(2), pp.55-60, 1989;
BPRTIR RS, H 3KHEE, Vol.94(3), p.173, 1989) , {LA#%0.1-1000mg/ kg, 4FEL
<130.1-100mg/kgD 58T, BREET Y FUIAXIZ#E A & 5E L ITHIRNEZ 5
EHLIIERENE 5L, BB FE i IR O H BN IR (BEREED) OB ERIE 528
I2&0, BERBEERERIKL L COR AL R TE5,

ERE—# (1) TRENDARBH DAY, T DB DEEED TR R T
S XITIRREDT=D D EIROF 3 ELTHEATHHZEIT, Aok, Flzid).

Uro. 151, pp.797-800, 199DIZFLHD HFIEFIZ LR TED, LA WEBIKIEK
BN L, Ty MNEZIZ30mgBAAL . 7y MSREETRDRNESINZT 7YV T fE D
2105 BRI L 72, ZD#30cm X 30cmD T ZUNAr— Ty b L CliE L JE
DY T A C604r G325, 2L T, 303 Mb-vDREZEOHE LT b
FHZLITLY, PEEEISRIELL COFAtEME TS,

LR (1) TRENDAFEPIOEY . XTZ OHE B RIEIH 07
DOEEDOEHTELTHATHDZLIL, #lxiE, Cancer Res., 55, pp.3551-35
57, 19950 LMD HIEFIZLY | BT 2T L3 TED, LA #%0.1-1000mg/ kg,
AFELLIE0.1-100mg/ kgD e 5- T, X— R~ R AT AR M b M v B 2 [R)
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ICBEL =X — R R(AREBET MR 05 ELIIFIRN B 52 L3
Ferik 5L, BB U EREARIE T 52 8ICkY, BB RIEAEELLCoHF A
PAHERRTED,

ERE—#A(1) TRENDAEFEH O EY . XIZ DEPBIFIRDO TR/
MITRRE DT DEIROF IS EL THERATHLHZ LT, HIZIET YT~ T R
DT —r R BT TV (Griffith, M.M., et al., Arthritis Rheumatism, 24, p.
781, 1981;Wooley,P.H., et al., J. Exp. Med., 154, p.688, 1981) %% Fl\\CHERR T
&5, (LA #%0.1-1000mg/ kg, 4FFEL<LIF0.1-100mg/ kgD & 5- & T, ET N~ TR
XITET N Ty MR AR EE LIRS A LIEREN R 5L, 2R
ERET DL, B BREEITERET228128o T, BFEHEOIRFIELL T
HAME R TED,

EFRE— (1) TRENDAFEHADILEY . XiTE DB RIEVENS IR BD FH;
RO/ XER OO DEEOF G ELTHATHLZLIL, Ty MEBNERR
EABBEEKRBRET VRT FANT URIE T N YA KBRET VHDOITN =k
TR B ANVKRAR KGR T T Vv (/N D, Folia. Pharmacol. Jpn. 118, pp.123-13
0, 2001) 2LV, HERB T DL TED, HlZIL, (LEWZ0.1-1000mg/ kg, HFELL
130.1-100mg/ kgD 5-& T, [ NITHHREZTEAL TRIBREZFHEL /=5 NI
A& EELITHIRNE S ELITIEENE G- L, 0 H ~ 2B M%ICEAL, BE
R OBBEMERGRES T AXhOufal = B4REBILZL - JIETHILIC
I0. SIEME R BIRRIEE L CO A AR TE D,

ER—BR (1) TRENDARII DAY, T OESFREEOIRE DT
DEFROHEDFS LLTHATHLZ LT, IR, FEEYIW 7y MeT v (Sayer, F.
T., et al., Exp. Neurol. 175(1), pp.282-296, 2002) 72L& VA LIZEY, el T2
TN TED, (LE#%0.1-1000mg/ kg, 4FFEL<i30.1-100mg/ kgD 5B T, EF
VBRI U IEIRN R 55 LTI N & 58 LIRS L,
FOB 2 T RE O L BT TR A AE DR EZFHRIT 22812k o T, FibtE
BOBEDT2 D DEKLL TOFMER MR TED,

ERE—# (1) TRENDAFEH DAY, XiTE DA RO TR T/ X
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TIRRDIZO DEIRDH G ELTH M THHZ LI, FIZIE, OVAFEE MM
<7 AE7 /L (Henderson, W.R., et al., Am. J. Respir. Crit. Care Med., 165(1), p
p.108-116, 2002) X°, LPS#E R A%~V 2ET L (Gonzales de Moraes, V
L., et al., Br.]. Pharmacol. , 123, pp. 631—6, 1998) 72& % Fl\\CHead
HTENTED, (LE#%0.1-1000mg/ kg, 4FEL<I30.1-100mg/ kgD 5- & T, &
FTOVENICHE NS EUITEIRN & 5L IEREN B 5L, et o R
B B ER B DAL MRS IR IE T A Al 5 2812 & T, MiRIAE IR L
LCOR LR TED,

LR (1) TRENDAFEVIOILEY. XIZDEPIFRO TR,/ X
(TIRRDOIZDDERDF T EL THATHHI LI, = R U FRATRE S
~UAET VE, FIZ1X]. Immunol., 159, pp.3961-3967, 199MIZFLD FIEIZLE
WO THERTDIENTED, (LA H%0.1-1000mg/ kg, #HEL<L130.1-100mg/ kgD
B5 BT U RNV BRI E T AT SR O 5 LSRR B 5
LITIREERE 5L, e oA —F THLMBEF DR AT IS — B ERIFH
% Dhydroxyproline BZHIE T 52 &, F MM PRI 2T HILIZE ST, FFK
TRRIELL TR AR T&ES,

EFE—# (1) TRENDAFEH DAY, T DEAER D TR T/ X
(TR DOT2DDEEDOEF LU THEATHLZ LT, FIZIE, AL AV FHERR
PEFES~ 7 ZEF )L (Niedirau, C., et al., Gastroenterology, 88(5 Pt 1), pp.1192-12
04, 1985) 2 EZ VLI EIZLVERR§ 2L 3 T& D, L& #%0.1-1000mg/ kg, 4F
F1<130.1-100mg/ kgD 5 & T, =7 VEMWIZR D& 5 LITFIRNE 52 L
IFEEEAREL, METO7IZ—BEH, EARHIE T5Z81cko T, BRIR
BIREL CORMEEMER TED,

LR A(1) TRENDAFEH O EY. IZDEPBERDO TRV, X
TIRRDIZO DEIRDOF G ELTH M THHZ 81, Bl 2135y M RGBME 4y
EUYRICHE L THLNZHIGBMbL AL, Ty MR 5T 22 LIZIVERL 2B &
FohET VR LR T&% (W001/56988)) , {LA#%0.1-1000mg/ ke, #F%
L<1%0.1-100mg/ kgD 5- B THERET NIy MR AR EELITFHIIRNE 535
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LN EL, R EAEEZIE TS, RTEBHEOBWMAERICLVERD
IBRIELLCOR AtEHER TE5,

BRI (1) TRENDAFEH DAY, SUTT DWW BAER O
DI DD DEIEDF R EL TR THLZ LI, BlIE, KEB#ET
TT )V, BT Y NET A28 (Ochiai, T., et al., Transplant. Proc. 19, pp.1284-1
286, 1987) & AWV CTHERR TE 5, (LA #%0.1-1000mg/ kg, #FEL<1%0.1-100mg/kg
DEEET, BT NVEICR DB EELITHIRNE S ELIIEENES L, B
R DAEERE AL DT LI I T, BB AR DSOS OT- DEIEL
L COHMEE MR TED,

B (1) TRSNOIARPI DAY, T OEMEHEGYY~F OF
Bik O/ 3IBR DI D DEEDEFZIRG L TH A THHI LT, Ty hXid~y
ADaF— @RS RET )V (Griffith, M.M., et al., Arthritis Rheumatism, 24,
p.781, 1981;Wooley, P.H., et al., J. Exp. Med., 154, p.688, 1981) %% f\ THesd
T&5, {bA#%0.1-1000mg/ kg, #FFEL<L1E0.1-100mg/ kgD & 5- & T, EF N~V
ZAFET N Ty MR ARG EHLIIHIRNE 5 ELTERERNR L, REA
BERET DL, FoBREETAIE T2 8I2ko T, i) v ~F Dl
PRI L TOH AL MR TES,

EFE—H (1) TRENOARPI DAY XidE DR A PAZEM A (C
OPD) DFFi X/ XITIHR DI DEIEDF R 73 LL THHTHHI LI, 41
ZTEMH DA L7258 OGRS, FUR RIS LD KB T T L, IR
FBRA GRHE L, ERAFIL 0T B F L al  E BHAVWLND) ILEDRENMGET
v FURRRBIZ LB HERERIEET )V, LPSHERBHERERIETTRAET NV, F
NAfEREFTET NV (W LE—5, 55730 H AP SEELAE, 2000), BRI A
1 BROWFE L HFFE AV THER TE S, LB %% 1-1000mg/ kg, 4FEL<iZ1-100mg
/kgDEEET, ERROET NVEMICRE D BEEEUITEIRN 55 LIIIEERN
BEL, [REOIHERR, JIEESUED 2L, K& SMieik o ot A ek
H, B DAFFRER B B BB D 2L, MR BV R RIEAT RAREZRE T2
LIzEo T, COPDDIREIELL TOH AL R TE D,
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LR (1) TRINDEREHIOILEY . XUTZ DEDIFRRMEILIE D T 55 K&
O/ IR D T DEIEDF R ELTH A THHI 1L, MR E T EAT
BMELET VE, #1213]. Hepatol., 35(4), pp.474-481, 200 D)IZFEH D HFIEIZLY
MR TED, {LA#%0.1-1000mg/kg, 4#FEL<i30.1-100mg/ kgD 5 & T
ALIEET MR OB G ELITFIRN B 5B L IIEREN B 5L, iTRERE ST A—
ZTHDLMBET DI AT I —BERNTFHER T Dhydroxyproline &2 HIE 452
&, EMRB IR AT 2281280 T LR IRRIEE L CoF AME & R
TED,

LR (1) TRSNDEFEHIOILE W) XUTZ DD IHSRMELIE DT 55 K&
O/ IIBEROT=D DEEOFEHLTELTHATHAZ LT, TV A~ AT F%%
PilifgHE LB &5 V%, Bl 21 £Am. J. Respir. Crit. Care Med., 163, pp.210-217, 2
00DIZFEHD FIEIZLT= 3 o THERR § 2T L3 TE D, [t #%0.1-1000mg/ kg, 4F
FELL1E0.1-100mg/ kgD 5- & THiBRHELAE ~ 7 AT T WATHE A& 52 LIE#IR
NG UITERENE S L, FEREEE K OVii#ER% - dDhydroxyproline &4l E 3
HZEIZEST, MM LRI RIEL L CoF AN A R T& 5,

ERE—#A(1) TRENDAFEHOMEY., IZDEBTLAF—D T LT
/TR DT= D DERDE AL L TE R THHZLIE, The— ik~
AT VA, FIZIET L VE— 50(12)1152-1162 (2001) (ZFE# D 7 HEITHE > THERR
FTHIENTED, FEIGTERICH A CRIAEEL72NC/Ngav U Al ka Vel =
PURE MW TR EBETHE T OBR., (LE#0.1-1000mg/kg, #FEL<i30.1-100mg/k
gD G5BT, BOKBEEHLIIHRANER 5E LIIEBEAR S L., EREER O}
IFRRER B2 E RPN E T HZLITLY, TUAF—IRRELL COR FIME R TES,

ER—#K (1) TRESNDARHDILEY . XiTZ DB\ MIED TR
XIIIBHROT- D DEROE Ry ELTHATHHILE, Fl2IE, B EHIRIL
¥ PXE5 )L (Maekawa, T., et al., Trombos. Diathes. Haemorrh., 60, pp.363-37
0, 1974) &M AL THER T& 5, LA #%0.1-1000mg/kg., £F£L<1%0.1-100mg/
kgD 5 BT, BT NVEICKE O B 5L ITHIRA B 5 LI 5L,
AR E R 2281 ko T, MARTEIGIRIKL L COR DML R TED,
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ERE—R (1) TRENDAFEHADILE BT VI NA—IFO TR T/ X
IXRRDTDDEIEDF R EL TH A THLZEIE. HlAITTy MNE R Bk
RO B hass# % (Yankner, B.A., et al., Science, 250, pp.279-282, 1990)
L2 AW TE D, (LA®E0.1-1mM, 4FEL<130.1-100 p MEEHIL , N—& T
AR EBICEVFESNDMIFEDIHIRARE THIEITLo T, TAIYNA~
—IRIBRERL L COR MR MR TES,

B (1) TRSNDERPIDILEY. T ZDENERBO TRV
SGXRE DT DEIFEDFE 7 EL THEHTHLZ LI, BIZITINEER 5
ZEIZIVERL T2 B L XOIE~ T RAET MOV~ R) &4 LR T&5 (Golu
b, L.M.,5, Ann. N. Y. Acad. Sci., 878, pp.290-310, 1999), {t.A#%0.1-1000mg/k
g. IFFELL130.1-100mg/ kgD ¢ 5- B COVX <7 AR 0 & 5FLITFHIRN & 5-
FHLITEERR B L, RO B K OB BB OBEBEAHIE 5, WIROBEH
B B OB #s B EEBD OMGIER IV B BE LB LI EDOIRRIELL
TOHRAMLHEFR TED,

ERE—RA (1) TERENDAEHDILEW ., UL DEHAAIDSO TRV X
TIERDTODEIEDFE R LU TH R THHZ &I, FIZIE, SIVIEGLT /7
JVEF N (Crub, S., et al., Acta Neuropathol. 101(2), pp.85-91, 2001) Z2& T A
HTZEITEVHERR T DT LN TED, LA #7%0.1-1000mg/ kg, FFEL<i20.1-100mg/k
gDEEET, T NVEMICR N R EELITEIRN &S LSRN S L,
M DSIV mRNARAZ E & 5281280, AIDSTHFRELL TORMMEMHERE T
D,

EF R (1) TRINDARHDILEY ., UTZOESBEO TR T,/ Xt
1BROT=DDEEDEZFELTHATHLIEIL, BIZIX, SRIMNR RS B
BRIAET N, HOVITEMIBHEX— <7 2EF L (Orengo, L.F., et al., A
rch. Dermatol. 138(6), pp.823-824, 2002, Ki, D.W., et al., Anticancer Res. 22(2A),

pp.777-788, 2002) 2EIC LV BT HIEN TED, LA #%0.1-1000mg/kg, #FF
L<130.1-100mg/ kgD #2 5- & C, 7 NVEMWIZHE N 5 EUITFIRN & 5-E1<
TIEREN G L R OO R B T2 LICY, BIRRELL TORS
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PEEHERR TED,

EFE—#R (1) TRENDAFEWDILE . XATE OE AR RS E O T b
RO/ XIIBRDOT=O DEEOF G ELTHEATHLZ LI, HlZiE, AL
R T T /L (Bennett,G]J. et al.,Pain 33(1),pp.87-107(1988)) %% v Tl
HTENTED, (LE#%0.1-1000mg/ kg, 4FEL<I30.1-100mg/ kgD 5- & T, &
FOENICHE NS EUITHIRNE 5B LSRN B 5L, IR BRI
RN K208 KT D U DEALERIE T2 EITRD AR R MR R L L
TOBEIHAE MR TED,

U bEoliy, —#(1) TRESNOAREPLEWIL, LROXERLLTHAT
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FVURBRICH L TT I =AU THER L, &R IR OFEIERE2H 3 23A
BEET S, HRETEHORSEREL T, FIIZIRER FEASKE TLEE
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agumo, H. et al. , Am. J. Physiol. Cell physiol. 278(1), pp. C57—65. (
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, M. et al., Thorax 58(7), 573—9. (2003)) &% F LN TED, Hik
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b1 ODAEFEL I LA EERT D, Th2 VA AL EAMEIFIEL T, 6
ZIX RS FHEAN (B A3 — 706985 A ) XITEDATFINFFAINDEN
BT O, MAIOVBBATZHZANBHFELD, ZHIEWT 100 FELL, With
D32 0LL EBLFELY,

EROKEREE, FIZIZBRAREL THEAT25A4121E, EH &% 172\ L10[E
MELA, AFELIIEH BE 1 SUI2EEN, 21 H 1) BOERER 5 §H5IEMRTE
Do

Bl IR G EBENTHAG A, D) IX1IEHNHZVEHFO0. 01 1 g72\ L 100mg
WD EPHFELY, SOIZFEICHRIT2&, fRREAOM A EDO TREL TiX
FHCARI ORI RE R T IRVKACRES RO, B ITHFHZERNIZ, 0. 0001 u
gl k| 4FFELLIT0. 001 p gbh b, EHITAFELLIFO0. 01 pglh k| XidO0. 1 ughh
k. X130, 5p gl ERENENFET NS, £/, GFAZEAI OO ERRITRHC
RESNDIEIFRN, BE 100mg AT HFELLIT10mgLLl T, SHITAFELIX
5mglh T, XiX1mglh T, X500 u gL FARENENHEIT NS,

Fe, FIZITRAFRSUIENALL THERT 5612, 1RER 5 EE21H 1720
L10BEIRRER 54D LB TED,

B ZIXE SR BEPENTHLGA. () i%, 1BlHZVEEO0. 0001mg,kg/1FE50
00mg, kg BT EHMFEL Y, SHIZFHEMICHB 2L, SHREAOEHAEDOT
BREL TiL, RACARH OBRE R TERVFHIIRESARVA, BB AT
. 0. 000001mg,kglh k. £FFL<IX0. 00001mg,kgbh b, EHITHFELLIZO
0001mg, kgl k. Xi¥0. 001mgkglh k., Xi¥0. 01mg,kglh k| Xi%0. 1
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[0307]

[0308]

mg,/ kgl ERENENZET oD, £, GFRZEAOTMD ERITRHCRESH
HTEIFI2NA, EH 5000me,kglh T, AFELL1Z1000mg,kgbh T SHITHFE
L<Ii%100mg, kgL T, XiZ50mg, kgl T, XiZ20mg,kgbl FAENE 2
Fons,

1) 1%, RERGISITRT IO, RAGE MR RBRFI61R T IO hERD
EEMEERAZAL TERY, FREMROFRBE(LICBEL 2 EBDO 1O THH MR
[EEDSS  SMEMOMRBED 1> ThOFRBREDOS A . #l2IEnRe[15], [2
21~[25] DX EIHESFHBEDOIBHRAI KR O/ UL FHREL TLHELLY,

ST, (1) & PRARRD HAEEMEH T 2R EBMAE DI TNDT LAk
BT DERLFHBREDOIRRA RO,/ UL TR LU TEFELL,

AFEPZIBNTC, FRBHEOIBRE O/ UL TR T 25 EWEIL. #lz
XIS MEBAZEME IR B ORI R O/ UL TRHICE 320 D LA RIS R —Th
LHHDEFANDLIENTES,

AFENZRBNTC, FHBREOIE L O/ T THER T 527 A RAILL T
iZ. kAT AR RO K O XU F RIS A3 5H DL F 2R 23R —C
HoTHERS>THRWA B O XITERADOFRED FTRERAT aARDBFEL Y, A
TuARAILL Tk, FIZIEAF VTV R =y ur X3E O LB IS D HHR
FELL, anIBAF N TV R a ERFELY,

AHMEIZBNT, I FEIAREIII T ) — N e O ERAA L B IR,
BIZIZA T =) TRIEROA T E )= T b A FIICTFAS
NOHWERHFEL,

APHMEZBNT, WV LTF Yo RN T ayi—&1X, BRI LF v
ANDLHIRKES T OIEML THREZ ILE T 2b D&KL, Hl2I1T4—TI/EIY
» XFIZ DA PN SNOEENGFEL,

APMF BT, bRF P FUFERLIT, eRFY T oS R R =
BRL. Bl 2IXLT 7 U =4 (AIT—082) CREFF#16288069 7% BIfE) T £ D4
BRI ARSNDEP T ELL LT TV =LAV LHLGFELLY,

AR T, FHARO AL, F 20T PR A O 22 R R
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[0309]

[0310]

HR AR 2R (R B E R 7 0 R AME R B4 TR L . PR O AEREHFT5
FHRELTIE, FIZIINGF (Rl R K 7) . Rho¥k 7 —EPAEAI (Tanaka, T. et
al. , J. Cell Biol. 158(2), pp. 321—329. (2002)), BDGF (¥ H Sichfigfi
£IK¥) (Kishino, A. , et al., Exp. Neurol. 144(2), pp. 273—86. (1997)
XIIFGF (i M fusg5iR 7-) (Rabchevsky, AG. , et al., J. Neurotrau

ma. 16(9), pp. 817—30. (1999)) %A ZTHILNTES,

APIREIZ I T, Ak R R L E E T i3, RIS T TSR Ol
K BEMHT W EEERL, FlIEI) BEEE 2 37 BB
RSN VT HRAARR I R T2 E (B~ 7 U Roar RaAF Uik %) %
BT HIENTED, (THHEMD, FHEFEE ¥ —F /L. Vol. 16, No. 4, pp. 2
84—290. (2003)),

Fo, EEROWTNOICEEROEIRRE AW FRIREDOIRER D/ XL T 5
EbAFELLY,

BT A FSUI AR A LU THEA T 25681203, 1R 5 &% 1H 172\ L10[E
FREREGTHIENTED,

Bz X B 5B SN THIHA. ()i, 1EHZVEHF 0. 0001mg, kgJIZES0
00mg, kg WDTEBMFEL, SHIZFHEMIZHPI 2L, fHHFEAIOEAEDOT
BREL TiL, RACARHA OB REE R TIRVRACIRES RO, FI 0 IEANX
. 0. 000001mg kgl k., iFFL<130. 00001mg,kglh b, SHITHFELLIFO
0001mg, kgl k. Xi¥0. 001mgkglh k., Xi¥0. 01mg,kglh k| XiZ0. 1
mg,/ kgl ERENENZFETOND, £z, FFREHOBTMD _ERITRIZRESH
BHT LIRS, BHES000mg, kgL T, fFELLIL1000mg,'kgbh T, SHITLFE
L<i%100mg, kgl T, Xit50mg, kgl T, Xid20mg kgl FR3ZEh 2
Fons,

FE i

LA, EHpNZ LV AT ZIOIZ BRI 203, AZBO#MIT T
FHEFNZRESNDILITR,

g/ a~<h/57 4—(TLC) L, Precoated silicagel 60 F254(MERCK#:
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[0311]

B 2Lz, 7aaiV b AZ ) —1 (100:1~4:1) Xitn—~F V> B~ F
JV(100:1~1:10) IZLV BB, UV (254nm) A&, = RV IV €Y7
TUIBIC LD BRI LM LTz, AR LD RIRITIT, KR~ 7 RV b5 %
VNI IEARRER T N LR LT, 75y aiZbara~vhr 77 4—idsilica gel
60N (BRIR « fri:, 40~100 p m; BIFALF AR A LTz, mEEE I/ a~hro
74— (PTLC) %, Precoated silica gel 60 F254 20X20cm 2mm(MER
CKALAY) 248 LT, BRI AT ML (NMR) OFIEIZIE, Gemini— 300 (F
T—NMR, Varianfl:) XiZAL—300(FT—NMR, JEOL4LAD) # AW THRIEL 2
o BELIAERZRRBLRVIRY, BEroad bE AV, ALFES T NIT R AF AL T
(TMS) ZNEHEREL L THIVY, § (ppm) T, FEAESIL] (Hz) TRLUEZ, <&
AT ML (MS) 1Tk a~< v 7B BT A ML (LC—MS) ICTRIE LT,
B &P EEELL TPlatform — LCAVE &4 4E1E [~ (/1< R (Micromass) £k
B2 AV 7haX 7L — (ESD IBICKVRIE LT, 7 a< MEEIZF L (
GILSON) tH# D2k @E A L7z, ZBEV T AidMightysil RP—18 GP50—4.
6 (BABAL#ALAY & v iz, IWHIX—R%ITI, fis2ml 2y, WiEEL CA =& [
0. 1% (v./ V) BEFBEH ], Bik=7tb=N[0. 1% (v./v) BB EH1ZHAV. 0
53030553 ETBIKAE5~100% (v./ V) B#RT TV = MO TIT o7,
BEH|L:A—TaE—5—=bafVF U

SEBEER T | AR (36ml) 124 — 7 1 EA Y% /UL (10. Og, AR bEALED) %10
CHEBZRVEETINE, LI TRISS T2, MRV A (4. 9g, BIHK
{L A8 2 PR (20ml) IZHEMEL . A SEOWIKIZ—5CLL T T FL. 20
REZROTZEFIOIZ2RF MBI LI, Blgra~ 77 4— (n—~F 8 Hilig
TFN=1:1) TA—TBEAYF )V PHRLUIZZE MR LI, BB T ROG
T E=7 7K (200ml, FOERERALERD (2o TEVE, 165 B LIZE,
FEfR =)L (£150ml) T3EHILL . G2 HH#E%K (250ml) | fafnfHEK (
250ml) THERGEEL , AR T N A CHARLT-, BE T CIRZ B E L%
\ FERR =TV TR 2 Z LI RVEERAL A (5. 9g) IR AEHRKEMEL T
7o
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[0312]

[0313]

BEH|2:5-TI)—4—TaeAIF )V

2EH|1 TR LIzd— T 0T —5—=baAYF% /U (1. Og) L b —AX2K
(4. 5g. FUGMZRMRLD 2% ) — )L (30ml) [IZERBSE . ZhIcime (2. 3
ml) 21z, 80°C T304y, XHICHIR T 20 B LIz, IS 28 E KB L)
NT LKA N Z pHE 121ICTH8 LTz, B B EFHR—F /L (% 100ml) T3[A
L., A H#EE K (200ml) | fafn &K (200ml) CTHEEL ., AR TR
U LTHRELU T2, WE T CWEAE Bk, BEEL I TN T b0~ 57
A= (= ~F Y BB T L =3:1) TR LI, FidflhE% (493me)
AR ARREREL T,

IH—NMR(CDCIB) § (ppm) :5. 23(2H, br. s), 6. 92(1H, dd, J=1. 6, 7. 3
Hz), 7. 38(2H, m), 8. 50(1H, s), 8. 98(1H, s)

BIRDF1~7 (P Exp. No. IXERMBIF 5ZRL, MeldAF /v, Bnid~ ¥
NWERENZ, FEFULEE RS, 2B, R1DIEEHIL, TitdR(1—A) O
&, 20{bAE, FiRoR (1—-B) 0fE, X3D/LAWIZ, FieoX(1-C)
D&, £4D/LEHIL, TieOX (1—-D) Do, 5088, FioR (1
—E) DG, R6DILEWIT, TieoN(1—F) DG, R7TOILEHIL. TiLD
X(1—-G) DEEEZENENH T 5,

[{k47]
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R' RS R' R®
7 R7
R RS (1-A) RETY RS (1-B)
N A N\O
1@
R7 R7
NZ | N7 |
RS RE (1:0) RN RE  (1-D)
e ”
N—A
N
‘a61
R! R® R! R®
R’ R’
NZ | NZ |
RET RS (1-E) R Re (1)
N N
oW
|
]
AG/
R' R®
7
NZ | R
RS N R® (1-G)

[0314] FEKEHI1—1:3— (2, 3—PeFu—1, 5— V7 HFT7=FLr—1—AN) RV
TRA
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[0315]

[0316]

5—T73)—4—E =AY ) (HEEL)

BEFITRBLES— T —4—TaE(/F /Y (10g) . W (n—FF )=
V85 (21. Oml) . ThFFA (N7 2= VKRR T 42) 235 V7 45(0) (1. 04g) ., 2, 6—
V—tert—7F N —p—27L/—/1(11. 3mg) DML (90ml) K%, 110°C
T15R B LTz, BIRETHHIEL ., UNRAMIZ10% 7 AbAIT SR (90
ml) Z Nz, AR RIS LT, USRS WICEfR =51 (100ml) 2z, #rii#%
WHILT% . FEE DKL, TR~ 3 AT LT, BUE T4 8
B BEEL I TN AT LI T 5T 4— (a—~F Y BT 1 =3:1)T
FEEIL . fRacfb a9 (7. 00g) 21572,

THB
3—A—E=nN—5—AYF/INV)TI/)—1— (tert =7 "M ANHR= L) BEARYY
> (FEAR2)

FROTHRATIAELEL, 5— 73/ —4—E=1AVF% /U (FRK1;20. 08g)
Jtert—7F 3—FFY — 1YV HNAVRFUL—R47. 01g, TAZ T
) D1, 2— Y 7auxz (1000ml) BHKIZ, KEEER (13, 5ml) | IRVVT, KR
{LRUEERR Y R A (50, 00g, TARYyFAEBY) 2%, SR T48K [ ik
U7zo BUOSHZE K TH AL, fgfEE 7K (1000ml) Z2po<0inz., FFIL7z (pH
7). BHIEESBEL . KELEHR=F /1 (1000ml) THitlL 7=, ¥ FiE%
TEARBRIE~ 7 R L THRL, WIE TR EABEL, BEEZVINTNAT LY
avhT7 0~ (n—~FH BB T L =2:1) TR A LICIVER LAY
(32. 63g) 47z,

THC
3—(2, 3—Ykku—1, 5-VTHFT7=F LU —1—AN) YU —1— IR
8 tert— 7 F N7 (HREAS)

FROTEBTERELEI— A—E =V —5—AVFUN)TI/)—1— (tert—7h
FLANFR= ) ERITY (FEE2;6. 50g) . HITV A tert— 7 hET N (4. 10g)
DT IFeRuT7 7 (92ml) k%L . 50°C TR HBEAL., KISRBAEWITK (10
Oml) , fafE LT =0 /KK (50ml) | FEfR=F/1 (100ml) ZM %, #T ¥
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[0317]

[0318]

[0319]

EIBI U7tk AHIE LML RAREE T N A CHIR LT, WUE T e B 2=
%, BELIVAITNATLIa T TT7 40— (n—~F Vv FERF L =1:2) TH
BT 2 LI IERRILA Y (4. 45g) 18T,
MS (m, z) : 354 (MH+)
THD
3—(2,3—YeFu—1, 5—YTH#T7zF L —1—A) YDV

FROTHETEELEZ3— (2, 3—Vkka—1, 5—I7¥7xFLr—1—A1)
YDy —1—HINVRVEE tert— 7 F VATV (HREIRS; 24. 42¢) 12, 4BLE
HAbAFE 1, 4— VAV IR (320ml, ERE(LFALED 20%., 50°C T2
BIRU T, JONB S ROBE TR EE B £k i e i EmE L <7z (2
1. 97¢g),
1H—NMR(DMSO—d6) § (ppm):1. 89—2. 03(4H, m), 2. 78—2. 91(1H,
m), 3. 02—3. 42(6H, m), 3. 53—3. 61(1H, m), 4. 48—4. 55(1H, m), 7
. 60(1H, d, J=7. 8Hz), 7. 72(1H, d, J=7. 8Hz), 7. 80(1H, t, J=7. 8Hz
), 8.36(1H, s), 9. 51(1H, brs), 9. 56(1H, s)
MS (m, z) : 254 (MH+)
FHBI1—2:1—AF NV —3— (2, 3—VkFu—1, 5—VT7¥F7=FLr—1—AN)
RN P

EWEFI1OTRED THRELZ3— (2, 3—YeRu—1, 5—-Y7¥F7=FLr—1—
AN EAYTY (53mg) D= /) —/V (1. 5ml) K37 % AN~V (1. 5ml, Fk
FZEALR) VRHKIZ, 10%/ 3700 b — k3R (5mg) 2N A, AKFEFEHK T, 70CIZT
SRR LT, JUNEAWEETANBRL-% . BIE TIREAEEL, BEEZYY
HTNHTG IO NI TT 4— (Faai)v b AR ) —)=9:1) THERTHZLI2XY
b a7 (35me).
MS (m,z) : 268 (MH+)
FEHaF1—3:1— @ raXvFAAFNL) —3— (2, 3—PkRua—1, 5— V7 F 7=
FLy—1— APV

BRI — 3OILEWIT. TRROAY:, IBEIZIAE XS,
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[0320]

(AWR) EHEHI1O TRDTRELZ3— (2, 3—Ykka—1, 5-Y7HF7=F Ly —
1 =AWV OERE (326mg) . KIEHIYY A (690mg., FEMiZEiLl) ON
, N— U AF )LV AT IR (8ml) BRI, 37U F )L AF )L 7 a3k (490mg.
FRALRALED 22 =R CT18IFMIBHR LT, DU A K KIZTIEE | Fifg—F v
TAEHI (&5ml) Lz, Abe - AiE 2 fafn ik C2EI%E (£ 10m) L, &
KGRI~ 7 R T LCTHMRELT, BT A NgIRR . BE T Tt a B =L, Bikx
VBT NIG LI O TGT 40— (aamd A% ) —)=20:1) THERT 5L
(ZIOEERLE Y (243me) ZHFT,
(Bk) £ 10 TRDTHRSLZ3— (2, 3—YkFr—1, 5—V7F7=FLr—
1— AW~ (253mg) | T 7a~ X F HVRFL T VT ER (185mg, B
LR D1, 2— Y 7mnxs (8ml) WHKIZ, KFE(LNEERRRY 3T MY A (3
00mg) ZAN A, =ik T12FHBHE LT, PONMKIZERIMEEKZ ML, P7aars
> C2lEfh (£6ml) Uiz, At 7oA i)E 2 fafn ik (10ml) THeEL . Mk
i~ 7 2T L CTHMRELTZ, BT AN BE T Tz B E LU, BELZYY
HFNHTG IO T TT 4— (Faai)v b AR ) —)=20:1) THE+IZLICk
DEEEAL A (289mg) Z 1,
MS (m, z) : 336 (MH+)
TGl —4:1— (A—ARF T VN) —3—(2, 3—VkFur—1, 5— VT HF 7=
FLU—1—AN) YDV

EHEHI1O TRED TRELZ3— (2, 3—YkNu—1, 5—VT7TH#7=FLr—1—
AN ERYY (253mg) , 4— ARFLR_UXT VTR (200me, FREAILEALRD)
D1, 2—Yrunxg (8ml) WHKIZ, KF(LNEHRARY F 7 MY A (300me) 27
Z. IR CL2R B U, ROSKICRRMEE KZM L, P raaiz c2EHb
(%5ml) LTz, G- AiE 2 faf Rk (10ml) THEL., TAMEE~7 X
T A TSR, BT ANEBE ., BE T CIREE B EL, BEEZL UL NVIT A
ra<whg 57 4— (ruaivi A7 ) —N=20:1) THRETEZ LI IVETLA Y
(320mg) 2457,
MS (m,z) :374(MH+)
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[0321]

[0322]

Efi1—5:1—7 ==V —3— (2, 3—VeFu—1, 5— V7 ¥F7=FLr—1—A
M ERYD Y

EWEFI1OTRED THRELZ3— (2, 3—YeRu—1, 5-V7F7=FLr—1—
ANVERYP (253mg) . T IER P (235meg, BEALRALELD | R (P~
DVT TR VNG UTL(0) (46mg, TRV FALELD) | BAY (tert— T F v
) (2—E T == V) HRRAT 42 (60mg, AR LR | ROV RIT A tert— 7 Ry
R (110mg. FIRALEALE) DRV (5ml) Bk % . 80°C T3 MHB#RL -, &
FANEEE  BWE T CWREEEE L, BEEVIYITN AT L0 T 57 41— (
JaniRi )V A ) — N =20:1) TR 2 LIC LR E Y (242me) 21572,
MS (m,z) : 330 (MH+)
FHEFI1—6:2—[3— (2, 3—VkFu—1, 5—V7 ¥ 7L —1—AN) Y
Vv —1—ANV]EER

FHBI1 —6DILEMIT. FReDARE, IBkEICIVELETE5,
(ALE) ZHEF 1O TRDTRALZ3— (2, 3—Ykka—1, 57 H#FT7=FL v —
1 =AM RV ORI E VT, FRFI21 8 L7 TR T el
i tert—7F /b GERALEALED &7 VATV, RO T, E 6110 TREDIC
FERU T FIRICHEC CIREB IO RARE L AITH ZLIC Y., b A A i L L
TH,
(Bik) £ 10 TRDTR&ELZ3— (2, 3—YkFa—1, 5—V7F7=FL o —
1 =AM BRIV ORI (326mg) | IRIRIVY L (690mg) DN, N—IAF /L
VLT IR (8ml) BREWIZ, TZUNE tert— 7 F /1 (305mg, BRI ALH) %
Mz, EIR T8RRI BRI L T2, SUSKAIKAKICHEE | BEf=F /L C4EHL (% 5m
) Lz, AR - A 2 fafn ik C2EI%EE (£ 10ml) L, fokfiik~s R
LCHIR LTz, BT ANEREE . E T ClREEE R E LI, BIEEL VTN IT LT
k757 40— (aai)Vi: A% ) —)=20:1) THRERIL, kT, EiEF 10T
FEDIZRMMUI F R T REEOBRE LTI LTIy, SR b ai i
MRt LT,
MS (m,z):312(MH+)
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[0323]

[0324]

Ea1—7:3—[3— (2, 3—YeRku—1, 5— V7 ¥F Tz L —1—AL) e
D=1 AN T

EWEFI1OTRED THRELZ3— (2, 3—YeRu—1, 5-V7F7=FLr—1—
ANV OEERE (96meg) | KBV A (228mg) DN, N— I AF L)Ll
TIR(2. Tml) BEKICT ZUNME tert— 7 F N (174 ul, TVRYF4L8LD) 20
Z EIRIZTA0RF MR LTz, POSREAWZT £h (10ml) 22, Rz
LTtk BUE TR BB E UL, BREESINTNATLI 0w NI T7 40— (IR
Wb —AF ) —N=20:1) THERL, R C, il 10 TREDIZTHR L= kI
U CR# DB #E AT Z I LVE LA %472 (51me)
MS (m,z) : 326 (MH+)
FHEF1—8:2—[3— (2, 3—VkFu—1, 5— V7 ¥ 72 L —1—AN) Y
Vr—1—AN]T e =NV

FEHEFI1O TRD TRELZ3— (2, 3—YkNu—1, 5—V7TH#7=FLr—1—
AN ERVT L ORI A AT, Eif11 — 3D AR LT FIEICEL T2 —
TuET R A LT VX ALETIZ LI IR L A E T,
MS (m, z) : 293 (MH+)
FEa1—9:3—[3— (2, 3—Yerku—1, 5— V7 HF Tz L —1—AL) e
Vr—1—AN]TaRr = v

EWEFI1OTRED THRELZ3— (2, 3—YeRu—1, 5—-Y7¥F7=FLr—1—
AN ENRYT L DRI 2 T, S261]1 — 71l L 72 5 R EEL T 7V u =}
UNET NENMEEITHZ LI IVET L A a7,
MS (m,z) : 307 (MH+)
Fhaf1—10:1— (2—eFrF=F ) —3—(2, 3—YeRu—1, 5— V7 ¥ 7=
FLy—1—AN)eRYT

EEH1 — 1O TED TRALZ3— (2, 3—YeRu—1, 5—Y7¥F7F Ly —
1— AWV DEREE (326mg) %, 3HUEKER(L T N T LKA (4ml) &
& )= (Aml) I %, IRNT, 2—FmEexd ) —)L (142 1 1, BWEALEAED | 5
D2 —runx ) — (134 pl, BERALHALRY 2%, 40°CTTREHIS#RLZ
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[0325]

[0326]

o 7TV A TAERR I (£4ml) U, K T3EIGES (& 5ml) Uizt MAREE~ 2%
VUL THMRLUT, B AN . BE T iEe B E L, BEES VTN TT 5
rah /57 4— (ZaadiVi A2 ) —N=10:1) THEETIZLICIVERILAY
#1572 (166mg),
IH—NMR(DMSO—d6) § (ppm) :1. 88—1. 95(2H, m), 2. 28—2. 38(2H,
m), 3. 05—3. 20(6H, m), 3. 35—3. 45(2H, m), 3. 62—3. 68(2H, m), 3
. 79—3. 85(2H, m), 4. 25—4. 35(1H, m), 7. 43(1H, d,J=8. 1Hz), 7. 6
7(1H, d, J=8. 1Hz), 7. 78(1H, t, J=8. 1Hz), 8. 36(1H, s), 9. 53(1H, s
)
MS (m,z) : 298 (MH+)
EHBI1—11:2—[3— (2, 3—YeFu—1, 5—V7¥F 72 Ly —1—AM) e
Vr—1—AN]—1, 3—T VA —)v

FHEHI1 - 1OTED TRALZ3— (2, 3—YkRu—1, 5—Y7¥F7oF Ly —
1—ANV) YD (253meg) Z VT, Ehaf1 — TR L 72 HFEICEL T2, 2
—VAF)N—1, 3—VFFYT —5—F (HRLERALED) LB T T AR UL ELT
W IRWT, ThIeRu7 Ty (6ml) IZ8fEL . 3BUEHRR (2ml) 2%, 50°C T6HkF
BB U7, WE T CREA B AL, ffnEE K TRz, BT /)L C3[EHh
H (%5ml) L, fafn &K (10ml) THEF LI, WA~ X7 A THELT:
o BIANEMER , WE TWIA B EL, BELLIATNAT L0 T TT7 41—
Janai)Vb A% ) —)N=10:1) THET 22 LI IR Y E 72 (258me) .
MS (m, z) : 328 (MH+)
KBl —12:1— (4—eFuxivru~Fin) —3—(2, 3—Ykku—1, 5
THI7xFLr—1—AW)EYT

FHEH1 - 1OTEDTR&ALZ3— (2, 3—YkFu—1, 5—I7 ¥ 7=fLy—
1—AW)ERYT L (326mg) . 1, 4—7a~FHh ooty B )FLorZ—n(
200mg. WEALEALED) D1, 2— P 7unx gy (10ml) EWIKIZ . 7K E{L N B
% T 7L (300me) ZMZ., RIE TSR B LT-, SG A A B K Tk
L, KR~ R L CHIR LT, BT NEIR% ., BE T CIaitr B EL,
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BEE VAT NIT D0 T FT7 4— (n—~F 2 Fip=F/L=1:2) CHERL
LTz, RWT, SHLEHR (10ml) ICWRL , S=IR C12MF BRI, 8T T O
AEEL, MEEKTPRILE, B L C3EHH (4£10ml) L7z, ¥
T e 2 RN R K TR (20ml) L KRR~ 7 R T LTI LT, £5 1
MEER ., BE T CEEEABEELZ, IRUVT, AZ ) —)L (8ml) ITIEMREL ., KA
T\ KRR T R T FIY A (60me, FOCHIRARD 2002, [FIRE T2RFFRS#EL
Tro KEVEBIRSMNZ 7244 . Bifp—F L C3EEI (%-10ml) L=, Abe - HiE
FEIFI R THeE (20ml) L, KA~ R AT, BT NER% .
BE T CIRAEE LT, BEEVIAFNITEIa~ T TT7 40— (FaafiV .l A
&/ —N=20:1) THELER/ILE® (195me) 27,
MS (m,z) : 352 (MH+)
FHBI1—13:1— (2—ARFL=FN) —3— (2, 3—Vklu—1, 5—V7HF7=F
Ly —1—AN)Ee_YTv

EhaF1 - 1O TEDTRAELE3— (2, 3—YeRu—1, 57 ¥ 7x=F Ly —
1 =AM RV DR Z VT, Fhif1 — 3DAIEITFER L7 T IEICHEL T
2= T BEZFNAF NI —T ) (REFACHALRD) &7 N A EATI Z I KR RT
LB ERT=,
MS (m,z) :312(MH+)
EWEFI1—14:1— - \ufrtFraF L) —3— (2, 3—VkFu—1, 5
THI7xF L —1—AW) R

FEH1—10THRELZ1— (2—kRuaX s V) —3—(2, 3—Veku—1, 5
— VT Tz L —1—AV) YDV N, N=V A/ 7ae V=T )L 7 (95
mg. R bLEALERY) D¥ram A& (Aml) Wl K E S (112me., F L
BAERD 2Nz SR T IR RIS 7, SOSKE SR R K THeld (4ml) L, K
Wi~ 7 2T LCTHMRELTC, BT ANEEE BE THREAEEL, HELL U
FNHTGIIa< T TT 4— (Faai)vi: A% )—)=30:1) THERTHZLITED
el A Y%7 (166me),
MS (m,z) : 382 (MH+)
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KBl —15:1— 22— TEFAFATFN) —3— (2, 3—VkRu—1, 5—I7F
T FLr—1— AN YT

EhgFl1— 10 CTHRALZL— (2—eFafdv =T /L) —3— (2, 3—Vkku—1, 5
— DT YT 2T —1— A eV (149mg) | FAEfE (76mg, 7 /VRY T
) 1, =7 YER(N, N—IAF VRV LTIR) (173me, BHEALEALRD) o
TroeRue7 Iy (AmD) Iz, KIBHEAT . n— (M) 7FAHRRT 42 (203mg., FIK
LAl B 2, FTREE CLRFREBIR L, IR CSLIC1 2R B L2, SR
BAME eI ANCTIRR LT, E T TBEEEEL, BELLIA TN BT Lo~
NS5 4 — (Faai)L b A% )—)L=30:1) TR+ LI IE LAt
7o
MS (m,z) : 356 (MH+)
Ei1—16:1— (2—FA4x=F)N) —3— (2, 3—Yeku—1, 5-V7H#7=F1
V—=1—AN)ERY

FhEf1 — 15 TRBLIZ1— 2—TEF AT AT N) —3—(2, 3—Vekr—1
, 5T T2 F L —1— AW ERYPY (178mg) DAF /—)V (2ml) IR,
JKIBGEIT . TEUEARBRILN D 2K (1ml) AN %, SR T1ERE SRR L2, X
A LB HALT B =T SOKESHKCHRIL , BER=F /L C3EHhH (£3ml) L
720 BRI HEIE % SR K CYA (8ml) U, MEKARIR~ 7 1 7 L THEL
2o BTANEIR S WETBEEEEE L, BRI FNIT L0~ T T7 4
— (uaRV b AZ ) =) =20:1) THRETDHZLIC IR EHEST2(108m
2o
MS (m,z) : 314 (MH+)
EHBI1—17:1— (2—T7I/=F)N) —3— (2, 3—VeRu—1, 5—I7F 7)1
V—=1—AN)ERYV

EEH1 — 1O TED TRALZ3— (2, 3—YeRu—1, 5—Y7¥F7F Ly —
1 =AYV DR A TV T, Ef]1 — 3DABICFEAR L= HIEITHEC T
N— Q=TT V) IANIVER tert— 7 F N (T NHEERLD) L7 A% VALEAT
VY, RDT, EHiFI 1 — 10 TRDICEH U2 FEICHED CREZOFR#ELETT)
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ZEIZ KRB R R L LT,
MS (m, z) : 297 (MH+)
Ehaf1—18:1— (3—7I/7me’ L) —3— (2, 3—YeRu—1, 5—V7¥ 7=
Ly —1—AN) RV

FHEH1 — 1O TEDTRALZ3— (2, 3—YkRu—1, 5—Y 7% 7f Ly —
1 =AYV DR A TV T, EMf]1 — 3DABICFAR L2 HFIEICHEC T
N—(3—7uE7uat’ V) NIV tert—7 F )V (BEEALEALSD L7 V% 4L
EATV, IOV T, F a1 — 10 TREDIZFRIMU I T BRI TREZL O fREL
EATOZLIC KRR b A IR L L TR T2,
MS (m,z) :311 (MH+)
FERF1—19:1—[3— FAFATI) T L] —3—(2, 3—PkRu—1, 5—V7
Y7Ly —1—AM)EeRYT

KA EHEfI1 — 1O TRDTRAELZ3— (2, 3—YkRur—1, 5—V7H
TxFLy—1— ARV ORI (653mg) &, 3HEKM(LT R LAKE
# (8ml) &% /) —/1 (15ml) DIREGEEIZINZ IRWVT, 4—raa 7 F AT AT
RN YaFATES =)V (1. 08g; T AT 7A—H—+LED) 2N A, FREEE T30
FRL72%% . 50 CTIDIZ1 2RISR LT, ROSKEZ BIRETHM LI, Zuaaiin
2 (30ml) LR RHEK (20ml) 2N A, AIE 27 BEL 7z, /KEE 7 anaiV LT3
[l (%-20ml) L, w7 G2 7K (30ml) | fafu ik (30ml) DJIETYEs
L., ki~ 37 A TR LT, BT ANEB% ., BT T CIREE2 AL, &
BEIVITNHG LI NS 5T p— (Faami)Vh: A% )—)L=20:1) THELZ
o UNT, SNHERE (20ml) 2%, SR T72REHIEHR L7, JOGHKZE O CITMAIL,
2N/KIAET R 2K YRR CHFI (pH7. 5) L, i/ C3[E#H (430ml) L
Teo BORTEWIEE AR~ R T L THAREL, WE T2 EL, &
Wk A% ) —N\ (5ml) K OHEALATF L (10m) IZVEFRL . 40% AFNVT I /A% )
—VYAIR (8ml, BAALEALED) 2% SIRICTIRERIBEER LT, T, KSR AL
RTFETNIT L (45me) ZMZ ., EIRICTLOR IR, RS ZOCITHAIL,
K (20ml) 2z, b AF L 20 (£60ml) #h LTz, G A L K
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e~ 7 30 LNCHRL, BE T B E Uiz, BEL L INT N AT L2k
TIT7 4— (Taai)Vv i AF ) — ) AT )N T =92.0,/7. 9/0. 1) Tk
B 2LV, A% 4572 (203me) .
MS (m, z) : 325 (MH+)
FhEfl1—20:1, 3—R(TEMNI) —2—[3—(2, 3—Ykku—1, 5—YTH
T FLr—1— AN YDy —1—A L] T r

EiEpl1 —1OTEDTHR&ELZ3— (2, 3—YkRu—1, 5V 7 ¥ 7o)l r—
1— A ERYDUEFWT, EiFl1— 1212588 L7 HFIEICHELTL, 3— A (T
YhT)) T ERb (=T —4HE) LRIT T VUL EITIZ LI IR L A E 1S
7o
MS (m,z) :410 (MH+)
EfaB1—21:2—[3— (2, 3—YeFu—1, 57 F7=F L —1—A) e
Vr—1—AN]—1, 3TV TI

FEEF1 — 1O TERDTRALEL, 3— YA (Tk&MI/) —2—[3—(2, 3—VER
a—1, 577 FLy —1—AN) R —1— AN ] 7130 (205meg) %
FRHERR (5ml) \IZWiEL . 80°C TL2F MR L7, MUK E IR E THIA LIz | W
FE T CHEEABETHZLIC IR LA ME R L L TH72 (230me),
MS (m,z) : 326 (MH+)
EHipl1—22:1— (22— TN I/=F)N) —3—(2, 3—VeRu—1, 5-VT7¥7
=Ly —1—AN)ERYT

TRl — 17 CRSLIZ1— (2— T/ =F)N) —3— (2, 3—YkRFr—1, 5—¥
THT72F Ly —1—AN) YT OE#RE (405mg) DY 7au A& (15ml) #&
W, KIBEHEIT. N, N—oAYFae’ /L= F )L 73 (650me) N2, 30551
BUT=, T, AKERRE (150me) 212, [FTREE T2 SR Uiz, ROSKRIZA
(156ml) ZMZ. AJEz 0B BOKRREE~ 7 R U L THIRL, BT Nl
RE TR E E L, BREEVINSNIT L0 T TT7 40— (Zaadib b A
& —N=10:1) THTIZLICLVETR LAY E R (320me) .
MS (m,z) : 339 (MH+)
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[0331] EMEHI1—23:5—[3— (2, 3—YkFu—1, 5—7HFT7=F L —1—A) Y

[0332]

v —1—AN]—=Fr7eRurIPr —2(1H) — 4

Fhif1l— 1O LTEDTIELZ2—[3— (2, 3—YkFu—1, 5— V7 #7=F1L
V=1—AMERIDy —1—A)V]—1, 3= VT OE#E (163mg) D
VY (Aml) WHRIZ OKIBHMHAT ., RIE 4—=ha7==)L(210mg, 7 VRUvF
B Z 0% [FRE C1RF RS L7, IR CSOIZ1 2R M B RL2% ., MET T
WEEA B E U, faMBHEKEA ., Big=F v C2EHhH (10ml) Lz, &b
FHlEZ SR T L, BEEL YN TN T LI a~ N 5T 40— (Faakiy
DA% )= =20:1) THRETHZLIC IR LAY A7 (188mg) .
MS (m,z) : 352 (MH+)
EHiBI1—24:1-[2— 2—T®N/T7EINI) =F L] -3 (2, 3—VERu
—1, 5—VTHFT7=F L —1—AN)ERYD
TRl —17TRBLIZL— (2—T/=FN) —3— (2, 3—VkRr—1, 57
PFT72F Ly —1— AN U OE R (405mg) DY 7manuA& (15ml) #E
W KIBEEI TN, N—2A Y L )L 73 (650me) %, 30451
Uiz, IRNT, N—T2F NIV (235mg, FEHZEALRD | v rma~dind
VR VAIR (360me., FOEHIZEALRD) 2%, IR CL2MFRBEE L7z, =5 NiEiH
% Wik AR R TS, AR~ XU A CTHE L, BT NEiRH:
RE TR ERE E L, BREERVIDFNIT L0 T TT7 40— (Faadibh: A
& /—N=10:1) THEMT LI LR AW E 72 (318mg),
MS (m, z) : 396 (MH+)
EhEBl1—25:1—{2—[2— (PAFNATI) TN I/=FNV]} -3 (2, 3—¥
eRe—1, 57T ¥ T7oF Ly —1—A )YV

FhE1—17TRSBLIZ1— (2— T /=F V) —3— (2, 3—PkRFu—1, 5—¥
THTx2F Ly —1— AR L2— (DAF AT I)) Bign b, Ehafll—24
WZRLH LT F TR TR R L B & 18T,
MS (m,z) : 382
EHBI1—26:1— (2—AFVANVE=)LVTI /)T )V) —3— (2, 3—VkRr—1, 5
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— VT T F L —1—AN) YD

TRl —17CRBLIZ1— (2— T/ =F)N) —3— (2, 3—YkRr—1, 5—¥
THT7zF L — 1AV EFINT, EHEf1 — 2215 L2 BT HET
TIEARAZ L ZNVRABE OSSR HZ LI LV A E BT,
MS (m,z) : 375 (MH+)
EEHI1—27:1— (A—TI /v 7a~F V) —3—(2, 3—Yeku—1, 57
Tz FLy—1—AN)ERYV

EhEF1 - 1OTEDTR&ELE3— (2, 3—YkRu—1, 57 ¥ 7=F Ly —
1—AW)ERYDUEN— (A—FF I 7a~FI ) BV tert— 7 F L (
TAZT 748D & FAWT, EHafl1 — 121 & L7 5B CR T T V%L
{EEATV, IRUNT, L ] 1 — 100 TRDICRH LI F RIS HEC TR #
T2 LI IR b A ES T,
MS (m,z) :351 (MH+)
EHifl1—28:1— (4—TEIN /v 7ua~F V) —3— (2, 3—VkRue—1, 5—
VT T oL — 1A R

KRBl — 27 CEALZL— A—TI /v ra~Fin) —3— (2, 3—VeRr—1
, 5=V THFT2F L —1— AU EFAWT, i1 —221Cf# L=
EICHEL COKERR L RS S A LI IR b A a1,
MS (m,z) : 393 (MH+)
FHBI1—29:N—{3—[3— (2, 3—YtRu—1, 5—Y7¥F7=FLr—1—AN)
YD —1—AN]F e} —N — (2—bRuF o)) R#E

EHapl1— 18 TRAELZ1— (3—T7I/Fue’ L) —3— (2, 3—YkRu—1, 5—
DTH T F L —1— AN ERYT (310mg) E4—VAF LTIV (250m
g, FRLERALED) ON, N—UAF VARV AT IR (20ml) SIS, KB AT, %
R 4—=ba7==)1(450mg) ZMZ., FHRE T30 B L%, KR TIHIZ6
RERIBER L7z, KIBHBAEIT, 2— 7/ =4 /—/V (125mg, BEALRALED 2.
IR T12M B U, [OOSR PICfaf AR E % | Fig—=F /L T4 (%2
oml) fhi L7z, Abw 7= A & fafn ik T2EI¥EE (£40ml) L., kAt~
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TRV LTI, BT NG, BE TEEEEL, BELL I TNV T
FLIav T TT 4~ (Faai)Vi AR ) —)L=10:1) TR I LIcLoiER b
ATz (208me)
MS (m, z) : 398 (MH+)
FHiBI1—30:N—{3—[3— (2, 3—YrFu—1, 5—Y7¥F7=FLr—1—AN)
Y —1— AN ] ae v} —N — ROV R$E

EHapl1 - 18 THERAELZ1— (3—T7I/7Fue’ L) —3— (2, 3—VkFu—1, 5—
T Tz —1—A) R (155mg) N, N— A’ /)L )L 7
> (97mg) DY 7aa A (5ml) WIS KIBIHETT, N VNAY LT F—h (10
Omg. 7/VRVwF 4B Z201% ., SR CT1ER B R L2, R ICRF EE KA
Z. AHEE S HEL KA~ 7 R T S CHIR LT, BT A NEIRE ., BE TH
WABEL, BEEVIATNITLIa T TT7 4 — (TauiRi )V A2 ) —) =2
0:1) TR DI IR LA WEST= (176me),
MS (m,z) :444 (MH+)
£l —31:N—{2—[3— (2, 3—YkFu—1, 5—V7¥FT7=FLr—1—AN)
Y —1—ANV]=F NN — (2—eFaX i =F)N) FFRRE

TRl —17CRSLIZ1— (2— T/ =F V) —3— (2, 3—VkRFr—1, 5—¥
THT7oF L —1—AN) YT (310mg) L4 — TV AF LTI /YT (250mg
» HRAEEALERD OF RTeRuT T (20ml) WK, KIS AT, 1, 1V —F4 v
NN VALY — )V (270mg, T/VRUyF+E8) 2N A | [FIREE T30 H#LT-
%, HIRTEOIZ1 2RISR LT, KIS AIT, 2— 7 />=% /—/1(125mg, K
FALBALED) 2% IR C1oR BRIz, JONEA Btk Emz ., B
fip= /LT3 (£-20ml) # L7z, AW 7o AiE % fafn Rk T2E B (£4
Oml) L, f/khfife~2" R 7 A TR, BT NEB% ., BT FTIREE B ELE
o BRSNS NIIT LI NI 5T 40— (FaamiLdv: A% )—)=10:1) THHEL
THZEICLVE AL A WA= (83me) .
MS (m,z) :400 (MH+)
FHBI1—32:N—{2—[3— (2, 3—YrFu—1, 5—Y7¥F7=FLr—1—A0)
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YDy —1—AN]ZF N =N — T == VFF R
TRl —17CRBLIZ1— (2— T/ =F)N) —3— (2, 3—YkRr—1, 5—¥
THT7oF Ly —1— AW RN T2 VAV F T T R—h (TR T4
)5, EHEF1— 30T L= F I TE L A a4,
MS (m,z) : 432 (MH+)
EhEf1—33:N—{2—[3— (2, 3—Ykku—1, 5—VT7T¥7=FLr—1—A)L)
BRIV =1 —ANV]ZF VNN 2— (VAFNVTI)) =F )V
FhE1—17TRSBLIZ1— (2—T/=F ) —3— (2, 3—VkRr—1, 5—¥
THT7x2F L —1—AM) YT (310mg) L4 — P AF LTI /EYT (250mg
« BEALERALED ON, N—PAF Va0V L7 IR (20ml) WIS, KIBGBH T, [RIE
4—=pa7x=/1(450mg, 7/V RV F 4B 2%, FIRE T305 BRI,
H IR TEDIZ6RFRIRR LI, KIGHIT, 2— (UAFATI) =4 /—(178mg
 FORLEALERD) 2N 2, SRR C24 R U7z, SUGNIR AWtk Emz
. BFfR =)L T4 (£-20ml) it L7z, Ahw 7oA 2 fafn R ik T2mEBed (
A40ml) L, KRR~ 7 R0 L CTHRLTZ, BT A NERE ., BE TR EE
LTz, BRIV TNIT LI~ T 57 40— (Fuaai)v i A% )—)L=10:1) T
R 5z Lic kil A mas7- (208me).,
MS (m,z) :412(MH+)
EHiBl1—34:2—[3— (2, 3—VeRu—1, 5— V7 ¥ 72FLr—1—AM) e
V=1 AN]ZF N TaRF NI SIUPR
EiEpI1—10CEALZL— (2—eFu¥i=F ) —3—(2, 3—Vkkr—1, 5
— VT YT F L —1—AN)ERYT L (156mg) L4 — TV AFATIEYY L (12
5mg. HHFALEALED OV 7auAzy (8ml) IR, KIBWHEI T, Kk 4—=hu
7=V (225mg, TRy TR A0z, FNREE T3040 BERL %, EIR T3hH
([ZOHFRABR LT, KIBBAI T, 27U F LT3 (85me. BRLEALERL) 00
% FIRC24R AR LT, RSB fafn A2z, B /1 C4[a] (
#8ml) L7z, AbW 7o AHE % fafn Rk T2E B (£-20ml) L, KA
TRV LTHIRLUTZ, ETANBIRE, BETEELEEL, BELL TV
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AT LI TT p— (TaafRV b AR ) —=10:1) THERT A LI IER
{b&% 7= (102mg)
MS (m,z) : 409
Fhaf1—35:3— (2, 3—YeRu—1, 5 I7HF7oF Ly — 1A YV
—1—HNRFHIV

EHiFl1 —1OTERDTHRELZ3— (2, 3—YeRu—1, 5—Y7¥F 7oLy —
1—AMERYDU b, 2E D CHR (B 213, Drake Brian, Patek Marcel, Le
bl Michael, Synthesis, 6, 579(1994) 728) #2Z 1L CEi L& & R
ELTHT,
MS (m,z) : 296 (MH+)
a1 —36:1—{2—[3— (2, 3—Ykfu—1, 5—VT7H#FT7xFLr—1—AL)
YDV FNNTRF U —2—F

FhEf1—17TCRSLIZ1— (2— T/ =F)N) —3— (2, 3—VkRFr—1, 5—¥
THT7oF L —1—AN)ERUT L (364mg) ET7UNEE tert— 7 F /1 (450 u 1
» REALEALSD DN, N—DAF LAV AT IR (12ml) WIS REE A YT A (849m
g) ZMA., ST TT2RMHRER LT, UGS ZO0 CIZHAIL, 7K (30ml) 2%, B
fir L C3[El (4-50ml) fit LTz, A 7= A H)E 2 fufn &7k ¢ 3[E (£50ml)
Ve L, KRR T RD A CHISR L 72, WE TR B EL, BELLINTNNT
Lra~ TG 4— (BT )V AF ) —)V AV T ae N T =95:4. 9:0. 1) T
RBRILTZ, IOT, ABUEERAL K1, 4— VA% PRk (Aml, ERE(LS4EHD)
A, ERICTL. SRR L7, WE TREA R EL BEOHEATL L (12
ml) BEIKIZ, Uik 2—7un—1—AF AV P =05 (64mg, T/VRYyF 118D
KON xF LTI (138 p D BMZ, EIRITTA8IFRIE#R L=, WE T4
EU BRIV AITN AT 0w N 57 4— (BB T )V A ) — ) AT ey
T=95:4. 9:0. 1) THEIL, KW\ T, 4 EHEIAFE 1, 4— V4P A0
(0. 2ml) ZHNZ., IR TO. SKFEIBIL L2, T TIsA 8 £% . EiltAls
HEH L L T4/ (15me).
MS (m,z) :351 (MH+)
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EHiBl1—37:1—-TFNVL—3—(2, 3—VeFu—1, 5— V7 ¥ 7=FLr—1—
AN ERYT

EiEpl1 —1OTEDTHR&ELZ3— (2, 3—YkRu—1, 5— V77 r—
1= AW R EAWT, sl — 22125 #i Lz FiEIC U <7 e F b
HZLIZ LR E AR,

MS (m, z) : 296 (MH+)
Ehaf1—38~1—72

Fhip1 —38~1—720LEWiL. EhFl1D TRDTIRELZ3— (2, 3—Yt
Fe—1, 5=V 7 HF7xF Lo —1—AW)ERIDUEAWT, EiEfll—3DAM,
XIIB¥E, HAVNIERHI1 — 1 2IFEH U2 FIEICHEC TS b, UEETT
NEMETHZEIZIVE T,

FhEfI1—73~1—74

Fhif1—73~1—740{bEMIE. FHEHI1O TRDTEALZ3— (2, 3—Yt
Fe—1, 57 HF72F Ly —1—AW) BRI ERAWT, i1 — 5L
Te B TR AT 5281280 B,

FhEfI1—75~1—92

Fhaf1—75~1—920{b &ML, FHHI1O THRDTEMALZ3— (2, 3—Tt
Fe—1, 57 72F 1Ly —1—AW) ERUDUERAWT, £iEfl1—6I1ZiE#L
T2 HBRIZEC TT AR 8I1Ic k0T,

FHEBI1 —93: N—AF VAN 2—[3— (2, 3—Yeka—1, 5—YTH7
=FL 1AW RNV — 1 — AV ]=F )

EhEFl1— 10 CTHRALZL— (2—eFafd =T L) —3— (2, 3—Vkku—1, 5
— VT YT F L —1— AN ERYT L (29Tmg) L4— P AFATIIEY Y (25
Omg. BHALEALED) DN, N— P AF LRV AT IR (20ml) BRIz, KIBEGHEIT.
RIEE 4—=ha7==)1 (450mg) ZMZ. FIRE T30/5 B2, BIRTEHIZ
GRFEBER LT, JKIBBHIT . 2HEATF NV T —FhFeF a7 508k (2ml, 7L
RU» 48 202, IR CL2REHBR LT, SOSRA DIk ANz | B
fif= )L T4 (£-20ml) I L7z, Ab¥ 7oA HE 2 fafn Rk T2E B (£4
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Oml) L, fl/khifilie~2 R 7 A TR, BT NEB% ., BT TIREE B ELE
o BEESUNTNTIT LI 5T 40— (FaaiiLds: AZ )—)L=10:1) THHL
THZEICLEERIL A YERTZ (201me),
MS (m, z) : 355 (MH+)
[0340] ZEhEf]1—94~1—100

FhaBl1 —94~1—100D(LEMiT, FEhER|1— 10 THRHFLIZ1— (2—EeRaFk
TFN)—3—(2, 3—VeFu—1, 5T HFT7xFLr—1—A)ERIV | HE
61 —81TCTHR&ELZ1— (83—eRuf v 7u’)L) —3— (2, 3—VkRu—1, 5—
DTHFT2F Ly —1—AW)ERIVy | UTEEF 1 — 87 TR LIz1— (4—EF
X7 FN) —3—(2, 3—VeRu—1, 577 F Ly —1—A ) ERYY
EAWTHEREH]1 — 9BITFEH L I F IR TEHE= AT VL, IRVWTT IV E
WAL IvET,
FhE%1—101~1—102

EHiFl1—101~1—-1020/tA#E, 1— (B—TEFAFATu’ L) —3— (2
, 3—VkRu—1, 57 HF7=F L —1— VYV Xl — 4—T%F
NFFTF)N)—3—(2, 3—VeRu—1, 5—VTHFT7oFLr—1—AN)ERYY
YERWT, FEhifl1— 161ZFs LI FEICEC TR 3R 2282 80T,
FHifl1—103~1—105

a1 —103~1— 105D LEME, EhEfl1 —10THRELIZ1— (2—ERaF
VEFN)—3—(2, 3—VkRu—1, 5T HFT7oF L — 1A BRIV |
XITHEMEFI1 81 THRALZL — (3—kRu¥%i 7ut’)) —3— (2, 3—Ykkur—1
, 5= UT T oF L — 1AW BRIV EAWT, EiEFI1— 151 L5
BT CFA AT LT A 81T k0T,
FhEfl1—106~1—108

Fhpl1 —106~1—108DLA#E, sl — 1O TERDTHSLZ3— (2, 3
—YeRu—1, 57 ¥ 72 Ly — 1AW EYDUEANWT, £l —10
WCREH LT F BRI T AL T2 8ic T,

[0341] ZEHEfI1—109~1—124
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[0342]

FhiBl1 —109~1—124D/LAE#E, sl —10THRAFLZ1— (2—kR ek
VEFN)—-3—(2, 3—VeRu—1, 5T T7oF L —1—AN)ERYV |
EhEFl1 —81 THRELZ1— (3—keRudx 7ut’L) —3— (2, 3—YkFue—1, 5
—VTYTzF L= 1AM ERIV | TEREFI1—-87THELZ1— (4—t
Fafy 7)) —3—(2, 3—YeRu—1, 5—V7HF 7L —1—A)L) XYY
YEAWT, 61— 2415 = TR EL T2 AT UL 22 L kST,
EHifl1—125~1—136

Fhipl1 —125~1—136DLAML, FHisl1 — 10 TERDTHRSELZ3— (2, 3
—VbRu—1, 57 F7oF Ly —1— ANV RV ERAWT, Eifl1—17
RO — 291 L7 F RIS TPV UL, T FSH R B LI L0
FhEfI1—137~1—141

Fhipl1 —137~1—141D/LE#E, FHisl1 — 10 TERDTHRSLZ3— (2, 3
—VkRu—1, 5 UTHFT7=F Ly — 1A ERYDVEAWT, Ehfll—17
IR L7 F RIS T AR b T 528121072,

FhEfI1—142~1—151

Fhipl1 —142~1—151D/LA#E, sl — 10 TERDTHRSLZ3— (2, 3
—VbkRa—1, 5 UTHFT7F L — 1AV BRIV AT, a1 —19
(CRERR LI IRICEC T VT vb, SRR R#E L, BT I T5ZLick
D57,

FEhEfl1—152~1—154

Bl —152~1—154DLEME, EF1 - 10 TRDTRAEL3— (2, 3
—VbkRa—1, 5—VT7HFT7=F Ly —1—AN)ERUDVEANT, Efll—6D
A, AIBEIZRRE LI FIEICET T AET 52812087,
FfE%l1—155~1—186

Bl —155~1—186DILEML, FEHFl1l — 1O TRDTIAELE3— (2, 3
—YeRu—1, 5T ¥ 7o Ly —1— AW ERYDUERAWT, £l —19
« BROSEHEG 1 — 24125k L7 FIRICHEC T AR AL, PR RO/, BT
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[0343]

T, =RT AT BZLIC LS,
£l —187

EWEF1— 187D /LE&T, 1 — 10O TERDTHRELZ3— (2, 3—YkkRu
—1, 5=V T7H TS L — 1AW ERYTUERWT, FEhEf1— 121588 L7
TFIEICHEC TRIET VX AL, BITETDLIIE,
EhfF1—188

EhEF1— 188DILA&MiT, 1 — 10O TERDTHRELZ3— (2, 3—YkkRu
—1, 5=V T7H TS Ly — 1AV ERYTUERWT, HEhEf1— 271258 LT
FRZHECTRIET VUL, R ORI LE T 52 LI LB,
FhE%1—189~1—191

Fhaf1—189~1—191DfLAEML, EhEh|1 — 188 THFLZ1— (3—T &k
TIvradFN)—3—(2, 3—VeRue—1, 5T HFTF Ly —1—A ) B
Vv ATFEMEHL - 27 TRSELIZ1— @—T/v7a~F i) —3— (2, 3—
VeRu—1, 5T H T F Ly — 1AW ERUPUEAWT, Ehafl1 —28IC
R FEICEL TZRAT LT B LIc k057,
FhEBI1—192~1—194

FhaB1 —192~1—194DLA#E, sl — 10 TERDTHRSLZ3— (2, 3
—VkRuE—1, 5—UTHFT7=F Ly —1— AN E_RYDUEAWT, Ehfll—12
XIFEEF 1 — 27 LI FIEICHEC TRITT I, RO TREIZST TR
BN ETHILICIVET,
FEhEfl1—195~1—214

Fhafl1—195~1—214D/bAWid, Eafll—17ThELZ1— (2—T /=
FN)—3—(2, 3—VkRu—1, 5—VT7HFT7xF L —1—A)ERIV | Hi
Bl —142TRHELZ1—[2— AFATI)=F V] —3—(2, 3—YkFr—1, 5
— VTP TzF L — 1AM ERIT | i1 — 18 THELZ1— (3—T/
Tar’ ) —3—(2, 3—YeRu—1, 577 F Ly — 1A RV HE
JEFI1—19CHRELZ1—[3— AFNATI/) Fu’ ] —3—(2, 3—YkRu—1,
5—VTH 7z Ly —1—AMN) UV Kl — 140 TRELZ1— (4— 73
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J7TFN)—3—(2, 3—VeRu—1, 5—V7HF 7= Ly —1—A)EYV  E
HEF1—149CTHRELZ1—[2— (2—eRafFy=F L) 7 /=F)V]—-3— (2, 3—
Yeka—1, 5T Y7o F Ly —1—AN) YDV EhEH]1— 150 THRALZ
1—[3— (2—kFuFLxF )77 u’L]—3— (2, 3—YkRu—1, 5—7
PIxF Ly —1—AN) YV T EMEF 1 — 151 TRAELZ1—[4— (2—t
FaXyoF )77 FN] -3 (2, 3—VkRku—1, 5—VT7HF7=F1Lr—1—
AW ERYV B AWT, Eif]1 — 2612 5E# LIZ FIEICHEL CTAVR=VE T2
&L dnre,
[0344] M1 —215

EhEF1—2150/LE8iT, 1 — 188 THISFL=1 — (8 =T /v 7arF
W) —3—(2, 3—YkRu—1, 5— YT HFT=F L —1—A)E_RYTPUENT
. EHEBI1 — 26125 LI FIEICHEL TRV AR = b 3B LIz LT,
£l —216

KBl —216D/LEHIL, EiEF1— 12128132V R= VOB TTORDY
12 AFNT IV EDBIET INEEATIZLIZ LV ST,
L1 —217

FEHI1—217O/AE, EhEFI1—28 THRELZ1 — 4—TI /v 7anFky
N)—3—(2,3—VkRu—1, 5T HFT7=F L —1—A) YD UEANT
\ EhEF1 — 2615 LTz F BT CTANVR= L T2 L2 0Tz,
Ehf1—218

FhEF1 —218DLAiL, FEhEFI1 — 1212812 R=)V D& TORDHY
2 VAT AT IV EDBIRT INMEATIZEIZLV ST,
FHaBl1—219~1—240, K'1—243~1—294

FhEBI1—219~1—240, KU1 —243~1—294D/tA5%i%, £l —17T
L1 — (2—T7/=F)NV) —3— (2, 3—Ykku—1, 5—V7#F 7= 1 r—1
— AW EANRYTY | FfEFI1 — 142 TRELIZL - [2— AFATI) =F V] —3—
(2, 3—YkFu—1, 5—V7¥FT7=2FLr—1— AW~V EEf1—18T
B&LZ1— (8—73/7ue’V) —3— (2, 3—YeRu—1, 5—V7H#F 7L v —



WO 2006/057270 217 PCT/JP2005/021522

[0345]

[0346]

1—AW) RV EEEF 1 —19THELZ1—[83— RAFATI) T ae’ V]
—3—(2, 3—VERu—1, 5V T7HFT7xF L — 1A ERUTUENT, #
JEFI1—29, XiZ1— 30U HFIRICEC TR BT 22 L2 LB,
Fhif1—241, KU1 —242

Fhafl1— 241, RO1—2420{bA8i%, FMp1— 10 TRD THRSELZ3— (
2, 3—YkRu—1, 5— V7 H T F Ly —1—AN) EUTUEIWT, FEhaf1
— 3DOBIEIZFEH LI FIEICHEL TRIGT NV FNAEITIZEIT IV E T,
Fhif1—295~1—298, KU1 —300~1—305

FEHiBl1 —295~1—298, KU1 —300~1—305D LM, i1 —17T
BLZ1— (2T /=F)NV) —3— (2, 3—Ykku—1, 5—V7F 7= 1 —1
— ARV E T, FEHaFI1— 31, XTSI 1 — 321 L= ki
CTFARBILTHIEITEVE T,
£l —299

Eha%1—299D/LAMiE, el — 10 TREDTHR&ELEZ3— (2, 3—Ykku
—1, 5= VTHF 7 Ly —1— AW ERYVUERAWT, Eififl1l—30BEICH
WU T TR T T AR LR ITHIZ LT LT,
FhE%l1—306~1—313

FEfifl1—306~1—313D(LAMIL, FEHEehl1—17TRHELZ1— (2—TI/=
FN)—3—(2, 3—VeRFu—1, 5— V7T HFT7=F L — 1A ERIT A
\ FNEHI1 — 33ITFH L= FIEICHEL TN AR A—-MET 228128057,
FhEfl1—314, KU1 —315

Ehafl1—314, K U1—316D{bAMIT. EHEfI1— 10 TERD THRSELZ3— (
2, 3—VbRu—1, 5—VT7THFT7xF Ly —1—ANW) IR RWT, EHifi1
—AUTFEH LT TEICEC TR I T NV FMET 52 LIk vz,
FhEfl1—316, KU1 —317

Fhif1—316, KU1 —3170{bAaMid, FMEF1—17ThRHELZ1— (2—73
JTFN)—3—(2, 3—YeRu—1, 5—VT7HF72F Lo —1—AW) RV %
FAWTC, EHif1 — 361ZFE# L2 FIEICHEL T, 7% UL, R#EEORE L.,
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[0347]

SAGTTL N7 (e RN AL
EhiBl1—318

EhEFl1—318D/LA&iT, 1 — 10O TERDTHRELZ3— (2, 3—YkkRu
—1, 5—VTHFT7x2F Ly —1—AN)ERUDUEFAWT, Eif)1—12, XidEH
Bl — 27 IR L T F BB GRIL T VXML T 5282 1087,
Ehisl1—319

L1 —3190/bEiE, EhEFl1— 194 THRELEZL— (B_IVy —4— A1)V
)—3—(2,3—YeFua—1, 5—YTH¥T7xF L —1—A)ERVDUEFNT,
EHiFI1 — 241U FIEICHEL T2 2T LT 5282 L0,
FeHf1—320

EhE 1 — 3200 /LE881T, EEFI1 — 10O TERDTHRELZ3— (2, 3—YkkRu
—1, 5=V T7H 7T L — 1AW R ERWT, FEhEf1— 3715 L
TFEICHEC T RT AT B LIz LT,

Ehaf1—321:6—ar—1— (BT —3—A) —2, 3—VeFr—1H—1,
5—VTHT7z L

THREA

5—=ta—4—E=N A% 0 (FEE4)

BEF1ITRELIZ4— T 0E—5—=ba V¥ /U (52g) . N (h—7F L) E=
V85 (105g) . ThIFA (N T 2= )ViRAT 42) 3TV 1(0) (4. 8g) . KT2, 6—
Y—tert— 7 F ) —p—27LV—L(11. 3mg) DML (300ml) %, 110
CTC3RHBAELT, BRETHHEE. JONBAMIT10% 7 AL YY LIKEHK (4
00ml) ZN %, 0. bRFfFHAEL Tz, SUNBEAYNIHER=F /1 (250ml) ZZ., HrHi
Wa IR UTcth . BB A KL KRR~ 7 3T L CHSR U, WE W%
BE®R BEEZV VTN AT L0 T TFT 4— (h—~F o —FFR =5 V) TH
L, T A (24g) 2572,

'H—NMR(CDCL) 6 (ppm) :5. 48(1H, d, J=11Hz), 5. 63(1H, d, J=17Hz
), 6. 87(1H, dd, J=11Hz, 17Hz), 7. 68(1H, t, J=8. 1Hz), 7. 94(1H, d
,J=8. 1Hz), 8. 20(1H, d, J=8. 1Hz), 8. 64(1H, s), 9. 28(1H, s)
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[0348] LB

S5—=ha—4—-E=AVF 0 N—AFTR (FRESD)
FROTERATERELZ,—=ba—4—E =L AY% V) (FE{k4;23g) V7

T A% (400ml) ICEEAEL . DV Cm— 7 5 (43g, B bRALR) %

Wo<KVMA., 3. SIFHIBEERL 72, KR SUFNIRIE/K SR T N D LKA N 2

LT, FHEE L, Tk~ 37 L CRAR LT, ST TIAEEA B

%, il aw (27g) 2157,

THRC

1—7vaa—5—=fa—4—t=)bAV% V> (FRK6), 3—ua—5—=fr—4

—E =A%V (FRERT)
FEITEBTRELES—=r—4—E=AAYF U N—FFF (RS

54. 056g) Z7uuzR/L A (300ml) IZERBSH, K TIZTAF U Hfk) (46, 6ml

+ FOGHIEEAE Y 290 T L7z, W T# T, DO Z60° CITINRL , iR T

REFITRIRL 72, BUSIREKKITHIT | FHIRL eSO BLE KR LT N & SRS (5

00ml) ZANZ., TRl 7z, AifEz Rl ., Kg4araaik/L s (300ml) ThiliL7-

%, KM~ R LCHARLTZ, B IANE@% . BT TIREE AL, Bl

BLVATNAT LI T TT7 4— (n—~FH o FiR /)L =3:1) THT5Z

LIZEY, 1—rau—5—=fa—4—E =LY% /U2 (40. 80g) &, 3—/uu—5

—=far—4— =)L AV% V(0. 68g) &~

1—Z7anfk

1H—NMR(CDC13) § (ppm) :5. 49(1H, d, J=11Hz), 5. 63(1H, d, J=17Hz

), 6. 81(1H, dd, J=11Hz, 17Hz), 7. 77(1H, t, J=8. 1Hz), 7. 97(1H, d

, J=8. 1Hz), 8. 36(1H, s), 8. 64(1H, d, J=8. 1Hz)

MS (m, z) : 235 (MH+)

3—7unfk

'H—NMR(CDCL) 6 (ppm) :5. 10(1H, d, J=17Hz), 5. 5. 47(1H, d, J=11

Hz), 6. 92(1H, dd, J=11Hz, 17Hz), 7. 67(1H, t, J=8. 1Hz), 8. 01 (1H

, d, J=8. 1Hz), 8. 20(1H, d, J=8. 1Hz), 9. 11(1H, s)
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[0349]

MS (m,z) : 235 (MH+)

TH&D

5—73I/)—1—ruaa—4—t =A% 2V (FRIES)
EROTERCTEALZ1—uu—5—=ba—4—E =A% U (TG ;

15g) ZFR /)L (700ml) ICHRL | HiAEE— AR ZKFu (72g) Mz, 2WFF

BRI U7, BUSIREKIZDIT 24 BEUEARR LT N AKERE A FH)E

ZHHEL . KGRI T N D A TRAR LT, BE T CIHREAREELIR, B2 Ul

FNHT LT T TT 4— (n—~FH o BT /)L =3:1) TR+ LIZIY

ER LAY (10g) 21577,

'H—NMR(CDCL) § (ppm) :5. 54(1H, dd, J=1. 5, 10. 8Hz), 5. 65(1H, d

d,J=1. 5, 17. 1Hz)6. 92(1H, d, J=7. 8Hz), 7. 41—7. 64(2H, m), 7. 7

7(1H, d, J=8. 7Hz), 7. 94(1H, s)

MS (m,z) : 205 (MH+)

THRE

3—(1—7ua—4—E = AYF )V —5—ANV) TI /LYy — 1 — VR
tert— 7 F N AT )L (FRIE9)
EROTEDTRELZS—TI/—1—aa—4—t = AV% /U (THHAS;

5. 14g) . tert—7F)b 3—FF/ —1 - UV NVERFLL—h (5. 00g),

KEREET R A (21, 39g) DIKEREE (150ml) BRIk %, IR T30 B L%,

KFLNVERRAR T 38T RD L (6. 38g) KM AI T TR, =R CL2R;fH ek

LTz N eI AN TARILI- . BE T A B E LT, BRI (2

00ml) ZMZ. KIBMET , fafuEE K ZDoKVMZ, HRL7z (pH7) . NaM%E

BIANTARILT GEZ 5 BEL T2, KJE &R~V C2EHH (4100ml)

L. A= AsE 2 ik (200ml) THRIEFLZE ., Tk~ X7 LT

HriR LTz,

I NEIRSE ., BE T TR B EL, BELLINTN T La<w 577 4—(n

— Y ERR T T L =4:1) THET LI IR A (5. 46g) 2157,

MS (m,z) : 388 (MH+)
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[0350]

[0351]

TH&F
3—(6—7mn—2, 3—YrRu—1, 5—7HF7=FLr—1—A/MEWTr—1
—HNVRE tert— T FNVERT N (FEIA10)

FROTHRETHRELEZ3I— (1—2un—4—E = AYF )Y —5—AN) T
ARYVy—1— VR Wtert — 7 F IOV ATV (T EHE9 ;5. 46g) DT hFeRrr
F2 (140mD) IEHKIZ, BVT L tert— 7R R (3. 16g) MNZ., 40°C T2 #
U, RONEEERETHALERE, ML= (280ml) . IRWT, KIBHE T T2
TUMR—KFI (2. 96g) DT FFeRuT I AR A M A, AL (pH7), &
W a eI N AL, AiEE oML T, KEZEiR=F /L C2[E (4300m
DAL, AW 7= A HE % ffi &k (300ml) THEHL ., MK~ R 7 A
TR, BT ANEEE , BE T CREEEEL, BEEL LIS N IT LI~
5T 40— (n—~FH o FEReF L =3:1) TRET Az L IckviER LAY (2.
13g) 187z,

MS (m,z) : 388 (MH+)

TRG

6—7un—1— (XYY —3—A)V)—2, 3—VeFe—1H—1, 5—7¥ 7=
Ly

ERD3—(6—rmr—2, 3—YeFu—1, 5— V7 ¥ 7oFLr—1—A) ey
D —1—HNVARU B tert— 7 F VAT )L (FREA10; 2. 12g) D2KEH LK
#/1, 4= VAP UK (220ml) Wik %, IR C2Re MR U2, BUE T, W
BB ETHILICIIER G WA IR (1. 90g) LU T,

MS (m,z) : 288 (MH+)
HEhpl1—322

EfaR)1 — 3220 /LA WX, EhEFI1— 32 LIZFH L2 HIEICHEL THT-,
FEEF)1—323:6 —tRFu¥Fy —1— (B~ —3—A)V) —2, 3—VeRu—1H
—1, 5=V 7 7=t

Fhaf1—323DEWIE. TRLDAE, IIBEIZIVRIETHZLNTES,
(AWE) EfEf]1 — 3210 TRFTH3— (6—r/mun—2, 3—YkRr—1, 5—V7
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P72y —1—AMEYVY —1—HINVRAE tert— 7 F VATV (H1fH
£10;3. 51g) DR (60ml) ¥k E, 90°C TL7REMHERL 72, SO TH#. W
FETICTHEA B EL, Bl A maEmE (2. 11g) LLTHE,
(Bik) a1 — 327D TRATIELZ3— (6—ANFY —2, 3—VkRE—1, 5
— VT T F L —1— ARV —1—ANKRAR tert— T F VT AT (
TR 14;192mg) %, KIBHEIT ., 25% R A1k —Eifig (5ml, FobigEtlal)
M., AR T30 B LIz, EHIT, IR T120FM BRI L 725 . WE T T
EEETHLICIVERL A YA RALK R LL TH72 (160me),
MS (m,z) : 270 (MH+)

[0352] EJEfI1—324:6—AF L —1— BRIV —3—A)V) -2, 3—YeFu—1H—-1
, b=V T T =L
TREA
3—(6—AFN—2, 3—TbRu—1, 5—VT7H 7= Ly —1—A)ERYVY —
1—HNVARVER tert— 7 F AT )V (FREHALL)

Fhif1— 321D TRFCTHREL3— (6—/un—2, 3—YkRu—1, 5—U7
P72 F Ly —1—AMEYTy —1—HNVRE tert— 7 F T ATV (H1H]
1K10) 235, AEDSCHR (B 21X, Hollenbaugh, Dian L. &, Bioorg. Med. Ch
em. Lett. 13, 1345(2003)72&) 22& 1ZL Ui b & Mma i,

MS (m,z) : 368 (MH+)

THB

6—AFN—1— (WP —3—A)V)—2, 3—VkRu—1H—1, 5—V7 ¥ 7=
FLv

FEROTHBATERAELE3— (6—AFNL—2, 3—PkRu—1, 5— V7 ¥F7=FL
Y —1—AW)ERIDy —1—IVRV R tert— 7 FNATAT )L (FREIALL) 2
W, EfEF1— 10 TERDICER L FEICHEC URMb A a i s Uiz
MS (m,z) : 268 (MH+)

[0353] FEHEHI1—325:6—t =)L —1— (WP —3—A)L)—2, 3—VeRr—1H—-1
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[0354]

, =TT FL

TREA

3—(6—t=)—2, 3—VtRu—1, 577 Ly —1—AW) T —
1—HNVAKRUEE tert— 7 F N ATV (FEE12)

FhEFl1 — 321D TFRF CHRELZ3— (6—/ru—2, 3—YkRue—1, 5—U7
FI72F Ly —1—AMN UV —1—HINVRUE tert— 7 F VAT )L (HIE]
#10) 235, ANFEnD SCER (Fl 21X, Carreno, M. C. ;Mahugo, R. H—S.J. J. Or
g. Chem. 64, 1387(1999)72&) #ZE 2L UEi bt &M EBT-,

MS (m, z) : 380 (MH+)

T#B

6—t=—1— (VP —3—AV)—2, 3—VkRE—1H—1, 5—Y7H¥7=
FLv

FROTEATHELEZ3— (6—E=1—2, 3—kku—1, 5— 7% 7=F1
Y —=1— AR —1—IVRUE tert— 7 F V27 )L (TR 12) 2
T, B — 1O TREDICRER U F IR HEC T b A A EfiE L U TR
MS (m,z) : 280 (MH+)

EfEBl1—3826:6— (2— 7=z F =)L) —1— (B> —3— A1) —2, 3—
YeRke—1H—-1, 5— Y7 ¥ 7)1

TRA

3—[6—(2—Tz=pxF=1) —2, 3—Vkfu—1, 5—I7F7=FLr—1—A
MRy —1—H)VRUE tert— T FNA2ZT )L (FEIK13)

Efa%1 — 321D THRF CH&SLZ3— (6—/rn—2, 3—YkRue—1, 5—V7
FI7oF Ly —1— ANV —1—HINVRUE tert— 7 F VAT )L (HIE]
#10) ZHAVWT, %50 3CHER (B 21X, Hundertmark, T. ;Littke, A. F. ;Buch
wald, S. L. ;Fu, G. C. Org. Lett. 2, 1729(2000)728) #&# 2L T b
B ERT,

MS (m,z) :454 (MH+)
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[0355]

THB
6—(2— Tz F=)N)—1— (BYP—3—AV) -2, 3—VkERr—1H—1
, b—UTH T L

EROTERATERELZ3—[6— (2— Tz xF =) —2, 3—VkRr—1, 5
— T 7L —1—ANIERIV — 1 —HVRUBE tert— 7 F I AT )L (
HfEAR13) 2 VT, il — 10 TRDICER LA EICHEC TRt i YE
W LU TR,

MS (m, z) : 354 (MH+)

FHaBI1—327:6 —APFL —1— (BT —3—AN) —2, 3—VkFr—1H—1
, b=V T TFLv

TRA

3—(6—AbFv—2, 3—VkRu—1, 5—VTHF 7= Ly —1—A )YV —
1—HVRUE tert— 7 F V= 2T )L (HEA14)

Fhif1— 321D LTHRF CESLZ3— (6—/rr—2, 3—Ykfue—1, 5—U7
PITzF Ly —1—A) YV —1—IVRU R tert— 7 F /L ZT7 )L (HIE]
#10) Z AT, 5D R (B 21X, Toracca, K. E. ;Huang, X. ;Parrish, C
. A. ;Buchwald, S. L.J. Am. Chem. Soc. 123, 10770(2001)72¥) 22%
LRI b A E BT,

MS (m,z) :384 (MH+)

THB

6—ArFT—1— (YT —3—AV) -2, 3—VkFkr—1H—1, 5—7H 7=
FLv

FROTIEATESLEZS— (6—AMFY —2, 3—VkNue—1, 5—VT7¥7=FL
Y —1—AW)ERIDy —1—IVRV R tert— 7 FNATAT)L (FREIA14) %
WT, EEB1 — 10 TREDICFEHL RIS TR RIb A A EmiE L L TR

o

MS (m,z) : 284 (MH+)

[0356] FEhEHI1—328:6—73I/—1— (B°RYYr—3—AV)—2, 3—YeRu—1H—1,
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[0357]

5—Y 7Y T7FLr

TREA

3—(6—73/—2,3—Ykra—1, 5—VT¥ 7= L —1—A) YD —1
— VR tert— T FNZRT N (FREIELD)

FhEFl1 — 321D TFRF CHRELZ3— (6—/ru—2, 3—YkRue—1, 5—U7
FI72F Ly —1—AMN UV —1—HINVRUE tert— 7 F VAT )L (HIE]
#10) Z VT, DE0 LR (Fl 21X, Klapars, A. ;Huang, X. ;Buchwald, S.
L.J. Am. Chem. Soc. 124, 7421(2002)72¥) #&& L CGEL &M ai57-
MS (m,z) : 369 (MH+)

T#EB
6—7/—1— (VY —3—ANV)—2, 3—YeRku—1H—1, 5V 7H 7=
Ly

FROTERATEAELEZ3— (6—73/—2, 3—Vkku—1, 57 ¥ 7fLyv
—1—AWEAYDY —1—INVERV B tert— 7 F V22TV (FREHEL5) 2 v
T, a1 — 1O TREDICERKR LI GBI GERMb AR ERE L L TR,
MS (m,z) : 269 (MH+)

EhEB1—3829:6 — (AFNTI) —1— (B_YPr—3—A)V) —2, 3—VbRu—
1H—1, 5—Y7¥# 7Ly

TRA

3—[6—(FAFNTI))—2, 3—VkFu—1, 5—VT7FT7FLr—1—AN]eY
D —1—HINVRVBE tert— 7 FNTAT)V (TEA16)

Efa%1 — 321D THRF CH&SLZ3— (6—/rn—2, 3—YkRue—1, 5—V7
P72 F Ly —1—AVERIDY — 1= INVRUE tert— 7 F VATV (HfH
£10) ZAVT, A8 CHR (B 21X, Buchwald, S. L. ;Zim, D. Org. Lett. 5
, 2413(2003)728) 22& L Ui b & ma i,

MS (m,z) :383(MH+)
THB
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[0358]

[0359]

6— (AFNATI)—1— (YD —3—A)\)—2, 3—PkRr—1H—1, 5—7
WAz Bl A%

FROTIEATEALZ3—[6— (AFATI))—2, 3—VkNe—1, 5—VTH
TxF Ly —1—AN]ERYV —1— VR tert— 7 F /L2 2T L (HER1
6) %AV, EhEf]1 — 10 TERDICFRR LI TR TR LAY R ERRE L
LTHT,

MS (m,z) :283 (MH+)

FhEFl1 —330:6— (VAFNTI) —1— (ERYP—3—A)V) —2, 3—VkRnr
—1H—1, 5—Y7¥ 7L

TRA

3—[6—(VAFNLTI))—2, 3—VkFu—1, 5—7F7x2FLr—1—AN]F
RYDy—1—TVARAAE tert— 7 F N RT )L (TREELT)

FhEFl1 — 321D TFRF CHELZ3— (6—/ru—2, 3—YkRue—1, 5—U7
P oF Ly —1—AMEYVY —1—HNVRE tert— T F VATV (H1E
£10) Z AT, A% D 3CHR (B2 12, Buchwald, S. L. ;Zim, D. Org. Lett. 5
, 2413(2003)72&8) 2B L Ui b &M E B,

MS (m, z) :397 (MH+)

T#B

6— (AFNTI))—1— (&R —3—A)V)—2, 3—VeFe—1H—1, 5~
TH7oF L

FROTIBATEELIZ3—[6—VAF VLTI —2, 3—VeRu—1, 5—V7H#7
=FLY—1—AN]EAY D —1—INVRUE tert— 7 F VAT )L (FREHALT
), EHERI1 — 10 TRDICFMR U FIEICHEC T b A A HE LU CF
77
MS (m,z) :297 (MH+)

FhEF)1—331:6—7=V/—1— (WP —3—A)V) —2, 3—VtRu—1H—
1, 5=V 7 ¥ T7=FLv
TREA
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[0360]

3—(6—7=Y/—2, 3—Vkku—1, 57 FT7oF L —1—AN) RV —
1—HVRUE tert— 7 F V= RT )L (TEA1S)

EfE%1 — 321D THRF CH&ELZ3— (6—7rn—2, 3—YkRue—1, 5—V7
P oF Ly —1—AMN YV —1—HNVRUE tert— T F VAT )L (HIE]
£10) AT, A% D ICHR (B2, Buchwald, S. L. ;Zim, D. Org. Lett. 5
, 2413(2003) &) 2B E L U b &5,

MS (m,z) :445 (MH+)

THB

6—7=V/—1— (&Y —3—A))—2, 3—VeRu—1H—1, 5—Y7¥ 7=
FLv

FROTERATEHLEZ3—(6—T7=V/—-2, 3—Ykkua—1, 5-Y7¥7=F L
Y —1—ANWERYDY — 1 —IVRUR tert— 7 F V22TV (T RIE18) 2
WT, EEBI1— 10 TREDICFEH L F RIS TR A hmiE L LU TR
MS (m,z) :345(MH+)

FEhEfl1—332~1—650

Fhif1—332~1—650D1bA i, 1l —321 THRASLIZ6 —rmm—1—
(YD —3—AN)—2, 3—VkRu—1H—1, 5—V7F7=F 10, XidEE
#]1—323 CHALZ6 —ERady —1— (BNUP —3— (V) —2, 3—VkRe—
1H—1, 5=V 7T HT7=F L2 AWT, £l —2~1—3201ZFE#l L7 A
U THT,

EfEBl1—651:4—oa—1— (B_YPr —3—A)V) —2, 3—VeRr—1H—1,
5—VT7H7oFLyv

TREA

83— (4—7un—2, 3—YeFu—1, 5—V7H¥7=FLr—1—A) RV —1
— VR tert— T F T ATV (FEAL9)

EhfF1 — 321D TRCTHELZ3—/uu—5—=fa—4—E=/LAYVF /U (
HEMART7) &2 VT, 61 — 3210 TRD~FICR# L= F B TR k&
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[0361]

[0362]

WMEST,
MS (m, z) : 388 (MH+)
T#B
4—7aa—1— WY —3—ANV) -2, 3—Yekun—1H—1, 5—Y7TH#F7=F
Ly

FROTRATRALEZ3— (A—rua—2, 3—YkRu—1, 5—V7 7)1
Y —1— ARV —1— IR tert— 7 F VT RT )L (FREA19) %
W, E a1 — 10 TEDICHBL 2 F R TR b A E EBE s L TR
MS (m,z) : 288 (MH+)
FHil1—652

EfaR)1 —6520/LA ML, EhEfl1—65LIZFiH LIz FiEICHEL THT-,
KBl —653

Fhaf1 —653D/LAWIE, EhEFI1— 323D AN, XIIBEICHEL THZ,
EHifl1—654~1—661

FhEfl1—654~1—661D/LAMIT, 3— (4—2rvur—2, 3—VkRu—1, 5—
VT T72F L — 1AW RNV —1—HVRVE tert— T FIVZAT )V E
FAWT, iRl —324~1—331ITFEHR L7 FIEICHEL THET,
Ehifl1—662

Fhih1 —6620LEWiE. TiidFMER]1 —663ITFeHL 12 FIEICHEL THT-
£l —663:7T—7vET—1— (VP —3—A)) —2, 3—VkRur—1H-1
, b=V T T =L
TREA
3—(7T—7wv®—2, 3—Veku—1, 57 ¥ 7of L —1—A )RV —
1=ANKRAE tert— 7 FNTRT)V (HEHAE20), 3— (8—FwE—2, 3—VEF
n—1, 5—V7¥FT7xF Ly —1—AW) YD — 1 — VRV R tert— 7 F )L
TR7 )V (PEE21)
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[0363]

EHEF1 —1OTRCTHRELZ3— (2, 3—YkRu—1, 5—Y7#7=FLr—1
— AN EYVY —1—HINVERVEE tert— 7 F )L ZT )V (HEHRS; 1. 06g) DN
, N=UAFNAAVLTIN (9mD) WK, KB ETT, N— 7 aEansig(IN (63
Amg, TRALEALED 20N %, RHEEE T304 BRI, &bIT, HiR oM H#L
714 PUSHKEIKAKICEE | BT /L C2E (4100ml) #il L7, Ab¥ - A
J@Zfafn &K T2 (4 100ml) Beid L KRR~ 7 2 7 L THIRLT, BIA
NEB% . BE TIEEEEL, BEEZ IS NIT LT T — (n—~F
Yo FR T L =2:1) TREL, BN eEREFEiE S (T2 —EiR T L)
FHZLIZEY ., BEEAL AW (7T— 7T FK;429mg, 8 — 7 0 E{K; 31mg) 257,
MS (m,z) : 432 (MH+)

T#B
7T—7uE—1— (YUY —3—(NV)—2, 3—VkFu—1H—1, 5—Y7 7=
FLv

FROTBATEELZ3— (7T—7u®—2, 3—Vkkue—1, 5—-V7¥7=FL
Y —1— ARV —1— IR tert— 7T F AT ZT )L (HEA20;215
mg) & VT, i1 — 10 TREDICERR L2 T EICHET TR LA M E
ELTH72(162mg),

MS (m,z) : 332(MH+)
EHifl1 —664~1—672

Fhitl1 —664~1—6720/LAML, FHiBl1 —663D TRATIELZ3— (7
—7uE—-2, 3—VkRu—1, 5772 F L —1—AM RV —1—F
WV tert— 7 FNTRT NE T, FhEfl1—323~1—33LIisL7= T
BT TR,

EHiBl1—673

Fhapl1—673D/EMIL, TrLDFMEH1 —67ATFM L 7= HFIEICHEL TR
EWEF1—674:8—ToE—1— (WP —3—A)L) —2, 3—YkRu—1H—1
, b=V T T L
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[0364]

Efif)1 — 663D TRATHELZ3— (8—7u®—2, 3—VkRu—1, 57
P72 F L —1— ANy — 1 —INVRUE tert— 7 F VAT )L (HfE]
1£21;29mg) 2 AV C, EHifl1 — 10 TREDICFEH L F B THERILE Y
IR LU T2 (20mg) .

MS (m, z) : 332(MH+)
FEhEfFl1 —675~1—683

Fhapl1 —675~1—683DLAMiL, FEhifll —663D LHRATHSLZ3— (8
—7uE—-2, 3—Vkfu—1, 5— V7 FT7=F L —1— ARV —1—F
NRE tert— T FNTRTNEFWT, FhEfl1 —323~1—331IR#kL=FH
HITHEC TR,

KBl —684% N1 —685

Fhfl1 —684, KU1 —685D1bEMiL. TreDEH|1—691D/bEaWE
MoYT/t—Sandmeyer i (B 21X, Denny, William. , et al, J. Med. C
hem. , 2002, 740;Kulka, J. Am. Chem. Soc. , 75, 3597(1953)7%28) %%
EIBT,

EhEfl1 —686~1—690

Fhif1 —686~1—690D AT, FMEf1 —685THFLIZ3— (9—T E
—2, 3—VkRu—1, 5—V7HFT7=FLr—1—AW) RV — 1 — VR R
tert— 7 FNT AT NVEFIWT, FHEfI1 —323~1—327IZ5# L= FIEIZHEC T
Bz,

FEhEFI1—691:9—T7I/—1— (WP —3—A)V) —2, 3—YeRu—1H—1,
5—VT7HT7xFLv

TREA

3—(9—73/—-2,3—VeRu—1, 5—V7HF7F L —1—AM RV —1
—ANRUE tert— T F A= ATV (HEE22)

EHipl1 — 663D TRATHRHLEZI— (7T—TE—2, 3—VkFu—1, 5—U7
PITzF Ly —1—A) YV —1—IVRU B tert— 7 F )L ZT7 )L (HIE]

#20) Z AT, %D 3CER (B 21X, Kucznierz, R. , Dickhaut, J, Leinert, H
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., Von Der Saal, W., Synth. Commun. , 29, 1617(1999) ;Ping Chen
, Bioorganic & Medicinal Chemistry Letters, 13, 1345(2003)72&) %
BEIZLT, =hfk(9f7) . BIE (TIED R B TR BT, I D=ba -7
) BATHZ LI LR B a7,
MS (m, z) : 369 (MH+)
THEB
9—73/)—1— (P —3—A)V) -2, 3—YeFu—1H—1, 5— 7% 7=F
Ly

FROTEATEELZ3—(9—T/—2, 3—Yeku—1, 5—V7HF 7)1
—1—AWERYDY — 1 —TVRV R tert— 7 F )L 2T )L (FEHE22) 2 AV
T, FEHafl1— 1O TEDICEK LI FEICHET GE b AEEmE L L TR,
MS (m, z) : 269 (MH+)
EhEFl1—-692~1—694

Fhapl1—692~1—694D{bA ML, FHEapl1 —685 TMHEL3— (9— 7 uE
—2, 3—Vkku—1, 5—Y7¥FT72F L —1—AM) R —1— VRV
tert— 7 F NI AT NVEFAWT, FEFI1—329~1—33LTF#k L7z FIEICHEC T
Bz,

[0365] [F1]
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Exp.No. R! R® R® R’ R® A8t Mass (MH+)
1-1 H H H H H H 254
1-2 H H H H H Me 268
1-3 H H H H H a-1 336
1-4 H H H H H a2 374
1-5 H H H H H CeHs 330
1-6 H H H H H CH,COOH 312
1-7 H H H H H CH,CH,COOH 326
1-8 H H H H H CH,CN 293
1-9 H H H H H CH,CH,CN 307
1-10 H H H H H CH,CH,0H 298

1-11 H H H H H CH (CH,0H) , 328
1-12 H H H H H a-3 352
1-13 H H i H H CH,CH,0Me 312
1-14 H H H I H CH,CH,0C0CMe, 382
1-15 H H H H H CH,CH,SCOMe 356
1-16 H H H H H CH,CH,SH 314
1-17 H H H H H CH,CH,NH, 297
1-18 H H H H H CH,CH,CH,NH, 311
1-19 H H H H H CH,CH,CH,NHMe 325
1-20 H H H H H CH (CH,NHCOMe) » 410
1-21 H H H H H CH (CH,NH,) , 326
1-22 H H H H H CH,CH,NHCOMe 339
1-23 H H H H H a—4 352
1-24 H H H H H CH,CH,NHCOCH,NHCOMe 396
1-25 H H H H H CH,CH,NHCOCH,NMe., 382
1-26 H H H H H CHyCH,NHSO,Me 375
1-27 H H H H H a—b 351
1-28 H H H H H a—6 393
1-29 H H H H H  CH,CH,CH,NHCONHCH,CH,OH 398
1-30 H H H H H CH,CH,CH,NHCONHBn 444
1-31 H H H H H CH,CH,NHCSNHCH,CH,0H 400
1-32 H H H H H CH,CH,NHCSNHC,H, 432
1-33 H H H H H CH,CH,NHCOOCH,CH,NMe, 412
1-34 H H H H H a7 409
1-35 H H H H H a—8 296
1-36 H H H H H a-9 351
1-37 H H H H H COMe 296
1-38 H H H H H a—10 308
1-39 H H H H H a—11 322
1-40 H H H H H a-12 336
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1-41 H H H H H Bn 344
142 W I H H H a-13 378
1-43  H H H H H a-14 360
1-44 H H H H H a-15 404
1-45  H H H H H a-16 418
1-6  H H H H H a-17 434
147 0 H H H i a-18 411
148 N H H i H a-19 429
1-49 H i H H i a-20 420
1-50 H H H H H a-21 359
1-51 H H H H H a-22 373
1-52  H H H H H a-23 387
1-53 O H H H H a-24 403
1-54 H H H H H a-25 417
1-55 H H H H H a-26 447
1-56 H H H H H a-27 401
1-57  H H H H H a-28 437
1-58 H H H H H a-29 446
1-59 W H H it H a-30 388
1-60 H i H H H a-31 404
1-61 H H i H H a-32 374
1-62 H H H H H a-33 374
1-63 H H H H H a-34 404
1-64 H H H H i a-35 404
165 H i H H H a-36 434
1-66 H H i H I a-37 434
1-67 H H H H B a-38 332
1-68 H H H H H a-39 334
169 H H H H H a—-40 350
1-70  H H H H H a-41 402
1-71  H H H H H a—42 389
172 H H H H H a—43 345
1-73  H H H H i a—44 331
1-74 H H H H H a-45 346
1-75  H H i H i CH,CH,CH,CO0H 340
1-76  H H H H H CH,CH,CH,CH,CO0H 354
1-77 W H H H H CH,CH,CH,ON 321
1-78  H H H H H CH,CH,CH,CH,CN 335
1-79 H H i H H CH,CH (Me) OH 312
1-80 H H H H H CH (Me) CH,0H 312
1-81 N it i H H CH,CH,CH,0H 312
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1-82 H H H H H CH,CH (OH) CH,0H 328
1-83 H H H H H CH,CH (NH,) CH,0H 327
1-84 H H H H H CH,CH (NHMe) CH,0H 341
1-85 H H H H H CH,CH (NMe,) CH,OH 355
1-86 H H H H H CH,CH (Me) CH,0H 326
1-87 H H H H H CH,CH,CH,CH,0H 326
1-88 H H H H H CH,CH,CH,CH,CH,0H 340
-89 H H H H H a-46 466
1-90 H H H H H  CH(CH,OH) CH,CH,NHCONHC(H; 460
1-91 H H H H H a—47 452
1-92 H H H H H CH,CH (OH) CH,NHCONHCgH; 446
1-93 H H H H H CH,CH,0CONHMe 355
1-94 H H H H H CH,CH,0CONHC,H; 417
1-95 H H H H H CH,CH,CH,0CONHMe 369
1-96 H H H H H a—48 437
1-97 H H H H H CH,CH,CH,0CONHCGH; 431
1-98 H H H il H CH,CH,CH,CH,O0CONHMe 383
1-99 H H H H H a—49 451
1-100 H H H H H CH,CH,CH,CH,0CONHCH; 445
1-101  H H H H H CH,CH,CH,SH 328
1-102 H H H H H CH,CH,CH,CH,SH 342
1-103 H H H H H CH,CH,SCOCH; 418
1-104 H H H H H CH,CH,CH,SCOMe 370
1-106  H H H H H CH,CH,CH,SCOCH; 432
1-106 H H H H H CH,CH,CH,0Me 326
1-107 H H H H H CH,CH,CH,CH,0Me 340
1-108 H H H H H CH,CH,CH,CH,CH,0Me 354
1-109 H H H H H CH,CH,0COMe 340
1-110 H H H H H CH,CH,CH,0C0Me 354
1-111 H H H H H CH,CH,CH,CH,0COMe 368
1-112 H H H H H CH,CH,0COCH,Me 354
1-113  H H H H H CH,CH,CH,0COCHMe 368
1-114 H H H H H CH,CH,CH,CH,0COCH,Me 382
1-115  H H H H H CH,CH,0COCHMe, 368
1-116 H H H H H CI1,CH,CH,0COCHMe, 382
1-117 H H H H H CH,CH,CH,CH,0COCHMe,, 396
1-118 H H H H H CH,CH,CH,0C0CMe; 396
1-119 H H H H H CH,CH,CH,CH,0COCMes 410
1-120  H H H H H CH,CH,0COCH; 402
1-121  H H H H H CH,CH,CH,0C0CH; 416
1-122  H H H 1I 1 CH,CH,CH,CH,0C0CeH; 430
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1-123 H H H H H CH,CH,0COCH,0H 356
1-124 H H H H H CH,CH,0COCH,NH, 355
1-125 H H H H H CH,CH,0CH,CH,0Me 356
1-126 H H H H H CH,CH,0CII,CIL,0ll 342
1-127 H H H H H CH,CH,CH,0CH,CH,0H 356
1-128 H H H H H CH,CH,CH,CH,0CH,CH,0H 370
1-129 H H H H H CH,CH (CH,OH) NH, 327
1-130  H H H H H CH,CH (CH,0H) NHCOMe 369
1-131 H H H H H a-50 452
1-132 H H H H H CH,CH (CH,0H) NHCONHCHj 446
1-133 H H H H H CH (CH,0H) CH,NH, 327
1-134 H H H I H CH (CH,0H) CH,NHCOMe 369
1-135  H H H H i a—51 452
1-136 H H H H H CH (CH,0H) CH,NHCONHC4Hs 446
1-137 H H H H H CH,CH (OH) CH,NH, 327
1-138 H H H H H CH,CH (OH) CH,NHMe 341
1-139 H H H H H CH,CH (OH) CH,NMe, 355
1-140 H H H H H CH,CH,CH,CH,NH, 325
1-141 H H H H H CH,CH,CH,CH,CH,NH, 339
1-142 H H H H H CH,CH,NHMe 311
1-143 H H H H H CH,CH,CH,CH,NHMe 339
1-144 H H H H H CH,CH,CH,CH,CH,NHMe 353
1-145 H H H H H CH,CH,NMe, 325
1-146 H H H H H CH,CH,CH,NMe, 339
1-147 H H H H H CH,CH,CH,CH,NMe, 353
1-148 H H H H H CH,CH,CH,CH,CH,NMe, 367
1-149 H H H H H CH,CH,NHCH,CH,0H 341
1-160 H H H H H CH,CH,CH,NHCH,CH,0H 355
1-151 H H H H H CH,CH,CH,CH,NHCH,CH,0H 369
1-152  H H H H H CH,CONH, 311
1-153 H i H H H CH,CH,CONH, 325
1-154 H H H H H CH,CH,CH,CONH, 339
1-155 H H H H H CH,CH,NHCOCH,Me 353
1-156 H H H H H CH,CH,NHCOCH,CH,Me 367
1-1567 H H H H H CH,CH,NHCOCHMe, 367
1-158 H H H H H CH,CH,NHCOCMe4 381
1-159 H H H H H CH,CH,NHCOCH,0H 355
1-160 H H H H H CH,CH,NHCOCH,0Me 369
1-161 H H H H 0 CH,CH,NHCOCGH 401
1-162 H H H H H a—52 402
1-163 H H H H H a-53 407
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1-164 H H H H H a-54 391
1-165 H H H H H a~55 403
1-166 H H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 438
1-167 H H H H H CH,CH,NHCOCH,NHCOCHs 458
1-168 H H H H H CH,CH,CH,NHCOMe 353
1-169 H H H H H CH,CH,CH,NHCOCH,Me 367
1-170 H H H H H CH,CH,CH,NHCOCH,CH,Me 381
1-171  H H H H H CH,CH,CH,NHCOCHMe 381
1-172  H H H H H CH,CH,CH,NHCOCMe, 395
1-173 H H H H H CH,CH,CH,CH,NHCOMe 367
1-174 H H H H H CH,CH,CH,CH,NHCOCH,Me 381
1-175 H H H H H  CH,CH,CH,CH,NHCOCH,CH,Me 395
1-176  H H H H H CH,CH,CH,CH,NHCOCHMe,, 395
1-177 H H H H H CH,CH,CH,CH,NHCOCMe 409
1-178 H H H H H CH,CH,N (Me) COMe 353
1-179  H H H H H CH,CH,N (Me) COCgHs 415
1-180 H H H H H CH,CH,CH,N (Me) COMe 367
1-181 H H H H H CH,CH,,CH,N (Me) COC4Hs 429
1-182 H H H H H CH,CH,CH,CH,N (Me) COMe 381
1-183 1 H H H H CH,CH,N (CH,CH,0H) COMe 383
1-184 H H H H H  CH,CH,CH,N(CH,CH,0H)COMe 397
1-185 H H H 1 i CH,CH,N (CH,CN) COMe 378
1-186 H H H H it CH,CH,CH,N (CH,CN) COMe 392
1-187 H H H H H a-56 324
1-188 H H H H H a—b7 323
1-189 H H H H H a—b8 365
1-190 H H H H H a—59 427
1-191 © H H H H a—60 455
1-192 H H H H H a—61 338
1-193 H H H H H a—62 351
1-194 H H H H H a—63 337
1-195 H H H H H CH,CH,NHS0,CeHg 437
1-196 H H H H H CH,CH,NHSO,NMe, 404
1-197 H H H H H CH,CH,N (Me) SO Me 389
1-198 H H H H H CH,CH,N (Me) S0,Cell5 451
1-199 H H H H H CH,CH,N (Me) SO,NMe, 418
1200 H H H H i CH,CH,N (CH,CH,0H) SO,Me 405
1-201  H H H H H CH,CH,CH;NHSO,Me 389
1-202  H H H H H CH,CH,CH,NHS0,CH; 451
1-203 H H H H H CH,CH,CH,NHSO,NMe,, 418
1204 H H H H H CH,CH,CH,N (Me) SO,Me 403
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1-205 H H H H H CH,CH,CH,N (Me) S0,CHs 465
1-206 H H H H H CH,CH,CH,N (Me) SO,NMe, 432
1-207 H H H H H  CH,CH,CH,N (CH,CH,OH)SO.Me 419
1208 H H H H H CH,CH,CH,CH,NHSO,Me 403
1-209 H H H H H CH,CH,CH,CH,NHS0,CeH; 465
1210 H H i H H CH,CH,CH,CH,NHSO,NMe, 432
1211 H H H H H CH,CH,CH,CH,N (Me) SO,Me 417
1-212 H H H H H  CH,CH,CH,CH,N (Me) SO,CeHs 479
1-213 H H H H H  CH,CH,CH,CH,N (Me) SO,NMe, 446
1214 H H H H H  CHyCH,CH,CHN (CH,CH,0H) SOMe 433
1-215 H H H H H a—64 401
1-216 H H H H H a—65 365
1-217 H H H H H a—66 429
1-218 H H H H H a—67 379
1-219 H H H H il CH,CH,NHCONHMe 354
1220 H H H H H CH,CH,NHCONHCH,Me 368
1221 H H H H H CH,CH,NHCONHCH,CH,Me 382
1-222 H H H H H CH,CH,NHCONHCHMe, 382
1-223 H H H H H CH,CH,NHCONHCMe, 396
1-224 H H H H H a—68 408
1-225 H H H H H a-69 422
1-226 H H H H H a-70 436
1-227 H H H H H a-71 450
1-228 H H H H H a-72 474
1-229 H H H H H CH,CH,NHCONHC,H5 416
1-230  H H H H H a-T73 446
1-231 H H H H H a-74 432
1-232 H H H H H a-75 431
1-233 H H H H H a-76 459
1-234 H H H H H a-77 466
1-235 H H H H H a-78 466
1-236 H i i H H a-79 441
1-237 H H il il H a-80 445
1-238 H H H H 0 a-81 450
1-239 H H H H H CH,CH,NHCONHCOCH; 444
1-240 H H H H H CH,CH,NHCONHS0,C¢Hg 480
1-241 H H H H H a-82 358
1-242 H H H H H a—-83 358
1-243 H H H H I a—84 473
1-244 H H H H H a—85 460
1-245 H H H H H a-86 472




WO 2006/057270 238 PCT/JP2005/021522

1-246 H H H H H a-87 422
1-247  H H H H H  CH,CH,NHCONHCMe,CH,CMe, 452
1-248 H H H H H a-88 435
1-249  H H H H H CH,CHoN (Me) CONHC4H; 430
1-250 H H H H H  CH,CHN(Me)CON(Me)Cil; 444
1-251 H H H H H CH,CH,NHCONHCH,CH,0H 384
1-252  H H H H H  CHyCH,NHCONHCH,CH,OMe 308
1-253  H H i H H  CH,CH,NHCONHCH,CH,NMe, 411
1-254 H H H H H  CH,CH,NHCON (Me)CH,CH,0H 398
1-255 N H H H H  CH,CH,NHCON(CH,CH,OH), 428
1-256 H H H H H a-89 409
1-257 H H H H H CH,CH,NHCONMe, 368
1-258 H H H I i CH,CH,CH,NHCONHMe 368
1-259  H H H H H CH,CH,CH,NHCONHCH,Me 382
1-260 H H H H H  CHCHCHNHCONHCH,CHMe 396
1-261  H H H H H CH,CH,CH,NHCONHCHMe, 396
1-262 H H H H H CH,CH,CH,NHCONHCMe, 410
1-263 N H H H H a-90 422
1-264 H H H H H a-91 436
1-265 H H H H H a-92 450
1-266 H H H H H a-93 464
1-267 H H H H H a-94 488
1-268 H H H H H CH,CH,CH,NHCONHCHs 430
1-269 H H H H H a-95 460
1-270 H H H H H a-96 446
1-271 H H H H H a-97 445
1-272  H H H H H a-98 473
1-273 W H H H H a-99 480
1-274 H H H H H a-100 480
1-275 H H H H H a-101 455
1-276  H H H H H a-102 459
1-277  H H H H H a-103 464
1-278 H i i il H CH,CH,CH,NHCONHCOC,H; 458
1-279 H H H H H a-104 506
1-280 H H H H H a-105 506
1-281 H H H H H a-106 487
1-282 H H H H H a-107 474
1-283 H H H H H a-108 486
1-284 H H H H H a-109 436
1-285 W H H H H  CHCH,CHNHCONHCMe,CHyCMe, 466
1-286 W H H H H a-110 449
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1-287 W H H H H  CHyCH,CH,N (Me) CONHCH; 444
1-288 H H H H H  CH,CH,CH,N(Me) CON(Me)Cgll; 458
1-289 H H H H H  CH,CH,CH,NHCONHCH,CH,OMe 412
1-290 H H H H H  CH,CH,CH,NHCONHCH,CH,NMe, 425
1-291 H H H H H  CHCH,CH,NHCON (Me) CH,CH,0H 412
1292 H H i H H  CH,CH,CH,NHCON (CH,CH,0H), 442
1-203 H H H H H a-111 423
1-294 H H H H H CH,CH,CH,NHCONMe, 382
1-295 H H H H H CH,CH,NHCSNHCH, Me 384
1-296 H H H H H CH,CH,NHCSNHCH,CH,Me 398
1-297 H H il H H CH,CH,NHCSNHCHMe, 398
1-208 H H H i H CH,CH,NHCSNHCMe, 412
1-299 H H H H H a-112 358
1-300 H H H H H  CHyCH,NHCSNHCH,CH,0Me 414
1-301 H H H H H  CH,CH,NHCSNHCH,CH,NMe, 427
1-302  H H H H H  CH,CH,NHCSN (Me) CILCH,OH 414
1-303 W H H H H  CH,CH,NHCSN (CH,CH,0H) , 444
1-304 H H H H H a-113 425
1-305  H H H H H CH,CH,NHCSNMe, 384
1-306 H H H H H CH,CH,NHCOOMe 355
1-307 H H H H i CH,CH,NHCOOCH,Me 369
1-308 H H H H H CH,CH,NHCOOCH,CH,Me 383
1-309  § H H i H CH,CH,NHCOOCHMe,, 383
1-310  H H H H H a-114 423
1-311 H i 1 i H CH,CH,NHCOOCH, 417
1-312  H H H H i CH,CH,NHCOOCH,CH,0H 385
1-313 N H H H H CH,CH,NHCOOCH,CI,0Me 399
1-314 H H H H H a-115 378
1-315 H H H H H a-116 378
1-316 H i H H H a-117 365
1-317  H H H H i a-118 379
1-318 N H H H H a-119 354
1-319 H H H H H a-120 379
1-320 H 1 i H H COCH; 358
1-321 cCl i H H H H 288
1-322  Br H H H H H 332
1-323  OH H H H H H 270
1-324  Me H H H H H 268
1-325 CH=CH, H H H H H 280
1-326 C=cCHs H H H H H 354
1-327 OMe H H H H H 284
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1-328 NH, H H H H H 269
1-329 NHMc H H H H H 283
1-330 MMe, H H H H H 297
1-331 NHCgH; H H H H H 345
1-332  OH H H H H Me 284
1-333  OH i H H H a-1 352
1-334 OH H H H H a-2 390
1-335  OH H H H H Cell; 346
1-336  OH H H H H CH,COOH 328
1-337 OH H H H H CH,CH,COOH 342
1-338  OH H H H H CH,CN 309
1-339  OH H H H H CH,CH,CN 323
1-340 OH H H H H CH,CH,0H 314
1-341 OH H H H H CH(CH,0H) , 344
1-342  OH H H H H a-3 368
1-343  OH H H H H CH,CH,0Me 328
1-344  OH H H H H CH,CH,0COCMes 398
1-345 OH H H H H CH,CH,SCOMe 372
1-346  OH H H H H CH,CH,SH 330
1-347 OH H H H H CH,CH,NH, 313
1-348 OH H H H H CH,CH,CH,NH, 327
1-349  OH H H H H CH,CH,CH,NHMe 341
1-350  OH H H H H CH (CH,NHCOMe) , 426
1-351 OH H H H H CH(CH,NH,) 5 342
1-352  OH H H H H CH,CH,NHCOMe 355
1-353  OH H H it H a—4 368
1-354 OH H H H H CH,CH,NHCOCH;NHCOMe 412
1-355  OH H H H H CH,CH,NHCOCH,NMe, 398
1-356  OH H H H H CH,CH,NHSO,Me 391
1-357  OH H H H H a-b 367
1-358  OH H H H H a6 409
1-359  OH H H H H  CH,CH,CH,NHCONHCH,CH,OH 414
1-360 OH H H H H CH,CH,CH,NHCONHBn 460
1-361  OH H H H H CH,CHNHCSNHCH,CH,0H 416
1-362  OH H H H H CH,CH,NHCSNHCGH 448
1-363  OH H H H H CH,CH,NHCOOCH,CH,NMe, 428
1-364 OH H H H H a7 425
1-365 OH H H H H a8 312
1-366  OH H H H H a-9 367
1-367  OH H H H H COMe 312
1-368  OH H H H H a—10 324
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1-369 OH N H H H a-11 338
1-370 OH H H H H a-12 352
1-371 O  H H H H Bn 360
1-372 O H H H H a-13 394
1-373 OH H H H H a-14 376
1-374 OH H H H H a-15 420
1-375 o H H H H a-16 434
1-376 OH H H H H a-17 450
1-377 OH H H H H a-18 427
1-378 OH H H i H a-19 445
1-379 O  H H H H a-20 436
1-380 OH H H H H a-21 375
1-381 OH H H H H a-22 389
1-382 OH H H H H a-23 403
1-383 OH H H H H a-24 419
1-384 OH H H H H a-25 433
1-385 OH H H H H a-26 463
1-386 o0 H H H H a-27 417
1-387 OH  H I H I a-28 453
1-388 OH N H H H a-29 162
1-389 OH H H H H a-30 404
1-390 OH H H H H a-31 420
1-391 OH H H H H a-32 390
1-392 OH H H H H a-33 390
1-393 OH H H H H a-34 420
1-394 OH H H H H a-35 420
1-395 OH H H H H a-36 450
1-396 OH  H H H H a-37 450
1-397 OH H H H H a-38 348
1-398 OH W H H H a~39 350
1-399 OH H H H H a-40 366
1-400 OH H H H H a—41 418
1-401 OH H H H H a-42 405
1-402 OH H H H H a—43 361
1-403 O H H H H a—44 347
1-404 OH H H H i a-45 362
1-405 OH H H H H CH,CH,CH,COOH 356
1-406 o H H H H CH,CH,CH,CH,COOH 370
1-407 OH H H H H CH,CH,CH,CN 337
1-408 OH H H H H CH,CH,CH,CH,CN 351
1-409 OH H H H H CH,CH (Me) OH 328
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1-410  OH H H 0 H CH (Me) CH,0H 328
1-411  OH H H H H CH,CH,CH,0H 328
1-412  OH H H H H CH,CH (OH) CH,0H 344
1-413  OH H H H H CH,CH (NH,) CH,0H 343
1-414 OH H H H H CH,CH (NHMe) CH,0H 357
1-415  OH H H H H CH,CH (NMe,) CH,0H 371
1-416  OH H H H H CH,CH (Me) CH,0H 342
1-417 OH H H H H CH,CH,CH,CH,0H 342
1-418 OH H H H H CH,CH,CH,CH,CH,0H 356
1-419  OH H H H H a—46 482
1-420 OH H H H H  CH(CH,OH) CH,CH,NHCONHC,H; 476
1-421  OH H H H H a—47 468
1-422  oH I H H H CH,CH (OH) CH,NHCONHC¢H; 462
1-423  OH H H H H CH,CH,0CONHMe 371
1-424 OH H H H H CH,CH,0CONHC;H; 433
1-425 OH H H H H CH,CH,CH,0CONHMe 385
1-426  OH H H H H a—48 453
1-427 OH H H H H CH,CH,CH,0CONHCH 447
1-428 OH H H H H CH,CH,CH,CH,0CONHMe 399
1-429 OH H H H H a—-49 467
1-430  OH H H H H CH,CH,CH,CH,0CONHCH; 461
1-431 OH H H H H CH,CH,CH,SH 344
1-432 OH H H H H CH,CH,CH,CH,SH 358
1-433  OH H H H H CH,CH,SCOCH; 434
1-434 OH H H H H CH,CH,CH,SCOMe 386
1-435  OH H H H H CH,CH,CH,SCOCgH; 448
1-436  OH H H H H CH,CH,CH,0Me 342
1-437 OH H H H H CH,CH,CH,CH,0Me 356
1-438 OH H H H H CH,CH,CH,CH,CH,0Me 370
1-439  OH n H H H CH,CH,0COMe 356
1-440  OH H H H H CH,CH,CH,0C0Me 370
1-441 OH H H H H CH,CH,CH,CH,0C0Me 384
1-442  OH H H H H CH,CH,0COCH Me 370
1-443  OH H H H H CH,CH,CH,0COCH Me 384
1-444 OH H H H H CH,CH,CH,CH,0COCH,Me 398
1-445 OH H H H H CH,CH,0COCHMe, 384
1-446  OH H H H H CH,CH,CH,0COCHMe,, 398
1-447 OH i H H H CH,CH,CH,CH,0COCHMe, 412
1-448 OH H H H H CH,CH,CH,0C0CMe; 412
1-449  OH H H H H CH,CH,CH,CH,0C0CMe,4 426
1-450  OH H H H H CH,CH,0COCH; 418
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1-451  OH H H H H CH,CH,CH,0C0C,H; 432
1-452  OH H H H H CH,CH,CH,CH,0C0CgH; 446
1-453  OH H H H H CH,CH,0COCH,0H 372
1-454  OH H H H H CH,CH,0COCH,NH, 371
1-455  OH H H H H CH,CH,0CH,CH,0Me 372
1-456  OH H H H H CH,CH,0CH,CH,0H 358
1-457  OH H H H H CH,CH,CH,0CH,CH,0H 372
1-458  OH H H H H CH,CH,CH,CH,0CH,CH,OH 386
1-459  OH H H H H CH,CH (CH,0H) NH, 343
1-460  OH H H H H CH,CH (CH,0H) NHCOMe 385
1-461  OH H H H H a-50 468
1-462  OH H H H H CH,CH (CH,0H) NHCONHC4H;, 462
1-463  OH H H H H CH (CH,0H) CH,NH, 343
1-464  OH H H H H CH (CH,0H) CH,NHCOMe 385
1-465  OH H H H H a—51 468
1-466  OH H H H H CH (CH,0H) CH,NHCONHC,H; 462
1-467  OH H H H H CH,CH (OH) CH,NH, 343
1-468  OH H H H H CH,CH (OH) CH,NHMe 357
1-469  OH H H H H CH,CH (OH) CH,NMe, 371
1-470  OH H H H H CH,CH,CH,CH,NH, 341
1-471  OH H H H H CH,CH,CH,CH,CH,NH, 355
1-472  OH H H H H CH,CH,NHMe 327
1-473  OH H H H H CH,CH,CH,CH,NHMe 355
1-474  OH H H H H CH,CH,CH,CH,CH,NHMe 369
1-475  OH H H H H CH,CH,NMe, 341
1-176  OH H H H H CH,CH,CH,NMe, 355
1-477  OH H H H H CH,CH,CH,CH,NMe, 369
1-478  OH H H H H CH,CH,CH,CH,CH,NMe, 383
1-479  OH H H H H CH,CH,NHCH,CH,0H 357
1-480  OH H H H H CH,,CH,CH,NHCH,CH,OH 371
1-481  OH H H H H CH,CH,CH,CH,NHCH,CH,0H 385
1-482  OH H H H H CH,CONH, 327
1-483  OH H H H H CH,CH,CONH, 341
1-484  OH H H H H CH,CH,CH,CONH, 355
1-485  OH H H H H CH,CH,NHCOCH,Me 369
1-486  OH H H H H CH,CH,NHCOCH,CH,Me 383
1-487  OH H H H H CH,CH,NHCOCHMe, 383
1-488  OH H H H H CH,CH,NHCOCMe, 397
1-489  OH H H H H CH,CH,NHCOCH,0H 371
1-490  OH H H H H CH,CH,NHCOCH,0Me 385
1-491  OH H H H H CH,CH,NHCOCH; 417
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1-492  OH H H H H a—52 418
1-493 OH H H H H a-53 423
1-494  OH H H H H a-54 407
1-495  OH H H H H a-55 419
1-496  OH H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 454
1-497  OH H H H H CH,CH,NHCOCH,NHCOCHs 474
1-498  OH H H H H CH,CH,CH,NHCOMe 369
1-499  OH H H H H CH,CH,CH,NHCOCH,Me 383
1-500  OH H H H H CH,CH,CH,NHCOCH,CH,Me 397
1-501  OH H H H H CH,CH,CH,NHCOCHMe, 397
1-502  OH H H H H CH,CH,CH,NHCOCMe, 411
1-503  OH H H H H CH,CH,CH,CH,NHCOMe 383
1-504 OH H H H H CH,CH,CH,CH,NHCOCH,Me 397
1-505  OH H H H H  CH,CH,CH,CH,NHCOCH,CH,Me 411
1-506  OH H H H H CH,CH,CH,CH,NHCOCHMe,, 411
1-507 OH H H H H CH,CH,CH,CH,NHCOCMey 425
1-508  OH H H H H CH,CH,N (Me) COMe 369
1-509  OH H H H H CH,CH,N (Me) COCgH, 431
1-510  OH H H H H CH,CH,CH,N (Me) COMe 383
1-511 OH H H H H CH,CH,CH,N (Me) COC4l; 445
1-512 OH H H H H CH,CH,CH,CH,N (Me) COMe 397
1-513  OH H H H H CH,CH,N (CH,CH,OH) COMe 399
1-514  OH H H H H  CH,CH,CH,N (CH,CH,OH)COMe 413
1-515  OH H H H H CH,CH,N (CH,CN) COMe 394
1-516  OH H H H H CH,CH,CH,N (CH,CN) COMe 408
1-517 OH H H H H a—56 340
1-518 OH H H H H a—b57 339
1-519 Ol H H H H a-58 381
1-520  OH H H H H a—-59 443
1-521 OH H H H H a~-60 471
1-522 OH H i H H a—61 354
1-523  OH H H H H a—62 367
1-524 OH H H H H a—63 353
1-525 OH H H H H CH,CH,NHS0,C¢H, 453
1-526 OH H H H H CH,CH,NHSO,NMe, 420
1-527  OH H H H H CH,CH;N (Me) SOMe 405
1-528 OH H H H H CH,CH,N (Me) SO,CHs 467
1-529 OH i H H H CH,CH,N (Me) SO,NMe, 434
1-530 OH H H H H CH,CH,N (CH,CH,0H) SOMe 421
1-531 OH H H H H CH,CH,CH,NHSO,Me 405
1-532 OH H H H H CH,CH,CH,NHS0,CeHs 467
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1-533 OH H H I H CH,CH,CH,NHSO,NMe,, 434
1-534  OH H i H H CH,CH,CH,N (Me) SOMe 419
1-535 OH H H H H CH,CH,CHoN (Me) SO,CeHs 481
1-536  OH H H H H CH,CH,CH,N (Me) SO,NMe, 448
1-537 OH H H H H  CH,CH,CH,N(CH,CH,OH) SO,Me 435
1-538 OH H H H H CH,CH,CH,CH,NHSO-Me 419
1-539  OH H H H H CH,CH,CH,CH,NHS 0,CeH 481
1-540  OH H H H H CH,CH,CH,CH,NHSO,N¥e, 448
1-541  OH H H H H CH,CH,CH,CH,N (Me) SO Me 433
1-542  OH H H H H  CH,CH,CH,CH,N (Me) S0,CeH5 495
1-543  OH H H H H  CHCH;CH,CHyN(Me) SO,NMe, 462
1-544  OH H H H H  CH,CH,CH,CHN (CH,CH,OH) SOMe 449
1-545  OH H H H H a—64 417
1-546  OH H H 0 i a—65 381
1-547 OH H H H 0 a-66 445
1-548  oH H H H H a—67 395
1-549  OH H H H H CH,CH,NHCONHMe 370
1-550  OH n H i H CH,CH,NHCONHCH Me 384
1-551  OH H H H H CH,CH,NHCONHCH,CH,Me 398
1-552  OH H H H H CH,CH,NHCONHCHMe 398
1-553  OH H H H H CH,CH,NHCONHCMey 412
1-554  OH H H H H a—68 424
1-555  OH H H H H a—69 438
1-556  OH H H H H a=70 452
1-557  OH H H H H a-71 466
1-558  OH H H H H a-72 490
1-559  OH H H H H CH,CH,NHCONHCH; 432
1-560  OH H H H H a-73 462
1-561  OH 0 H I H a-T4 448
1-562  OH i H H H a-75 447
1-563  OH H H q i a-76 475
1-564 OH H H H H a-77 482
1-565  OH H H H H a~78 482
1-566  OH H H H H a-79 457
1-567  OH H H H H a-80 461
1-568  OH H H H H a-81 466
1-569  OH H H H H CH,CH,NHCONHCOCH; 460
1-570  OH H H H H CH,CH,NHCONHS 05CgHg 496
1-571  OH H H H H a—82 374
1-572  OH H H H H a-83 374
1-573  OH H H H H a—84 489
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1-574 OH H H H H a-85 476
1-575 OH H H H H a-86 488
1-576  OH W H H H a-87 438
1-577 OH H H H H  CH,CHNHCONHCMe,CH,CMe; 468
1-578 OH H H H H a-88 451
1-579 OH H H H H CH,CH,N (Me) CONHC,H, 446
1-580 OH H H H H  CHCH,N(Me)CON(Me)CeHy 460
1-581 OH H H H H CH,CH,NHCONHCH,CH,0H 400
1-582 OH H H H H  CH,CH,NHCONHCH,CH,OMe 414
1-583 OH H H H H  CH,CH,NHCONHCH,CH,NMe, 427
1-584 OH H H H H  CH,CH,NHCON (Me)CH,CH,0H 414
1-585 OH H H H H  CHyCH,NHCON (CH,CH,0H), 444
1-586 OH H H H H a-89 425
1-587  OH H H H H CH,CH,NHCONMe,, 384
1-588 OH H H H i CH,CH,CH;NHCONHMe 384
1-589  OH H H H H CH,CH,CH,NHCONHCH,Me 398
1-590 OH H H H H  CHCH,CH,NHCONHCH,CHMe 412
1-591  OH H H H H CH,CH,CH,NHCONHCHMe 412
1-592 O N H H 3 CH,CH,CH,NHCONHCMe 426
1-593 OH H H H H 2-90 438
1594 O H H H H a-91 452
1-595 OH H H H H a-92 466
1-596 OH H H H H a-93 480
1-597 O H H H H a-94 504
1-598 OH H H H H CH,CH,CH,NHCONHCH; 446
1-599 OH H H H H a-95 476
1-600 OH H H H H 296 462
1-601 OH H H H H a-97 461
1-602  OH H H H H a-98 489
1-603  OH H H H H a-99 496
1-604 OH H H H H a-100 496
1-605 OH H H H H a-101 471
1-606 OH H H H H a-102 475
1-607 OH H H H H a-103 480
1-608 OH H H H i CH,CH,CH,NHCONHCOC,H; 474
1-609 OH H H H H a-104 522
1-610  OH H H H H a-105 522
1-611  OH H H H H a-106 503
1-612  oH H i H H a-107 490
1-613  OH H H H H a-108 502
1-614  OH H H H i a-109 452
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1-615  OH H H H H  CHCH,CH,NHCONHCMe,CH,CMe; 482
1-616 oM H H H i a-110 465
1-617 o H H i H  CHyCH,CH,N (Me) CONHC,H, 460
1-618 OH H H i H  CHCH,CHN (Me) CON(Me) CoHy 474
1-619 OH H H H H  CHyCH,CH,NHCONHCH,CH,0Me 428
1-620 OH H H H H  CH,CH,CH,NHCONHCH,CH,NMe, 441
1-621  OH H H H H  CH,CH,CH,NHCON (Me) CH,CH,0H 428
1-622  OH H H H H  CHyCH,CH,NHCON (CH,CH,0H), 458
1-623 O H H H H a-111 439
1-624  OH H H H H CH,CH,CH,NHCONMe, 398
1-625  OH H H H H CH,CH,NHCSNHCHMe 400
1-626  OH H H H H CH,CH,NHCSNHCH,CH,Me 414
1-627  OH H H H H CH,CH,NHCSNHCHMe, 414
1-628  OH H H H H CH,CH,NHCSNHCMe, 428
1-629  OH H H H H 2-112 374
1-630  OH H H H H CH,CH,NHCSNHCH,CH,0Me 430
1-631  OH H H H H  CH,CH,NHCSNHCH,CH,NVe, 443
1-632  OH i H H H  CH,CH,NHCSN(Me) CH,CH,0H 430
1-633  OH H H H H  CH,CH,NHCSN (CH,CH,0H), 460
1-634  OH H H H H a-113 441
1-635  OH H H H i CH,CH,NHCSNMe,, 400
1-636  OH H H H i CH,CH,NHCOOMe 371
1-637  oH H H H H CH,CH,NHCOOCH, Me 385
1-638  OH H H H H CH,CH,NHCOOCH,CH,Me 399
1-639  OH H H H H CH,CH,NHCOOCHMe, 399
1-640  OH B H H H a-114 439
1-641  OH H il H H CH,CH,NHCOOC 5 433
1-642  oH i H H i CH,CH,NHCOOCH,CH,0H 401
1-643  OH i il H H CH,CH,NHCOOCH,CH,0Me 415
1-644  OH H H H H a-115 391
1-645  OH H H i H a-116 394
1-646  OH H H H H a-117 381
1-647  OH H H H H a-118 395
1-648  OH H H H H a-119 370
1-649  OH H H H H a-120 395
1-650  OH H H H H COCH; 374
1-651 H c1 H H H H 288
1-652  H Br H H H H 332
1-653 H OH H H H H 270
1-654 H Me H H H H 268
1-655 H CH=CH, H H H H 280
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1-656 H c=cclls O H H H 354
1-657 H OMe H H H H 284
1-658 H NH, H H H H 269
1-659 H NHMe H H H H 283
1-660 H  NMe; H H H H 297
1-661 H NHCH; H H H H 345
1-662 H H cl H H H 288
1-663 H H Br H H H 332
1-664 H H oH H H H 270
1-665 H H Me H H H 268
1-666 H H CH=CH, H H H 280
1-667 H H o=cclls H H H 354
1-668 H H OMe H H H 284
1-669 H H NH, H H H 269
1-670 H H NHMe H H H 283
1-671 H H NMe, H H H 297
1-672 H H NHCH; H H H 345
1-673 H H H cl H H 288
1-674 H H H Br H H 332
1-675 H H H OH H H 270
1-676 H H H Me H H 268
1-677 H H H CH=CH, H H 280
1-678 H H H c=cc; H H 354
1-679 H H H OMe H H 284
1-680 H H H NH, H H 269
1-681 H H H NiMe H H 283
1-682 H H H NMe, H H 297
1-683 H H H NHCH; H H 345
1-684 H H H H cl H 288
1-685 H H H H Br H 332
1-686 H H H H OH H 270
1-687 H H H H Me H 268
1-688 H H H H CH=CH, H 280
1-689 H H H H  C=CCeH, H 3b4
1-690 H H H H OMe H 284
1-691 H H H H NH, H 269
1-692 H H H H  NHMe H 283
1-693 H H H H NMe, H 297
1-694 H H H H  NHCeHs H 345

[0366] F1FOAYIEBITEEa— 1~a— 144D8EER LLFICR T (F22 WL TIZBWT
FETHD),
[fk48]
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[0367] EMEFI2—1:4— (2, 3—YkFu—1, 5—V7FT7xFLr—1—AM)ERYDw

TRA
4—(2, 3—VeRu—1, 5—V7H 7= L —1—AW) YTy —1— IR
B tert— 7 FNAxAT )L (FRA23)

FHaBI1 — 1O TRATRELES— T/ —4—E=AVF 00 (FREELD & t
ert—7FN 4—FFY —1-EXVDUANARFUL—NT ARy FHEE) & v
T, EfEF1— 10 LEB, R OCICR# LI F IR Gt e ma i,
MS (m, z) : 354 (MH+)
TH&B
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[0368]

4—(2, 3—VERu—1, 5— V7 ¥ 7= FLr—1—A)ERYT

FEROTERATESLZ4— (2, 3—VkFu—1, 5—Y7¥FT7xFLr—1—AV
BRIy —1—INVRAE tert— T F N RT )V (FEE23) & VT, Ehafl
1—1OTEDICERHE LI TR GER LAY 2 EBEE LT,
IH—NMR(DMSO—d6) § (ppm):1. 85—1. 91(2H, m), 2. 03—2. 12(2H,
m), 3. 05—3. 20(2H, m), 3. 21—3. 27(2H, m), 3. 37—3. 42(4H, m), 4
. 24—4. 34(1H, m), 7. 45(1H, d, J=8. 1Hz), 7. 66(1H, d, J=8. 1Hz),
7. 78(1H, t, J=8. 1Hz), 8. 35(1H, s), 9. 05(1H, brs), 9. 51 (1H, s)

MS (m, z) : 254 (MH+)
FfE%|2—2~2—320

Fhif2—2~2— 3200t MiL, Fhapl2— 1 THRBL4A— (2, 3—Ykekr—
1, 5=V THT7F Ly —1—AN) BRIV ERWT, Ehafll—2~1—320iZ
FLE L7 BRI T T,
EhEFI2—321:6 —r7nu—1— (E_YPv —4—A)V) —2, 3—YeRu—1H—1,
5—VT7H7FLyv
TRA
4—(6—7uu—2, 3—YVeku—1, 5—V7F7=FLr—1—AW) v —1
— VKRR tert— T F VATV (FEA24)

EhfF1 — 321D TERDTHRELZS— T3/ —1—7aa—4—E=)LAY% /) (
HREARS) & FV T, SEMERI1 — 32 LIZFE#k L 72 IR HEL CTRE R L A & 8 T,
MS (m,z) : 388 (MH+)

T/#B
6—7un—1— (BYPr—4—A)V)—2, 3—YeFe—1H—-1, 5—Y 77
Ly

FEROTHRATEBLE4A— (6—27un—2, 3—VkRu—1, 5— Y 7HF7=F L
V=1 AMERITY —1—INVHRE tert— T F N AT )V (FEK24) %
WT, SR — 10 TRDICRER U7 F IR HEC T L A A e L LU TR

o



WO 2006/057270 255 PCT/JP2005/021522

[0369]

[0370]

MS (m,z) : 288 (MH+)
2 —322

EHaB12— 3220 LAk, EhiFl1—3220/LAHERBRICL TR,
HEhipl2—323

EHaI2 — 323D AW, EHMiF1—323D/LAMERBEIZL THET-,
Ehaf2—324~2—331

2 —324~2—331DILEMIL, EhEHI2— 321D TRATEEL4— (6
—sun—2, 3—YkRue—1, 5— V77— 11—V -1
R tert— T FNZRT )V (FREIR24) Z AV, a1 —324~1—331I
L L7 FIRICHEC T,

L2 —332~2—650

Fhipl2—332~2—650DLAMIL, EiiFl2—321 THRHLIZ6 —r/ma—1—
(B_RYDv—4—A)V) —2, 3—VeRu—1H—1, 5—7¥F 7= XidHEkE
#12—323 TWAL/Z6 —ERaF L —1— (XYY —4—A)V) —2, 3—VkRur—
IH—1, 5= Y77 F L2 WT, Fafl1—2~1—3201ZFi LI T IEIC
LB,

Efi2—651:4—7aa—1— (E_YPr —4—A)) —2, 3—VeRr—1H—1,
5—VTH7=FLv

TRA

4—@4—7un—2, 3—YeFu—1, 5—Y7HF7oFLr—1—A )RV —1
—ANVKRUTR tert— 7 F NV ATV (HREIA25)

Ehafl1 — 321D TRCTE&ALZ3—ua—5—=fa—4—E =A% U (
HRART) Z2 VT, Ehif1 — 3210 TRD~FIZGsL - FIEIZHEL T=ba ko
BT, BT NVF UL, B EEATHIZ LI IR b A a7,

MS (m,z) : 388 (MH+)
T#B
4—7uu—1— &Y —4—A)V)—2, 3—VeRka—1H—1, 5—I7HF7=F

|7V
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[0371]

FROTHRCTHRAL4— (A—run—2, 3—YkRu—1, 5—Y7 7L
—1—AMW) R —1—INVARUE tert— T FNTRT )L (F[A25) 2
T, EHaF1 — 1O TEDICERBMUI TR HEL TR LA M EEIBE LU TR,
MS (m, z) : 288 (MH+)

Ehipl2—652

EHipI2— 652D AW, EHef2 — 651U = HFIEITHEL TR,
FHapl2—653

Fhin2—653DL-AMIT. EHEFI1— 323D AN, XIIBHEICHEL THETZ,
FEhEfl2—654~2—661

FfEf2—654~2—661D/LAMIT, 4— (4—rva—2, 3—YkRu—1, 5—
VT T2 F L — 1AM RV — 1= IRV tert— T F VAT NVE
FAWT, FEhafl1—324~1— 33 LG L 7= FIEICHEL THTZ,

Ehipl2—662

Fhif2—662D/E WL, TilDFEMERFI2—663ITFeML - FIEICHEL TH-
EfiB2—663: 77T —1— (B —4—A)V) —2, 3—VeFu—1H—-1
, b=V T Y7L
TRA
4— (7T—7uE—2, 3—VeFua—1, 5— V771 —1—A )RV —
1—ANVERAR tert—T F N AT )V (FIHE26)  4— (8—T1E—2, 3—VER
u—1, 5—V7¥I7x2F L —1—A) RV —1—H)VRUR tert— 7 F )b
TRT NV (T EE27)

EEFI2— 1O TRATEELZ4— (2, 3—VkFu—1, 5— Y7 ¥ 7oL —1
—AWVERYDY — 1 —=TVRE tert— 7 F VAT )V (HEA24) 2V C,
EHiF1— 663D TIRAICFER LU FEICHEL CH R LAY RS-,

MS (m,z) :432(MH+)
TB
7T—7uE—1— (U —4—()NV)—2, 3—VkFu—1H—1, 5—Y7 7=
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[0372]

FLv

FROTRATEELZ4A— (7T—TuE—2, 3—VkRu—1, 5—Y7H¥F7=F1
V1= AMERYVY —1—IVRE tert— 7 F N AT )L (FEA26) %
W, E M1 — 10 TREDICFRIM LIRS HEC TR LA A EmBIE L LR
MS (m, z) : 332 (MH+)
EHifl2—664~2—672

Fhipl2—664~2—6720/LAML, FHiBI2—663D TRATIELIZ4— (7
—7uE—2, 3—VeRu—1, 57T F L 1A R —1—F
NWARVEE tert— T F NIRRT NVEWT, FhEf1 —323~1—33LZiE#L= 5
HICHEL TR,
EHif2—673

Fhif2—673D/AEWIT. TiiDFEMERFI2—67AUTFEHM LT FIEITHEL TR
EEFI2—674:8— T T —1— (WP —4—A)V) —2, 3—VeRu—1H—1
, b=V T T =L

Efaf2— 663D TRATHEL-4— (8— 7 uE—2, 3—VkRu—1, 57
PFI7xzF Ly —1—A) YV —1—IVRUE tert— 7 F /LT ZT7)L (HIE]
R27) B AWT, Fiaf1— 10 TRDICFEHE L2 HFIECEC TR & & hg
BWELTHE,
MS (m, z) : 332 (MH+)
EHifl2—675~2—683

FhifF2—675~2—683DILAEMIL, EhEHI2— 663D TFRATHIEL4— (8
—7uE—2, 3-VeRu—1, 577 F L 1A —1—F
NRVEE tert— 7 F N AT VAT, Ehafll —323~1—33 LML H
IR TR,
K2 —684% 2—685

Fhif2—684, K U2—685DbAMIL. T EFI2—691D/LEMEA
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[0373]

MDY TV —SandmeyerZ)its (Fl 21X, Denny, William. , et al, J. Med. C
hem. , 2002, 740;Kulka, J. Am. Chem. Soc. , 75, 3597(1953)28) %%
EIBT,
EHEfF2—686~2—690

Fhif2—686~2—690DLA ML, FMERI2— 685 THRfFLIZ4— (9— T 1E
—2, 3—VkRu—1, 5—V7HFT7x2FLr—1—A) RV — 1 — VR R
tert— 7 FNT AT VAW T, FhEf]1 —323~1— 327 TG HFIEIZEL T
7z,
FEhEFI2—691:9—T7I/—1— (VP —4—A)V) —2, 3—YeRu—1H—1,
5—VTHT7=FLv
THRA
4—(9—73/—-2,3—YeRu—1, 5—VT7HF7=F L —1—AN) YV —1
— IRV tert— 7 F )V RT )L (HEA28)

Fhaf2— 663D TRATHHELIZA— (7T—T72E—2, 3—VkRr—1, 57
PITzF Ly —1—A) YV —1—IVRU R tert— 7 F /L ZT7 )L (HIE]
1£26) & T, 28D 3CHR (B 21X, Kucznierz, R. , Dickhaut, J, Leinert, H
., Von Der Saal, W., Synth. Commun. , 29, 1617(1999) ;Ping Chen
, Bioorganic & Medicinal Chemistry Letters, 13, 1345(2003)72&) %
ZZIZLT, =hfL (967) | 3BT (TRED R R T—KE I T Lo =rafk—73
) BATHZ LI LR B a7,
MS (m, z) : 369 (MH+)
T#B
9—73/—1— (P —4—A)V) -2, 3—YeRu—1H—1, 5—I 7% 7=
Ly

LEROTEATESLZ4—(9—T3/—2, 3—Vkku—1, 5—V7¥ 7)1
—1—AMNERYD —1—HVRV R tert— 7 F VT RT )V (FREHAR28) Z v
T, a1 — 1O TERDICER LI FEICHET GER b A EEmE L L TR,
MS (m,z) :269 (MH+)
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EEFI2—692~2—694

Fhif2—692~2—694DLA ML, FEhERFI2— 685 THSLIZ4— (9—T 1 E
—2, 3—VkFua—1, 57T F Ly —1—AN)ERYD — 1 — VR
tert— 7 F NV AT NEFAWT, a1 —329~1—33LTFe#k L7z FIEICHEC T
B,

[0374] [F2]



WO 2006/057270 260 PCT/JP2005/021522

Exp.No. R R’ R® R’ R® A" Mass (MH)
2-1 H H H H H H 254
2-2 H H H H H Me 268
2-3 H H H H H a-1 336
2-4 H H H H H a—2 374
2-5 H H H H H CeHs 330
2-6 H H H H H CH,COOH 312
2-7 H H H H H CH,CH,CO0H 326
2-8 H H H H H CH,CN 293
2-9 H H H H H CH,ClI,CN 307

2-10  H H H H H CH,CH,0H 298
2-11 H H H H H CH (CH,0H) , 328
2-12 H H H H H a-3 352
2-13 H f H H H CH,CH,0Me 312
2-14 H H H H H CH,CH,0C0CMe; 382
2-15 H H H H H CH,CH,SCOMe 356
2-16 H H H H il CH,CH,SH 314
2-17  H H H H H CH,CH,NH, 297
2-18 H H H H H CH,CH,CH,NH, 311
2-19 H H H H H CH,CH,CH,NHMe 325
2-20 H H H H H CH (CH,NHCOMe) , 410
2-21 H H H H H CH (CH,NH,) 326
2-22 H H H H H CH,CH,NHCOMe 339
223 H H H H H a~4 352
2-24 H H H H H CH,CH,NHCOCH,NHCOMe 396
2-25 H H H H H CH,CH,NHCOCH,NMe, 382
2-26 H H H H H CH,CH,NHSO,Me 375
2-27 1 H H H H a-5 351
2-28 H H H H H a6 393
2-29 H H H H H  CH,CH,CH,NHCONHCH,CH,O0H 398
2-30 H H H H H CH,CH,CH,NHCONHBn 444
2-31 H H H H H CH,CH,NHCSNHCH,CH,O0H 400
2-32  H H H H H CH,CH,NHCSNHCH, 432
2-33 H H H H H CH,CH,NHCOOCH,CH,NMe, 412
2-34 H H H H H a-7 409
2-35 H H H H H a8 296
2-36 H H H H H a-9 351
2-37 H H H H H COMe 296
2-38  H H H H H a-10 308
2-39 H H H H H a-11 322
2-40 H H H H H a-12 336
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2-41 H H H H H Bn 344
2-42 H H H H H a-13 378
2-43 H H H H H a-14 360
2-44 H 8| i H H a-15 404
2-45 H H H il il a—16 418
2-46 H H H H H a-17 434
2-47 H H H H H a-18 411
2-48 il H H H H a-19 429
2-49 H H H H H a—20 420
2-50 H H H H H a—21 359
2-51 H H H H H a-22 373
2-52 H H H it il a—23 387
2-b3 H H H H H a—24 403
2-b4 H H H H H a-2b 417
2-bb H H H H H a—-26 447
2-56 H H H H H a—27 401
2-57 H H H H H a—28 437
2-58 H H H i H a—29 446
2-59 H H H H H a—30 388
2-60 H H H H H a—-31 404
2-61 H H H H H a-32 374
2-62 H H H H H a-33 374
2-63 H H H H H a—-34 404
2-64 H H H H H a—35 404
2-65 H H H H H a—36 434
2-66 H H H H H a=37 434
2-67 H H H H H a-38 332
2-68 H H H H H a-39 334
2-69 H H H H H a—40 350
2-70 H H H H H a—41 402
2-71 H H H H H a—42 389
2-72 H H H il i a—43 345
2-73 H H H H 5! a—44 331
2-74 H H H H H a—4b 346
2-75 H H H H H CH,CH,CH,COOH 340
2-76 H H H H H CH,CH,CH,CH,COOH 354
2-77 H H H H H CH,CH,CH,CN 321
2-18 H H H H H CH,CH,CH,CH,CN 335
2-19 H H H H H CH,CH (Me) OH 312
2-80 il II H H H CH(Me) CH,0H 312
2-81 H H H H H CH,CH,CH,0H 312
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2-82 H H H H H CH,CH (OH) CH,0H 328
2-83 H H H H H CH,CH (NH,) CH,0H 327
2-84 H H H H H CH,CH (NHMe) CH,0H 341
2-85 H H H H H CH,CH (NMe,) CH,0H 355
2-86 H H H H H CH,CH (Me) CH,0H 326
2-87 H H H H H CH;CH,CH,CH,0H 326
2-88 H H H H H CH,CH,CH,CH,CH,0H 340
2-89 H H H H H a—46 466
2-90 H H H H H  CH(CH,0H)CH,CH,NHCONHC;H; 460
2-91 H H H H H a—47 452
2-92 H H H H H CH,CH (OH) CH,NHCONHCH; 446
2-93 H H H H H CH,CH,0CONHMe 355
2-94 H H H H H CH,CH,0CONHCH; 417
2-95 H H il H H CH,CH,CH,0CONHMe 369
2-96 H H H H H a—48 437
2-97 H H i H H CH,CH,CH,0CONHCH; 431
2-98 0 H H H H CH,CH,CH,CH,0CONHMe 383
299 H H H H H a—49 451
2-100 H H H H H CH,CH,CH,CH,0CONHCH 445
2-101 H H H H H CH,CH,CH,SH 328
2-102 H H H H H CH,CH,CH,CH,SH 349
2-103 H H H H H CH,CH,SCOCeH; 418
2-104 H H H H H CH,CH,CH,SCOMe 370
2-105  H H H H H CH,CH,CH,SCOCH, 432
2-106 H H H H H CH,CH,CH,0Me 326
2-107 H H H H H CH,CH,CH,CH,0Me 340
2-108 H H H H H CH,CH,CH,CH,CH,0Me 354
2-109 H H H H H CH,CH,0COMe 340
2-110  H il i H H CH,CH,CH,0COMe 354
2-111 H H H H H CH,CH,CH,CH,0COMe 368
2-112 H H H H H CH,CH,0COCH,Me 354
2-113 H H H H H CH,CH,CH,0COCH Me 368
2-114 H H H H H CH,CH,CH,CH,0COCH,Me 382
2-1156 H H H H H CH,CH,0COCHMe, 368
2-116 H H H H H CH,CH,CH,0COCHMe, 382
2-117 H H H H H CH,CH,CH,CH,0COCHMe, 396
2-118 H H H H H CH,CH,CH,0C0CMes 396
2-119 H H H H H CH,CH,CH,CH,0C0CMe, 410
2-120 H H H H H CH,CH,0C0CgH; 402
2-121 H H H H H CH,CH,CH,0COCgH; 416
2-122 H H H H H CH,CH,CH,CH,0COCH 430




WO 2006/057270 263 PCT/JP2005/021522

2-123 H H H H H CH,CH,0COCH,0H 356
2-124 H H H H H CH,CH,0COCH,NH, 355
2-125 H H H H H CH,CH,0CH,CH,0Me 356
2-126 H H H H H CH,CH,0CH,CH,0H 342
2-127 H H H H H CH,CH,CH,0CH,CH,0H 356
2-128 H H H H H CH,CH,CH,CH,0CH,CH,0H 370
2-129 H H H H H CH,CH (CH,0H) NH,, 327
2-130 H H H H H CH,CH (CH,0H) NHCOMe 369
2-131 H H H H H a-50 452
2-132 H H H H H CH,CH (CH,OH) NHCONHCH 446
2-133 H H H 0 H CH (CH,0H) CH,NH, 327
2-134 H H H H H CH (CH,0H) CH,NHCOMe 369
2-135 H H H H H a-51 452
2-136 H H H H H CH (CH,0H) CH,NHCONHC4H; 446
2-137 H H H H H CH,CH (OH) CH,NH, 327
2-138 H H H H H CH,CH (OH) CH,NHMe 341
2-139 H H H H H CH,CH (OH) CH,NMe, 355
2-140 H H H H H CH,CH,CH,CH,NH, 325
2-141 H H H H H CH,CH,CH,CH,CH,NH, 339
2-142 H H H H H CH,CH,NHMe 311
2-143 H H H H H CH,CH,CH,CH,NHMe 339
2-144 H H H H H CH,CH,CH,CH,CH,NHMe 353
2-145 H H H H H CH,CH;NMe, 325
2-146 H H H H H CH,CH,CH,NMe, 339
2-147 H H H H H CH,CH,CH,CH,NMe, 353
2-148 H H H H H CH,CH,CH,CH,CH,NMe, 367
2-149 H H H H H CH,CH,NHCH,CH,0H 341
2-150 H H H i H CH,CH,CH,NHCH,CH,0H 355
2-151 H 0 H H H CH,CH,CH,CH,NHCH,CH,0H 369
2-152 H H H H H CH,CONH, 311
2-153 H H H H H CH,CH,CONH, 325
2-154 H H H H H CH,CH,CH,CONH, 339
2-155 H H H H H CH,CH,NHCOCH,Me 353
2-156 H H H H H CH,CH,NHCOCH,CH,Me 367
2-157 H H H H H CH,CH,NHCOCHMe, 367
2-158 H H H H H CH,CH,NHCOCMe, 381
2-159 H H H H H CH,CI,NHCOCH,0H 355
2-160 H H H H H CH,CH,NHCOCH,0Me 369
2-161 H H H H H CH,CH,NHCOC4H; 401
2-162 H H H H H a-52 402
2-163 H H H H H a—53 407
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2-164 H H H H H a-54 391
2-165 H H H H H a-55 403
2-166 I H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 438
2-167 H H H H H CH,CH,NHCOCH,NHCOCgHs 458
2-168 H H H H H CH,CH,CH,NHCOMe 353
2-169 H H H H H CH,CH,CH,NHCOCH,Me 367
2-170  H H H H H CH,CH,CH,NHCOCH,CH,Me 381
2-171 H H H H H CH,CH,CH,NHCOCHMe, 381
2-172 H H H H H CH,CH,CH,NHCOCMe 5 395
2-173 H H H H H CH,CH,CH,CH,NHCOMe 367
2-174 H H H H H CH,CH,CH,CH,NHCOCH Me 381
2-175 H H H H H  CH,CH,CH,CH,NHCOCH,CH,Me 395
2-176 H H H H H CH,CH,CH,CH,NHCOCHMe, 395
2-177 H H H H H CH,CH,CH,,CH,NHCOCMe, 409
2-178 H H H H H CH,CH,N (Me) COMe 353
2-179 H H H H H CH,CH,N (Me) COCgHs 415
2-180 H H H H H CH,CH,CH,N (Me) COMe 367
2-181 H H H H H CH,CH,CH,N (Me) COCgH 429
2-182 H H H H H CH,CH,CH,CH,N (Me) COMe 381
2-183 H H H H H CH,CH,N (CH,CH,O0H) COMe 383
2-184 H H H H H  CH,CH,CH,N(CH,CH,OH) COMe 397
2-185 H 1 H H H CH,CH,N (CH,CN) COMe 378
2-186 H H H H H CH,CH,CH,N (CH,CN) COMe 392
2-187 H H H H H a-56 324
2-188 H H H H H a—57 323
2-189 H H H H H a-58 365
2-190 H H H H H a-59 427
2-191 H H H H H a-60 455
2-192 H H H H H a—61 338
2-193 H H H H H a—62 351
2-194 H H H H H a-63 337
2-195 H H H H H CH,CH,NHS0,CHs 437
2-196 H H H H H CH,CH,NHSO,NMe, 404
2-197 H H H H H CH,CH,N (Me) SOMe 389
2-198 H H H H H CH,CH,N (Me) S0,CeH; 451
2-199 H H H H H CH,CH,N (Me) SO,NMe, 418
2-200 H H H H H CH,CH,N (CH,CH,0H) SO,Me 405
2-201 H H H H H CH,CH,CH,NHSO,Me 389
2-202 H H H H H CH,CH,CH,NHS0,CeH 451
2-203 0 H i H H CH,CH,CH,NHSO,NMe,, 418
2-204 H H H H H CH,CH,CH,N (Me) SO,Me 403
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2-205 H H H H H CH,CH,CH,N (Me) S0,CqHs 465
2-206 H H H H H CH,CH,CH,N (Me) SO,NMe, 432
2-207 H H i H H  CH,CH,CH,N(CH,CH,OH)SOMe 419
2-208 H H H H H CH,CH,CH,CH,NHS0;Me 403
2-209 H H H H H CH,CH,CH,CH,NHS 0,CeHy 465
2-210 H H H H H CH,CH,CH,CH,NHSO,NMe, 432
2-211 H H H H H  CHyCH,CH,CH,N (Me) SOMe 417
2-212 H H H H H  CH,CH,CH,CH,N(Me)SO,Cell, 479
2-213 W H H H H  CH,CH,CH,CH,N(Me) SO,NMe, 446
2-214 H H H H H  CHCHCHCHN (CH,CH,0H) SOMe 433
2-215 H H H H H a—64 401
2-216 H H H H H a-65 365
2-217 H H H H H a-66 429
2-218 H H H H H a-67 379
2219 H H H H H CH,CH,NHCONHMe 354
2-220 H H H H H CH,CH,NHCONHCH,Me 368
2-221 H H i H H CH,CH,NHCONHCH,CH,Me 382
2-222 H H H H H CH,CH,NHCONHCHMe, 382
2-223 H H H H H CH,CH,NHCONHCMe, 396
2-224 H H H H H a-68 408
2-225 H H H H H a—69 422
2-226 H H i H H a-70 436
2-227 W H H H H a-T1 450
2-228 H H H H H a-T2 474
2-229 H H H H H CH,CH,NHCONHCH; 416
2-230 H H H H H a-73 446
2-231 H H H H H a-T4 432
2-232  H H H H H a-75 431
2-233 H H H H H a-76 459
2-234 H H H H H a-17 466
2-235 H H H H H a-78 466
2-236 1 H H H H a-79 441
2-237 H H H H H a-80 445
2-238 H H H H H a-81 450
2-239 1 H H H H CH,CH,NHCONHCOC,H; 444
2-240 H H H H H CH,CH,NHCONHS0,C4Hs 480
2-241 H H H H H a-82 358
2-242 H H H H H a-83 358
2-243 H H H H H a-84 473
2-244 H H H H H a-85 460
2-245 H H H H H a-86 472
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2-246 H H H H H a-87 422
2-247 H H H H H  CH,CH,NHCONHCMe,CH,CMe, 452
2-248 H H H H H a-88 435
2-249 H H H H H CH,CH,N (Me) CONHCH, 430
2-250 H H H H H CH,CH,N (Me) CON (Me) Cgl; 444
2-251 H H H H H CH,CH,NHCONHCH,CH,0H 384
2-252 H H H H H CH,CH,;NHCONHCH,CH,0Me 398
2-253 H H H H H CH,CH,NHCONHCH,CH,NMe,, 411
2-254 H H H H H  CH,CH,NHCON (Me) CH,CH,OH 398
2-955 H H H H H CH,CH,NHCON (CH,CH,OH) , 428
2-256 H H H H H a—89 409
2-257 H H H H H CH,CH,NHCONMe, 368
2-258 H H H H H CH,CH,CH,NHCONHMe 368
2-259 H H H H H CH,CH,CH,NHCONHCH,Me 382
2-260 H H H H H CH,CH,CH,NHCONHCH,,CH,Me 396
2-261 H H H H H CH,CH,CH,NHCONHCHMe, 396
2-262 H H H H H CH,CH,CH,NHCONHCMe 410
2-263 H H H H H a~-90 422
2-264 H H H H H a—91 436
2-265 H H H H H a-92 450
2-266 H H H H H a—93 464
2-267 H H H H H a-94 488
2-268 H H H H H CH,CH,CHNHCONHCgH; 430
2-269 H H H H H a—95 460
2-270 H H H H H a—-96 446
2-271 H H H H H a-97 445
2-272  H H H H H a-98 473
2-273 H H H H H a-99 480
2-274 H H H H H a-100 480
2-275 H H H 0 H a-101 455
2-276 H H H H H a-102 459
2-277 H H H H H a-103 464
2-278 H H H H H CH,CH,CH,NHCONHCOCH5 458
2-279 H H H H H a-104 506
2-280 H H H H H a-105 506
2-281 H H H H H a—106 487
2-282 H H H H H a-107 474
2-283 H H H H H a—108 486
2-284 H H H H H a-109 436
2-285 H H H H H  CH,CH,CH,NHCONHCMe,CH,CMe; 466
2-286 H H H H H a—110 449
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2-287 H H H H H CH,CH,CH,N (Me) CONHC¢Hj 444
2-288 1l H 11 it H  CH,CH,CH,N(Me) CON (Me)CgHs; 458
2-289 H H H H H  CH,CH,CH,NHCONHCH,CH,OMe 412
2-290 H H H H H  CH,CH,CH,NHCONHCH,CH,NMe, 425
2-291 H H H H H  CH,CH,CH,NHCON (Me) CH,CH,0H 412
2-292  H H H H H  CH,CH,CH,NHCON (CH,CH.OH), 4142
2-293 H H H i H a-111 423
2-294 H H H H H CH;CH,CH,NHCONMe, 382
2-295 H H H H H CH,CH,NHCSNHCH,Me 384
2-296 H H H H H CH,CH,NHCSNHCH,CH,Me 398
2-297 H H H H H CH,CH,NHCSNHCHMe, 398
2-298 H H H H H CH,CH,NHCSNHCMe, 412
2-299 H H H H H a-112 358
2-300 H H H H H CH,CH,NHCSNHCH,CH,0Me 414
2-301 H H H H H CH,CH,NHCSNHCH,CH,NMe, 427
2-302 H H H H H  CH,CH,NHCSN (Me) CH,CH,0H 414
2-303 1 H H H H CH,CH,NHCSN (CH,CH,0H) , 444
2-304 H H H H H a-113 425
2-305 H H H H H CH,CH,NHCSNMe, 384
2-306 H H H H H CH,CH,NHCOOMe 355
2-307 H H H H H CH,CH,NHCOOCH,Me 369
2-308 H H H H H CH,CH,NHCOOCH,CH,Me 383
2-309 H H H H H CH,CH,NHCOOCHMe, 383
2-310 H H i H H a-114 423
2-311 H H H H H CH,CH,NHCOOCgH; 417
2-312 H H H H H CH,CH,NHCOOCH,CH,0H 385
2-313 H H H H H CH,CH,NHCOOCH,CH,0Me 399
2-314 H H H H H a-115 378
2-315 H H H i H a-116 378
2-316 H H H H H a-117 365
2-317 H H H H H a-118 379
2-318 H H H H H a-119 354
2-319 H H H H H a-120 379
2-320 H H H H H COCgH; 358
2-321 ¢l H H H H H 288
2-322  Br H H H H H 332
2-323  OH H a i il i 270
2-324  Me H H H H H 268
2-325 CH=CH, H H H H H 280
2-326 c=cCCl; H H H H H 354
2-327  OMe H H H H H 284
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2-328 NH, H H H H H 269
2-329 NHMe H H H H H 283
2-330 NMe, H H H H H 297
2-331 NHCH; H H il 1 H 345
2-332  OH H H H H Me 284
2-333  OH H H H H a-1 352
2-334 OH H H H H a2 390
2-335  OH H H H H Cels 346
2-336 OH H H H H CH,COOH 328
2-337 OH H H H H CH,CH,CO0H 342
2-338 OH H H H H CH,CN 309
2-339  OH H H H H CH,CH,CN 323
2-340 OH H H H H CH,CH,OH 314
2-341 OH H H H H CH (CH,0H) , 344
2-342 OH H H H H a-3 368
2-343 OH H H H H CH,CH,0Me 328
2-344 COH H H H H CH,CH,0COCMe, 398
2-345 OH H H H H CH,CH,SCOMe 372
2-346  OH H H H H CH,CH,SH 330
2-347  OH H H H H CH,CH,NH, 313
2-348  OH H H H il CH,CH,CH,NH, 327
2-349  OH H H H H CH,CH,CH,NHMe 341
2-350 OH H H H H CH (CH,NHCOMe) , 426
2-351 OH H H H H CH(CH,NH,) , 342
2-352 OH H H H H CH,CH,NHCOMe 355
2-353 OH H H H H a—4 368
2-354 OH H H H H CH,CH,NHCOCH,NHCOMe 412
2-355  OH H H H H CH,CH,NHCOCH,NVe,, 398
2-356  OH H H H H CH,CH,NHSO,Me 391
2-357  OH H H H H a-5 367
2-358 OH il H H H a—6 409
2-359  OH H H H H  CH,CH,CH,NHCONHCH,CH,0H 414
2-360 OH H H H H CH,CH,CH,NHCONHBn: 460
2-361 OH H H H H CH,CH,NHCSNHCH,CH,0H 416
2-362 OH H H H H CH,CH,NHCSNHCH; 448
2-363 OH H H H H CH,CH,NHCOOCH,CH,NMe,, 428
2-364 OH H H H H a7 425
2-365 OH H H H H a8 312
2-366 OH H H H H a9 367
2-367 OH H H H H COMe 312
2-368  OH H H H H a-10 324
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2-369 OH H H H H a-11 338
2-370 O H H i H a-12 352
2-371  OH H H H H Bn 360
2-372  OH H H H H a-13 394
2-373 OH H H H H a-14 376
2-374 OH H H H H a-15 420
2-375 O H H H H a-16 434
2-376 OH H H H H a-17 450
2-377 Ol H H H H a-18 427
2-378 OH H H H H a-19 445
2-379 OH H H H H a-20 436
2-380 OH W H H i a-21 375
2-381 OH H H H H a-22 389
2382 O H H H H a-23 403
2-383 OH H H H H a-24 419
2-384 OH H H H H a-25 433
2-385 OH H H H H a-26 463
2-386  OH H H H H a~27 417
2-387 OH H H H H a—28 453
2-388 OH H H H H a-29 462
2-389 OH H H H H a-30 404
2-390 OH H H H H a-31 420
2-391 OH H H H H a-32 390
2-392  OH H H H H a-33 390
2-393  OH H H H H a-34 420
2-394 OH H H H H a-35 420
2-395 OH H H H H a-36 450
2-396 OH H H H H a-37 450
2-397 OH H H I H a-38 348
2-398  OH H H H H a-39 350
2-399 Ol H H i H a-40 366
2-400 OH H H H H a—41 418
2-401 OH H H H H a~42 405
2-402 OH H i H H a—43 361
2-403 OH H H H H a-44 347
2-404 OH H H H H a-45 362
2-405  OH H H H H CH,CH,CH,COOH 356
2-406  OH H H H H CH,CH,CH,CH,COOH 370
2-407 OH H H H H CH,CH,CH,CN 337
2-408 OH H H H q CH,CH,CH,CH,CN 351
2-409 OH H H H H CH,CH (Me) OH 328
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2-410 OH H H 0 i CH (Me) CH,0H 328
2-411 OH H H H H CH,CH,CH,0H 328
2-412 OH H H H H CH,CH (OH) CH,0H 344
2-413  OH H H H H CH,CH (NH,) CH,0H 343
2-414 OH H H B H CH,CH (NHMe) CH,0H 357
2-415 OH H H H H CH,CH (NMe,) CH,0H 371
2-416  OH H 1 H H CH,CH (Me) CH,0H 342
2-417 OH H H H H CH,CH,CH,CH,0H 342
2-418 OH H H H H CH,CH,CH,CH,CH,0H 356
2-419 OH H H H H a—46 482
2-420 OH H H H H  CH(CH,OH)CH,CH,NHCONHCH; 476
2-421 0l H H H H a~47 468
2-422  OH H H H H CH,CH (OH) CH,NHCONHCHg 462
2-423 OH H H H H CH,CH,0CONHMe 371
2-424  OH H H H H CH,CH,0CONHCH; 433
2-425  OH H H H H CH,CH,CH,0CONHMe 385
2-426  OH H H H H a-48 453
2-427 OH H H H H CH,CH,CH,0CONHCH; 447
2-428 (OH H H H H CH,CH,CH,CH,0CONHMe 399
2-429  (OH H H H H a-49 467
2-430  OH H H H H CH,CH,CH,CH,0CONHC4H; 461
2-431 OH H H H H CH,CH,CH,SH 344
2-432 OH H H H H CH,CH,CH,CH,SH 358
2-433  OH H H H H CH,CH,SCOCGH; 434
2-434 OH H H H H CH,CH,CH,SCOMe 386
2-435 OH H H H H CH,CH,CH,SCOC,Hs 448
2-436  OH H H H H CH,CH,CH,0Me 342
2-437 OH H H H H CH,CH,CH,CH,0Me 356
2-438  OH H H H H CH,CH,CH,CH,CH,0Me 370
2-439  OH H H H H CH,CH,0COMe 356
2-440  OH H H H H CH,CH,CH,0C0Me 370
2-441 OH H H H H CH,CH,CH,CH,0C0Me 384
2-442  OH H H H H CH,CH,0COCH,Me 370
2-443  OH H H H H CH,CH,CH,0COCH,Me 384
2-444 OH H H H H CH,CH,CH,CH,0COCH,Me 398
2-445  OH H H H H CH,CH,0COCHMe, 384
2-446  OH H H H H CH,CH,CH,0COCHMe, 398
2-447 OH H H H H CH,CH,CH,CH,0C0CHMe, 412
2-448  OH H H H H CH,CH,CH,0C0CMe,4 412
2-449  OH H H H H CH,CH,CH,CH,0C0CMe, 426
2-450  OH H H H H CH,CH,0COC4H; 418
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2-451 OH H H H H CH,CH,CH,0C0CeH; 432
2-452  OH H H H H CH,CH,CHoCH,0C0CHs 446
2-453  OH H H H H CH,CH,0COCH,0H 372
2-454  OH H H H Il CH,CH,0COCH,NH, 371
2-455 OH H H H H CH,CH,OCH,CH,0Me 372
2-456  OH H H H H CH,CH,0CH,CH,0H 358
2-457  OH H H H H CH,CH,CH,0CH,CH,0H 372
2-458  OH H H H H CH,CH,CH,CH,0CH,CH,0H 386
2-459  OH H H H H CH,CH (CH,0H) NH, 343
2-460 OH H H H H CH,CH (CH,0H) NHCOMe 385
2-461  OH H H H H a-50 468
2-462  OH H H H H CH,CH (CH,OH) NHCONHC4Hs 462
2-463 OH H H H H CH (CH,0H) CHoNH,, 343
9-464 OH H H H H CH (CH,0H) CH;NHCOMe 385
2-465 OH H H H H a—51 468
2-466  OH H H H H CH (CH,0H) CH,NHCONHC,Hs 462
2-467 OH H H H H CH,CH (OH) CH,NH, 343
2-468  OH H H H H CH,CH (OH) CH,NHMe 357
2-469  OH H H H H CH,CH (OH) CH,NMe,, 371
2-470  OH H H H H CH,CH,CH,CH,NH, 341
2-471  OH H H H H CH,CH,CH,CH,CH,NH, 355
2-472  OH H H H H CH,CH,NHMe 327
2-473  OH H H H H CH,CH,CH,CH,NHMe 355
2-474 OH H il H H CH,CH,CH,CH,CH,NHVe 369
2-475  OH H H H H CH,CH,NMe, 341
2-476  OH H H H H CH,CH,CH,NMe, 355
2-477  OH H H H H CH,CH,CH,CH,NMe, 369
2-478  OH H H H H CH,CH,CH,CH,CH,NMe, 383
2-479  OH 0 H H H CH,CH,NHCH,CH,0H 357
2-480 OH H H H H CH,CH,CH,NHCH,CH,0H 371
2-481  OH H H H H CH,CH,CH,CH,NHCH,CH,0H 385
2-482  OH H H H H CH,CONH, 327
2-483 OH H H H H CH,CH,CONH, 341
2-484 OH H H H H CH,CH,CH,CONH, 355
2-485 OH H H H H CH,CH,NHCOCH,Me 369
2-486 OH H H H H CH,CH,NHCOCH,CH,Me 383
2-487 OH H H H H CH,CH,NHCOCHMe, 383
2-488  OH H H H H CH,CH,NHCOCMe, 397
2-489 OH H H H H CH,CH,NHCOCH,0H 371
2-490 OH H H H H CH,CH,NHCOCH,0Me 385
2-491 OH H H H H CH,CH,NHCOCH 117
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2-492  OH H H H H a—52 418
2-493  OH H H H H a-53 423
2-494  OH H H H H a—54 407
2-495  OH H H H H a-55 419
2-496  OH H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 454
2-497  OH H H H H CH,CH,NHCOCH,NHCOC:H; 474
2-498  OH H H H H CH,CH,CH,NHCOMe 369
2-499  OH H H H H CH,CH,CH,NHCOCH,Me 383
2-500  OH H H H H CH,CH,CH,NHCOCH,CH,Me 397
2-501  OH H H H H CH,CH,CH,NHCOCHMe, 397
2-502  OH H H H H CH,CH,CH,NHCOCMe, 411
2-503  OH H H H H CH,CH,CH,CH,NHCOMe 383
2-504 OH H H H H CH,CH,CH,CH,NHCOCH,Me 397
2-505  OH H H H H  CH,CH,CH,CH,NHCOCH,CHMe 411
2-506  OH H H H H CH,CH,CH,CH,NHCOCHMe, 411
2-507 OH H H H H CH,CH,CH,CH,NHCOCMe, 425
2-508  OH H H H H CH,CH,N (Me) COMe 369
2-509  OH H H H H CH,CH,N (Me) COCHs 431
2-510 OH H H H H CH,CH,CH,N (Me) COMe 383
2-511  OH H H H H CH,CH,CH,N (Me) COCgH 445
2-512  OH H H H H CH,CH,CH,CH,N (Me) COMe 397
2-513 OH H H H H CH,CH,N (CH,CH,0H) COMe 399
2-514 OH H H H H  CH,CH,CH,N(CH,CH,OH)COMe 413
2-515  OH H H H H CH,CH,N (CH,CN) COMe 394
2-516  OH H H H H CH,CH,CH,N (CH,CN) COMe 408
2-517  OH H H H H a-56 340
2-518  OH H H H H a—57 339
2-519  OH H H H H a-b8 381
2-520 OH H H H H a-59 443
2-521  OH H i H H a—60 471
2-522  OH H H H H a—61 354
2-523  OH H H H H a—62 367
2-524  OH H H H il a—63 353
2-525  OH H H H H CH,CH,NHS0,CeHs 453
2-526  OH H H H H CH,CH,NHSO,NMe, 420
2-527 OH H H H H CH,CH,N (Me) SOMe 405
2-528  OH H H H H CH,CH,N (Me) S0,CeHs 467
2-529  OH H H H H CH,CH,N (Me) SO,NMe,, 434
2-530 OH H H H H CH,CH,N (CH,CH,0H) SOMe 421
2-531  OH H H H H CH,CH,CH,NHSO,Me 405
2-532  OH H H H H CH,CH,CH,NHS0,CgH; 467
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2-533 OH H H i H CH,CH,CH,NHSO,NMe, 434
2-534 OH H H H H CH,CH,CH;N (Me) SO,Me 419
2-535  OH H H H H CH,CH,CH,N (Me) S0,C4H; 481
2-53 OH H H H H CH,CH,CH,N (Me) SO,NMe, 448
2-537 OH H H H H  CHyCH,CH,N (CH,CH,0H) SO,Me 435
2-538  OH H H H H CH,CH,CH,CH,NHSO,Me 419
2-539 OH W H H H CH,CH,CH,CH,NHS0,CoH; 481
2-540  OH H H H H CH,CH,CH,CH,NHS 0,NMe, 448
2-541 OH H H H H  CHCH,CH,CHN (Me) SOMe 433
2-542  OH H H H H  CHyCH,CH,CH,N(Me)SO,Cells 495
2-543 OH H H H H  CHyCH,CH,CHN (Me) SO,NMe, 462
2-544  OH H H H H  CHCH,CH,CHN (CH,CH,OH) SOMe 449
2-545 OH H H H H a-64 417
2-546  OH H i H i a-65 381
2-547 OH H H i H a-66 445
2-548 OH H H H H a-67 395
2-549 OH H H H H CH,CH,NHCONHMe 370
2-550 OH 0 1 H H CH,CH,NHCONHCH,Me 384
2-551  OH H H H H CH,CH,NHCONHCH,CHyMe 398
2-552 OH H H H H CH,CH,NHCONHCHVe, 398
2-553 OH H i H H CH,CH,NHCONHCMe4 412
2-554 OH H H H H a-68 424
2-555  OH H H H H a-69 438
2-556 Ol H H H H a-70 452
2-557 OH H H H H a-T1 466
2-558  OH H H H i a-T2 490
2-559 OH H H H H CH,CH,NHCONHC,H, 432
2-560  OH H i H H a-73 462
2-561  OH H H H H a-74 448
2-562  OH H H H H a-75 447
2-563  OH H H H H a-76 475
2-564  OH H H H H a-77 182
2-565  OH H H H H a-78 482
2-566  OH H H H H a-79 457
2-567  OH H H H H a-80 461
2-568  OH i H H H a-81 466
2-569  OH H il H H CH,CH,NHCONHCOC,H; 460
2-570  OH H H H H CH,CH,NHCONHS0,CH; 496
2-571 OH H H H H a-82 374
2-572 O H H H H a-83 374
2-573  OH H H H H a-84 489
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2-574 OH H i H H a-85 476
2-575  OH H H H H a-86 488
2-576  OH H H H H a-87 438
2-577  OH H H H H  CHyCH,NHCONHCMe,CH,CMe; 468
2-578  OH H H H H a-88 451
2-579 OH H H H H CH,CH,N (Me) CONHC,H, 446
2-58 OH H H H H  CH,CH,N(Me) CON(Me)CgHy 460
2-581 OH H H H i CH,CH,NHCONHCH,CH,0H 400
2-582 OH H H i H  CH,CH,NHCONHCH;CH,0Me 414
2-583 OH H H H H  CH,CH,NHCONHCH,CH,NMe, 427
2-584 OH H H H H  CH,CH,NHCON (Me) CH,CH,OH 414
2-585 OH H H i H  CHyCH,NHCON (CH,CH,OH) , 444
2-586 OH H H H i a-89 425
2-587 OH H H H H CH,CH,NHCONMe, 384
2-588 OH  H H H H CH,CH,CH,NHCONHMe 384
2-589 OH H H H H CH,CH,CH,NHCONHCH,Me 398
2-590 OH H H H H  CH,CH,CHNHCONHCH,CILMe 412
2-591 OH H H H H CH,CH,CH,NHCONHCHMe,, 412
2-592  OH H H H H CH,CH,CH,NHCONHCMe, 426
2-593 OH H H H H a-90 438
2-591  OH H H H H a-91 452
2-595 OH H H H H a-92 466
2-596 OH H H H H a-93 480
2-597 OH W H H H a-94 504
2-598 OH H H H H CH,CH,CH,NHCONHC,H, 446
2-599 OH H H H H a-95 476
2-600 OH H H i H a-96 462
2-601 OH  H H H H a-97 461
2-602 OH N H H H a-98 489
2-603 OH H H H H a-99 496
2-604 OH H H H H a-100 496
2-605 OH  H H H H a-101 471
2-606 OH H H H H a-102 475
2-607 OH H H H H a-103 480
2-608 OH H H H H CH,CH,CH,NHCONHCOCGH; 474
2-609 OH H i H H a-104 522
2-610 OH H H H H a-105 522
2-611 OH H H H H a-106 503
2-612 OH H H H H a-107 490
2-613 OH H H H H a-108 502
2-614 OH H H H H a-109 452
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2-615 OH H H i H  CHyCH,CHNHCONHCMe,CH,CMe; 482
2-616 OH H H H H a-110 465
2-617 OH H H H H  CHCH,CHN(Me)CONHCHs 460
2-618 OH H H H H  CH,CH,CH,N (Me)CON (Me) CgHs 474
2-619 OH H H H H  CH,CH,CH,NHCONHCH,CH,0Me 428
2-620 OH H H H H  CHyCH,CHNHCONHCH,CH,NMe, 441
2-621 OH H H H H  CHyCH,CH,NHCON (Me) CH,CH,0H 428
2-622 OH H H H H  CHyCH,CH,NHCON (CH,CH,OH) , 458
2-623 00 H H i i a-111 439
2-624 OH H H H H CH,CH,CH,NHCONMe: 398
2-625 OH H H H H CH,CH,NHCSNHCH,Me 400
2626 O0  H H H H CH,CH,NHCSNHCH,CH;Me 414
2-627 OH  H H H H CH,CH,NHCSNHCHMe, 414
2-628 O  H H H H CH,CH,NHCSNHCMe, 428
2-629 OH  H H H H a-112 374
2-630 OH H H H H  CHyCH,NHCSNHCH,CH,0Me 430
2-631 OH  H H H H  CH,CHNHCSNHCH,CH,NMe, 443
2-632 OH  H H H H  CHCHNHCSN (Me) CHL,CHLOH 430
2-633 OH  H H H H  CH,CH,NHCSN(CH,CH,0H), 460
2634 OH H i H i a-113 441
2-635 OH H H H H CH,CH,NHCSNMe, 400
2-636 O H H H H CH,CH,NHCOOMe 371
2-637 OH H H H H CH,CH,NHCOOCH, Me 385
2638 OH N H H H CH,CH,NHCOOCH,CH,Me 399
2639 04 H H H H CH,CH,NHCOOCHMe, 399
2-640 OH H H H H a-114 439
2-641 OH H H H H CH,CH,NHCO0C,H; 433
2-642 OH H H H H CH,CH,NHCOOCH,CH,0H 401
2-643 OH H H H H CH,CH,NHCOOCH,CH,0Me 415
2-644 OH H H H i a-115 394
2645 OH N H H H a-116 394
2-646 OH H H H H a-117 381
2647 O H H H H a-118 395
2-648 OH H H H H a-119 370
2-649 OH H H H H a-120 395
2-650 OH H H H H COCgH; 374
2-651 H ¢l H H H H 288
2652 H  Br H H H H 332
2-653 H  OH H H H H 270
2654 H  Me H H H H 268
2-655 H CH=CH, H i H H 280
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2-656 H c=ccH;  H H H H 354
2-667 H OMe H H H H 284
2-658 H NH, H H H H 269
2-659 H NHMe H H H H 283
2-660 H NMe, H H H H 297
2-661 H NHC¢H; H H H H 345
2-662 H H Cl H H H 288
2-663 H H Br H H H 332
2-664 H H OH H H H 270
2-665 H H Me H H H 268
2-666 H H CH=CH, H H H 280
2-667 H H c=ccH; H H H 354
2-668 H H OMe H H H 284
2-669 H H NH, H H H 269
2-670 H H NHMe H H H 283
2-671 H H NMe, H H H 297
2-672 H H NHCHs; H H H 345
2-673 H H H Cl H H 288
2-674 H H H Br H H 332
2-675 H H H OH H H 270
2-676 H H H Me H H 268
2-677 H H H CH=CH, H H 280
2-678 H H H c¢=ccH; H H 354
2-679 H H H OMe H H 284
2-680 H H H NH, H H 269
2-681 H H H NHMe H H 283
2-682 H H H NMe, H H 297
2-683 H H H NHCH; H H 345
2-684 H H H H Cl H 288
2-685 H H H H Br H 332
2-686 H H H H OH H 270
2-687 H H H H Me H 268
2-688 H H H H  CH=CH, H 280
2-689 H H H H C=CCH; H 354
2-690 H H H H 0Me H 284
2-691 H H H H NH, H 269
2-692 H H H H NHMe H 283
2-693 H H H H NMe, H 297
2-694 H H H H  NHGgH; H 345

[0375] FEWEHI3—1:3— (2, 3—PkRu—1, 5— V7 7=FLr—1—AA)Eeaidy
THEA
3—(2, 3—YevkFu—1, 5—V7¥ 7 FLr—1—AV)alyr —1—h)LiRy
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[0376]

B tert— 7 FNAxAT )L (FRA29)

FHBI1 — 1O TRATRELES— T/ —4—E=AYF /00 (FREELD & t
ert—7 I I—FFY—1-uIVUINRF VL —NTRE Ty 7418 & v
T, Ehigll — 1D TFRB, KO CISRHLIZGIEICEL UR b & mE R,

MS (m,z) : 340 (MH+)
T#B
3—(2, 3—Ykfu—1, 5— YT ¥T7=FLr—1—A ) EriPr

FROTEATESLEZ3— (2, 3—VkRe—1, 5— Y7 7= —1—A)b
YEaDr —1— VARV ER tert— T F VATV (REHR29) &2 VT, FhE
1— 1O TEDISERHLZHFIEICEC TER LW EERE L L THET,
'H—NMR(DMSO—d) 6 (ppm) :2. 06—2. 14(2H, m), 2. 23—2. 33(2H,
m), 3. 20—3. 30(2H, m), 3. 30—3. 60(4H, m), 4. 90—4. 98(1H, m), 7
.34—7.41(1H, m), 7. 66—7. 82(2H, m), 8. 36—8. 39(2H, m), 9. 53(
1H, s)

MS (m,z) : 240 (MH+)
FhE%I3—2~3—320

Fhif|3—2~3— 3200t &Mk, FhEHI3— 1 THRHFLZ3— (2, 3— YR —
1, 5—IT7HF7oF Ly —1—AW)Ealvr 2RV, Eiifll—2~1—3201ZF
- F BRI TET-,

Efif|3—321:6 —rur—1— (P —3—A)V) —2, 3—YVeRFu—1H—1,
5—VTHT7=FLv

TRA

3—(6—7mu—2, 3—Yeku—1, 5—V7¥ 7= r—1—A)eaidr—1
—ANVKRUTE tert— 7 F /N AT )V (HREIA30)

EHaBI1 — 3210 TRCTHRALZ5—TI/—1—7aa—4—E = AVF% /U (
HEAS) & VT, FEMaf1 — 32 UG L 72 FEICEL TR b W E BT,
MS (m, z) : 374 (MH+)

THB
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[0377]

[0378]

6—7un—1— (el —3—A)V)—2, 3—YeFue—1H—-1, 5—Y7 ¥ 7=
Ly

FROTRATRALZ3— (6—/un—2, 3—YkRu—1, 5—Y 7771
V—=1—AWEalPy —1—IVRV B tert— 7 F VAT )L (FEHA30) % H
W, G — 10 TREDICEERLFRICHEL R A EERmE S LTz
MS (m, z) : 274 (MH+)
Ehipl3—322

EHaR]3— 322D/ AW, EHMiF1— 3220/ A MERBEIZL THET-,
FhEpI3—323

EHiB13— 323D LA WiE, EhiFl1—323D(LAHERBRICL TR,
FhEkI3—324~3—331

Fhip)3—324~3—331DLAMIL. EHil3—321D TRATHIELZ3— (6
—suan—2, 3—VkRue—1, 577 FLr -1y -1
R tert— 7 F N7V (FEIIR30) &AW, EhEfl1l—324~1—-3311
L7 FIRICHEL THET,
Fh%)3—332~3—650

Fi 3 —332~3— 650D LA MIL, EMEBI3—321 TR LI6 — 2/ —1—
(eaYPr—3—A)V) —2, 3—VeRu—1H—-1, 5—V7¥7=FLr, i EhE
#13—323 T LZ6 —ERady —1— (eI —3— (V) —2, 3— Ve —
1H—1, 5= V7 H¥F7=F L2 VWT, Efifll—2~1—3201Zfe# L= G
L TH,
EWFI3—651:4—2r7uu—1— (EPalPr—3—A)V) —2, 3—YeFue—1H—1,
5—VTH 7Ly
TRA
3—(@4—7mu—2, 3—Yeku—1, 5— Y7 ¥7=FLr—1—-A ) Eaidr—1
—HNVRR tert— T FNERT NV (FEIAES1)

FZhEFl1 —321D TRCTRELZ3—/un—5—=ha—4—=)bAYF% 2V (
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[0379]

HFEIART) & VT, EHERI 1 — 3210 TRED~FIZR# L FEIC L T b A
WMEST,
MS (m, z) : 374 (MH+)
THB
4—7maa—1— &)Yy —3—AN) -2, 3—Yeku—1H—1, 5—V7¥F7 )
Ly

FROTERCTRELE3— 4—run—2, 3—YkRu—1, 5—V7¥F7zFL
Y—1—A)EaYTr—1—IVRUE tert— 7 FN=RT NV (HFEIA31) 2 H
W, EfEF1— 10 TERDICER LA EICHEC GRS a i L Uiz
MS (m, z) : 274 (MH+)
Ehipl3—652

K3 — 6520 LE#iE, F2hEf3— 65 LRl L7 T IEICHEL TR,
FhEp13—653

E 13— 653D LAMiT, EhEFl1— 323D A, XiTBHEICHEL THT-,
FfE%I3—654~3—661

FEfEf3—654~3—661D/LAMIT, 3— (4—2rvur—2, 3—VkFu—1, 5—
T T F L — 1AV Ry — 1=V tert— T FOVTAT )V
FAWT, EhiBl1—324~1—33 LR L= FIRICHEL TR,
EfiB|3—663:7— 7T —1— (el —3—A)V) —2, 3—VrFu—1H—1
, b=V T YT
TRA
3—(7—7u®—2, 3—VkRu—1, 5-I7F 7L —1—A)eaivy—1
—HINR B tert— T FNTRT)V (HEE33), 3— (8—T1E—2, 3—VERE
—1, 5—VT7HFT7=FLr—1—HW)EaYPr —1— VRV tert— 7 F L
ATV (F1H434)

EEFIS— 1O TRATEELZ3— (2, 3—YkFu—1, 5— Y7 ¥ 7oL —1
— ARV —1—=INVRAAR tert— T F N AT )V (FREIK29) & AV,
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[0380]

EHiBl1— 663D TRRAICFEH L FIEICHEL CHELE YRS,
MS (m, z) :418 (MH+)
T#B
7—7vE—1— ()P —3—A)NV)—2, 3—VeFue—1H—-1, 5—V7F 7=
FLv

FEROTEATESLEZ3— (7T—7uE—2, 3—VkRu—1, 5V 7% 7)1
V=1 ERIVY —1— IR tert— 7 FI ATV (FRR32) %
W, E a1 — 10 TEDICHBL 2 F R TR b A E EBE s L TR
MS (m,z) : 318 (MH+)
EHiBl3—664~3—672

Fhit|3—664~3—6720/LAML, FHHiBI3—663D TRATIHELZ3— (7
—7uE—-2, 3—Ykfu—1, 57 ¥Fr7=F L —1—A)ealdr—1—-i)v
R tert— T FNT AT NENT, £l —323~1—33UIm&K L5
IZHEL TR,
EHiB13—673

Fhif3—673DLAEWIT. TRiDIMERI3—67ATFERM LT FIEICHEL TR
EHiFl3—674:8—FuET—1— ('Y —3— () —2, 3—VeFu—1H—-1
, b=V T T =L

FEHiFl3 —663D TRATHEEGLZ3— (8—FuE—2, 3—VeRu—1, 5—V7
PFI7xFLr —1—AW)EaIPy —1—IVR U tert— 7 F AT ATV (FREIE
33) ZAVT, FHaf]1 — 10 TREDICRBL I F R TR b A mE HmE L
LT,
MS (m,z) :319 (MH+)
EHifl3—675~3—683

i3 —675~3—683DILAEMIL, EhEHI3—663D TFRATHIEL3— (8
—7uE—-2, 3—Vkfu—1, 57 ¥F7=F L —1—)ealdr—1—-i)v
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[0381]

R tert— T FNT AT NENT, £l —323~1—33 LRkl E
IZHEL T,
EiBl3 —684% N3—685
Fhih)3— 684K U3—685DLAMIT, TREDEMHFIZ—691DILEMZ LA
DY TVt —Sandmeyer i (B121%, Denny, William. , et al, J. Med. Che
m. , 2002, 740;Kulka, J. Am. Chem. Soc. , 75, 3597(1953) 2¥) 2 %%
W87,
FEhE 53 —686~3—690
Fhif|3—686~3—690DLA ML, FMEfI3—685 THFLIZ3— (9—TmE
—2, 3—VkRu—1, 5— V772 Ly —1—AV) e aldr —1— VRV R
tert— 7 FNT AT NVEFINT, FHEf]1 —323~1—327ZF5#k L 7= FIEIZHEC T
Bz,
EfEFI3—691:9—7I/—1— (£aYPr—3—A)L) —2, 3—VeRu—1H—1,
5—VTH7=FLyv
TRERA
3—(9—73/—-2,3—VkRu—1, 5—Y7H¥7=fLr—1—f ) ealvr—1
— IRV tert— 7 F VATV (A 34)
EHiBI3— 663D TRATHRHLEZI— (7T—TE—2, 3—VkFr—1, 5—U7
PFI7xFLy—1—AW)EalPy —1—IVR R tert— 7 F AT ATV (T REIE
32) 2T, 25O 3k (B 21, Kucznierz, R. , Dickhaut, J, Leinert, H.
, Von Der Saal, W., Synth. Commun. , 29, 1617(1999) ;Ping Chen,
Bioorganic & Medicinal Chemistry Letters, 13, 1345(2003)7:8) %%
FWZL T, =hfb (967) | BT (TR D RFBIF KRBT, IfrO=bufk—>73)
) BATHZ LI L b T,
MS (m,z) : 355 (MH+)
T#B
9—-7/—1— (Vv —3—ANV) —2, 3—YeRr—1H—1, 5~V 7% 7=

|7V



WO 2006/057270 282 PCT/JP2005/021522

FROTERATEALZ3—(9—T/—2, 3—YkRu—1, 5—V7HF7=F 1L
—1—AW)EaIPy —1—HNVRAE tert— T F A2V (FEIE34) 2 v
T, EHaF1 — 1O TEDICERBMUI TR HEL TR LA M EEIBE LU TR,
MS (m, z) : 255 (MH+)

%3 —692~3—694

FhiB13—692~3— 694D ML, FHBI3—685 THHFELZ3— (9— T uE
—2, 3—VkRu—1, 5— V7Y 7= Ly —1—AV)eaidy —1— VRV
tert— 7 FNTZ AT N A FANWT, FHaHI1 —329~1— 331 L2 FIEIZHEC T
Bz,

[0382] [#3]
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Exp.No.  R! R® R R’ R® A% Mass OH)
3-1 H H H H H H 240
3-2 H 11 H H H Me 254
3-3 H H H H H a-1 322
3-4 H H H H H a2 360
3-5 H H H H H Cels 316
3-6 H H H H H CH,COOH 298
3-7 H H H H H CH,CH,COOH 312
3-8 H H H H H CH,CN 279
3-9 H H H H H CH,CH,CN 293
3-10 H H H H H CH,CH,0H 284
3-11 H H H H H CH(CH,OH) , 314
3-12 H H H H H a-3 338
3-13 H H H H H CH,CH,0Me 208
3-14 H H H H H CH,CH,0C0CMe, 368
3-15 H H H H H CH,CH,SCOMe 342
3-16 H H H H H CH,CH,SH 300
3-17 H H H H H CH,CH,NH, 283
3-18 H H H H H CH,CH,CH,NH, 297
3-19 H H H H H CH,CH,CH,NHMe 311
3-20 H H H H H CH(CH,NHCOMe) 5 306
3-21 H H H H H CH (CH,NH,) , 312
3-22 H H H H H CH,CH,NHCOMe 325
3-23 H H H 3| H a—4 338
324 H H H H H CH,CH,NHCOCH,NHCOMe 382
3-25 H H H H H CH,CH,NHCOCH,NMe, 368
3-26 H H H H H CH,CH,NHSO,Me 361
3-27 H H H H H a-5 337
3-28 H H H H H a-6 379
3-29 H H H H H CH,CH,CH,NHCONHCH,CH,0H 384
3-30 H H H H H CH,CH,CH,NHCONHBn 430
3-31 H H H H H CH,CH,NHCSNHCH,CH,0H 386
3-32 H H H H H CH,CH,NHCSNHCH 418
3-33 H H H H H CH,CH,NHCOOCH,CH,NMe, 308
3-34 H H H H H a~T 395
3-35 H H H H H a-8 282
3-36 H H H H H a9 337
3-37 H H H H H COMe 282
3-38 H H H H H a-10 294
3-39  H H H H H a-11 308
3-40 H H H H H a-12 322
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3-41 H H H H H Bn 330
3-42 H H H H H a-13 364
343 H H H H H a-14 346
3-44 H H H H H a-15 390
3-45 H H H H H a-16 404
3-46 H H H H H a-17 420
3-47 H H H H H a-18 397
3-48 H H H H 1 a-19 415
3-49 H H H H H a—20 406
3-50 H H H H il a-21 345
3-51 H H H H H a-22 359
352  H H H H H a-23 373
3-53 H H H H H a-24 389
354 1 H H H H a-25 403
3-55 H H H H H a—26 433
3-56 H H H H H a=27 387
3-57 H H H H H a—28 423
3-58 H H H H H a-29 432
3-59 H H H H H a-30 374
360 1 0 H H H a-31 390
3-61 H H H H H a-32 360
362 H H H H H a-33 360
363 N 0 i i H a-34 390
3-64 H H H H H a-35 390
3-65 H H H H H a-36 420
3-66 H il H 0 H a—37 420
3-67 H H H H H a-38 318
3-68 H H H H H a—39 320
3-69 H H H H H a—40 336
3-70 H H H H H a~41 388
3-71 H H H H H a—42 375
3-72 H H H H H a—43 331
3-73  H H H H H a—44 317
374 H H H il H a—45 332
3-75 H H H H H CH,CH,CH,COO0H 326
3-76  H H H H H CH,CH,CH,CH,CO0H 340
317 1 H H i H CH,CH,CH,CN 307
3-78 H H H H H CH,CH,CH,CH,CN 321
3-79 H H H H H CH;CH (Me) OH 298
380 H H H H H CH (Me) CH,0H 298
381 H H H H H CH,CH,CH,0H 298
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3-82 H i H H H CH,CH (OH) CH,0H 314
3-83 H H H H H CH,CH (NH,) CH,0H 313
3-84 H H H H H CH,CH (NHMe) CH,0H 327
3-85 H H H H H CH,CH (\Me,) CH,0H 341
3-86 H H H H H CH,CH (Me) CH,0H 312
3-87 H H H H H CH,CH,CH,CH,0H 312
3-88 I H H H H CH,CH,CH,CH,CH,0H 326
3-89 H H H H H a—46 452
3-90 H H H H H  CH(CH,0H)CH,CH,NHCONHCeH, 446
391 H H H H H a—47 438
3-92 H H H H H CH,CH (OH) CH,NHCONHCH; 432
3-93 H H H H H CH,CH,0CONHMe 341
3-94 H H H H H CH,CH,0CONHCHs 403
3-95 H H H H H CH,CH,CH,0CONHMe 355
3-96 1 H H H H a—48 423
3-97 H H H H H CH,CH,CH,OCONHCH; 417
3-98 H H H H H CH,CH,CH,CH,0CONHMe 369
3-99 H H H H H a—49 437
3-100 H H H H H CH,CH,CH,CH,0CONHCH; 431
3-101 H H H H H CH,CH,CH,SH 314
3-102 H H H H H CH,CH,CH,CH,SH 328
3-103 H H H H H CH,CH,SCOCH; 404
3-104 H H H i H CH,CH,CH,SCOMe 356
3-106 H H H n H CH,CH,CH,SCOC4Hs 418
3-106 H H H H H CH,CH,CH,0Me 312
3-107 H H H H H CH,CH,CH,CH,0Me 326
3-108 H H H H H CH,CH,CH,CH,CH,0Me 340
3-109 H H H H H CH,CH,0COMe 326
3-110  H H H H H CH,CH,CH,0COMe 340
3-111 H H H 0 H CH,CH,CH,CH,0C0Me 354
3-112 H H H H H CH,CH,0COCH,Me 340
3-113 H H il H H CH,CH,CH,0COCH,Me 354
3-114 H H H H H CH,CH,CH,CH,0COCH,Me 368
3-115 H H H H H CH,CH,0COCHMe, 354
3-116 H H H H H CH,CH,CH,0COCHMe, 368
3-117 H H H H H CH,CH,CH,CH,0COCHMe,, 382
3-118 H H H H H CH,CH,CH,0COCMe, 382
3-119 H H H H H CH,CH,CH,CH,0C0CMe, 396
3-120 H H H H H CIL,CH,0COCH; 388
3-121 H H H H H CH,CH,CH,0COCH; 402
3-122 H H H H H CH,CH,CH,CH,0COCH; 416
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3-123 H H H H H CH,CH,0COCH,0H 342
3-124 H H 0 H H CH,CH,0COCH,NH, 341
3-125 H H H H H CH,CH,0CH,CH,0Me 342
3-126 H H H H H CH,CH,0CH,CH,0H 328
3-127 H i 3 Il I CH,CH,CH,0CH,CH,0H 342
3-128 H H H H H CH,CH,CH,CH,0CH,CH,0H 356
3-129 H H H H H CH,CH (CH,0H) NH, 313
3-130 H H H H H CH,CH (CH,0H) NHCOMe 355
3-131 H H H H H a-50 438
3-132  H H H H H CH,CH (CH,0H) NHCONHC,H; 432
3-133 H H H H H CH (CH,OH) CHoNH, 313
3-134 H H il H H CH (CH,0H) CH,NHCOMe 355
3-135  H H H H H a-51 438
3-136 H H H H H CH (CH,OH) CI1,NHCONIIC,II; 432
3-137 H H H H H CH,CH (OH) CHNH, 313
3-138  H H H H H CH,CH (OH) CH,NHMe 327
3-139 H H H H H CH,CH (OH) CH,NMe, 341
3-140 H H H H H CH,CH,CH,CH,NH, 311
3-141 H H H H H CH,CH,CH,CH,CH,NH, 325
3-142 H H H H H CH,CH,NHMe 297
3-143 H H H H H CH,CH,CH,CH,NHMe 325
3-144 H H H H H CH,CH,CH,CH,CH,NHMe 339
3-145 H H H H H CH,CH,NMe, 311
3-146 H H H H H CH,CH,CH,NMe, 325
3-147 H H H H H CH,CH,CH,CHNMe, 339
3-148 H H H H H CH,CH,CH,CH,CH,NMe, 353
3-149 H H H H H CH,CH,NHCH,CH,0H 327
3-150 H H H H H CH,CH,CH,NHCH,CH,0H 341
3-151 H H H H H CH,CH,CH,CH,NHCH,CH,0H 355
3-152 H H H H H CH,CONH, 297
3-153 H H H H H CH,CH,CONH, 311
3-154 H H H H H CH,CH,CH,CONH, 325
3-165 H H H H H CH,CH,NHCOCH,Me 339
3-156 H H H H H CH,CH,NHCOCH,CH,Me 353
3-157 H H H H H CH,CH,NHCOCHMe, 353
3-158 H H H H H CH,CH,NHCOCMe; 367
3-159 H H H H H CH,CH,NHCOCH,0H 341
3-160 H H H H H CH,CH,NHCOCH,0Me 355
3-161 H il H H H CH,CH,NHCOCH; 387
3-162 H H H H H a—52 388
3-163 H H H H H a-53 393
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3-164 H H H H H a-54 377
3-165 H i H H H a—55 389
3-166 H H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 424
3-167 H 5 H H H CH,CH,NHCOCH,NHCOCH; 444
3-168 H H i i H CH,CH,CH,NHCOMe 339
3-169 H H H H H CH,CH,CH,NHCOCH,Me 353
3-170  H H H H H CH,CH,CH,NHCOCH,CH,Me 367
3-171 H H H H H CHsCH,CH,NHCOCHMe, 367
3-172 H H H H H CH,CH,CH,NHCOCMe, 381
3-173 H H H H H CH,CH,CH,CH,NHCOMe 353
3-174 H H H H H CH,CH,CH,CH,NHCOCH,Me 367
3-175 H H H H H  CH,CH,CH,CH,NHCOCH,CH,Me 381
3-176 H H H i 11 CH,CH,CH,CH,NHCOCHMe, 381
3-177 H H H H H CH,CH,CH,CH,NHCOCMe 395
3-178 H H H H H CH,CH,N (Me) COMe 339
3-179 H H H H H CH,CH,N (Me) COCgH; 401
3-180 H H H H H CH,CH,CH,N (Me) COMe 353
3-181 H n il il H CH,CH,CH,N (Me) COCGH 415
3-182 H H 0 H H CH,CH,CH,CHN (Me) COMe 367
3-183 H H H H H CH,CH,N (CH,CH,0H) COMe 369
3-184 H H H H H  CH,CH,CH.N (CH,CH,CH)COMe 383
3-185 H H H H H CH,CH,N (CH,CN) COMe 364
3-186 H H H H H CH;CH,CH,N (CH,CN) COMe 378
3-187 H H H H H a—56 310
3-188 H H H H H a-57 309
3-189 W il H H 1 a-58 351
3-190 H H H H H a—59 413
3-191 H H H H H a—60 441
3-192 H H H H H a-61 324
3-193 H H H H H a—62 337
3-194 H H H H H a-63 323
3-195 H H H H H CH,CHoNHSO,CHs 423
3-196 H H H H H CH,CH,NHSO,NMe, 390
3-197 H H H H H CH,CHoN (Me) SO,Me 375
3-198 H H H H H CH,CH,N (Me) S0,CqlH5 437
3-199 H H H H H CH,CH,N (Me) SO,NMe,, 404
3-200 H H | 11 I CH,CH,N (CH,CH,0H) SO,Me 391
3-201 H H H H H CH,CH,CH,NHSO,Me 375
3-202 H H H H H CH,CH,CH,NHS0,Cqll; 437
3-203 H H H H H CH,CH,CH,NHS0,NMe, 404
3-204 H H H H H CH,CH,CH,N (Me) SO,Me 389




WO 2006/057270 288 PCT/JP2005/021522

3-205 H H H H H CH,CH,CH,N (Me) SO,CHg 451
3-206 H H H H H CH,CH,CH,N (Me) SO,NMe, 418
3-207 H H H H H  CHyCH,CH,N (CH,CH,OH) SOMe 405
3-208 H H H H H CH,CH,CH,CH,NHS OMe 389
3-209 H H H H H CH,CH,CH,CH,NHS0,CeHs 451
3210 H H H H H CH,CH,CH,CH,NHSO,NMe,, 418
3-211 H H H H H CH,CH,CH,CH,N (Me) SO,Me 403
3-212 H H H H H  CH,CH,CH,CH,N (Me) SO,C4H; 465
3-213 H H A H H  CHy,CH,CH,CHN (Me) SO;NMe, 432
3-214 H H H H H  CH,CH,CH,CH,N(CH,CH,0H) SO Me 419
3-215 H H H H H a—64 387
3-216 H H H H H a—65 351
3-217 H H H H H a-66 415
3218 H H H H H a—67 365
3219 H H H H H CH,CH,NHCONHMe 340
3-220 H H H H H CH,CH,NHCONHCH,Me 354
3-221 H H H H H CH,CH;NHCONHCH,CH,Me 368
3-222 H H H H H CH,CH,NHCONHCHMe, 368
3223 H H H H H CH,CH,NHCONHCMe,4 382
3-224 H H H H H a—68 394
3-225 H H H H H a—69 408
3-226 H H H H H a-70 422
3227 H H H H H a-71 436
3-228 H H H H H a-T72 460
3-229 H H H H H CH,CH,NHCONHC4Hs 402
3-230 H H H H H a-T73 432
3-231 H H H H H a-74 418
3-232 H H H H H a-75 417
3-233 H H H H H a-76 445
3-234 H H H H H a=T77 452
3-235 H H H H H a—T78 452
3-236 H H H H H a-T79 427
3237 H H H H H a—80 431
3238 H H H H H a-81 436
3-239 H H H H H CH,CH,NHCONHCOCH; 430
3240 H H H H H CH,CH,NHCONHS0,CH: 466
3241 H H H H H a-82 344
3-242 H H H H H a-83 344
3243 H H H H H a—-84 459
3244 H H H H H a—85 446
3-245 H H H H H a—86 458




WO 2006/057270

3-246
3-247
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a-87
CH,CH;NHCONHCMe ,CH,CMe;
a-88
CH,CH,N (Me) CONHCgH;
CH,CH,N (Me) CON (Me) CeHs
CH,CH,NHCONHCH,CH,0H
CH,CH,NHCONHCH,CH,0Me
CH,CH;NHCONHCH,CH,;NMe 5
CH,CH,NHCON (Me) CH,CH;0H
CH,CH,NHCON (CH,CH,0H) ,
a—89
CH,CH,NHCONMe,
CH,CH,CH,NHCONHMe
CH,CH,CH,NHCONHCH Me
CH,CH,CH,NHCONHCH,CH,;Me
CH,CH,CH,NHCONHCHMe,
CH,CH,CH,NHCONHCMe4
a-90
a—91
a-92
a-93
a-94
CH,CH,CH,NHCONHC4H;
a—95
a—96
a—97
a—98
a—99
a—100
a-101
a—102
a—-103
CH,CH,CH,NHCONHCOCgH5
a—104
a—105
a—-106
a-107
a—108
a—109
CH,CH,CH,NHCONHCMe,CH,CMe;
a—110

408
438
421
416
430
370
384
397
384
414
395
354
354
368
382
382
396
408
422
436
450
474
416
446
432
431
459
466
466
441
445
450
444
492
492
473
460
472
422
452
435
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3-287 H H H H H  CHyCH,CH,N (Me) CONHCH; 430
3288 H H H H H  CH,CH,CH,N (Me) CON (Me) Cglls 444
3-289 H H H H H  CHyCH,CHNHCONHCH,CH,OMe 398
3290 H H i H H  CHyCH,CH,NHCONHCH,CH,NMc, 411
3-201 H H H H H  CH,CH,CH,NHCON (Me) CH,CH,OH 398
3292 H H H H H  CH,CH,CH,NHCON (CH,CH,0H), 428
3-293 I i i H I a-111 409
3-294 H H H H H CH,CH,CH,NHCONMe, 368
3-205 H H H H H CH,CH,NHCSNHCH,Me 370
3-296 H H H H H CH,CH,NHCSNHCH,CHyMe 384
3-297 H H H H H CH,CH,NHCSNHCHMe,, 384
3-298 H H H H i CH,CH,NHCSNHCMe, 398
3299 H H H H H a-112 344
3-300 H H H H H CH,CH,NHCSNHCH,CH,OMe 400
3-301 H H H H H  CH,CH,NHCSNHCH,CH,NMe, 413
3-302  H H H H H  CH,CH,NHCSN(Me) CH,CH,0H 400
3-303 H H H H H  CH,CH,NHCSN (CH,CH,OH) 430
3-304 H H H H H a-113 411
3-305 H H H H H CH,CH,NHCSNMe, 370
3-306 H H H H i CH,CH,NHCOOMe 341
3-307 H H H H H CH,CH,NHCOOCH Me 355
3-308 H H H H H CH,CH,NHCOOCH,CHyMe 369
3-309 H H H H H CH,CH,NHCOOCHMe, 369
3-310 H H H H H a-114 409
3-311 H H H H H CH,CH,NHCOOCH; 403
3-312  H H H H H CH,CH,NHCOOCH,CH,0H 371
3-313  H H H H H CH,CH,NHCOOCH,CH,0Me 385
3-314 H H H H H a-115 364
3-315 H H H H H a-116 364
3-316 H H H H H a-117 351
3-317 H H H H H a-118 365
3-318 H H H H H a-119 340
3-319 H H H H H a-120 365
3-320 H H H H H COCH; 344
3-321 Cl H H H H H 274
3-322 Br H H H H H 318
3-323 OH H H H H H 256
3-324  Me H H H H H 254
3-325 CH=CH, H H H H H 266
3-326 C=CCHs H H H H H 340
3-327 OMe H H H H H 270
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3-328 NH, H H H H H 255
3-329 NHMe H H H H H 269
3-330 NMe, H H H H H 283
3-331 NHCH; H H H H H 331
3-332 OH H H H H Me 270
3-333  0oH H H H H a-1 338
3-334 OH H H H H a-2 376
3-335  OH H H H 1 Cells 332
3-336  OH H H H H CH,COO0H 314
3-337 OH H H H H CH,CH,COOH 328
3-338 OH H H H H CH,CN 295
3-339 OH H H H H CH,CH,CN 309
3-340 OH H H H H CH,CH,OH 300
3-341 OH H H H H CH(CH,0H) , 330
3-342  OH H H H H a-3 354
3-343 OH H H H H CH,CH,0Me 314
3-344 OH H H H H CH,CH,0C0CMe, 384
3-345 OH H II H H CH,CH,SCOMe 358
3-346 OH H H H H CH,CH,SH 316
3-347 OH H H H H CH,CH,NH, 299
3-348 OH H H H H CH,CH,CH,NH, 313
3-349 OH H H H H CH,CH,CH,NHMe 327
3-350 OH H H H H CH (CH,NHCOMe) , 412
3-351 OH il H H H CH (CH,NH,) , 328
3-352 OH H H H H CH,CH,NHCOMe 341
3-353 OH H H H H a—4 354
3-354 OH H H H H CH,CH,NHCOCH,NHCOMe 398
3-355 OH H H H H CH,CH,NHCOCH,NMe, 384
3-356  OH H H H H CH,CH,NHSO,Me 377
3-357 OH H H H H a5 353
3-358 OH H H H H a6 395
3-359 OH H H H H  CHyCH,CH,NHCONHCH,CH,OH 400
3-360 OH H H H H CH,CH,CH,NHCONHBn 446
3-361 OH H H H H CH,CH,NHCSNHCH,CH,0H 402
3-362 OH H H H H CH,CH,NHCSNHCH; 434
3-363 OH H H H il CH,CH,NHCOOCH,CH,NMe,, 414
3-364 OH I H H H a-7 411
3-365 OH H H H H a8 298
3-366 OH H H H H a-9 353
3-367 OH H H H H COMe 298
3-368 OH H H H H a-10 310
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3-369 OH H H i i a1l 324
3-370 OH W H H H a-12 338
3371 OH H H H H Bn 346
3-372 OH H H H H a-13 380
3-373 OH H H H H a-14 362
3-374 OH H H H H a-15 406
3375 OH H H H H a-16 420
3-376 OH H H H H a-17 436
3-377 OH H H H i a-18 413
3378 O W H H H a-19 431
3-379 OH H H H H a-20 422
3-380 OH H H H H a-21 361
3381 OH H H H H a-22 375
3382 OH H H H H a-23 389
3383 OH H H i H a-24 405
3-384 OH H H i H a-25 419
3-385 OH  H i i i a-26 449
3386 OH O H H H a-27 403
3387 OH H H i H a—28 439
3-388 OH H H H H a-29 448
3-389 OH H H H H a=30 390
3-390 OH H H H H a-31 406
3-3901 OH H H H H a-32 376
3-392 OH H H H H a-33 376
3-393 OH H 1 I H a-34 406
3-394 OH I H H H a-35 406
3-395 04 H H H H a-36 436
3-396 OH H H H H a-37 436
3-397 OH H H H H a-38 334
3-398 OH H i H H a-39 336
3-399 OH H H H H a-40 352
3-400 OH H H i i a—41 404
3-401 OH H H H H a—42 391
3-402  OH H H H H a—43 347
3-403 O H H H H a-44 333
3-404 OH H H H H a—45 348
3-405 OH H H H H CH,CH,CH,COOH 342
3-406 OH W H H H CH,CH,CH,CH,COOH 356
3-407 OH H H H i CH,CH,CHoCN 323
3-408 OH H H H H CH,CH,CH,CH,CN 337
3-409 OH H H H H CH,CH (Me) OH 314
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3-410 OH H il H H CH (Me) CH,0H 314
3-411 OH H H H H CH,CH,CH,011 314
3-412  OH H H H H CH,CH (OH) CH,0H 330
3-413  OH H H H H CH,CH (NH,) CH,0H 329
3-414 OH H H H H CH,CH (NHMe) CH,0H 343
3-415 OH H H H H CH,CH (NMe,) CH,0H 357
3-416  OH H H H H CH,CH (Me) CH,0H 328
3-417 OH H H H H CH,CH,CH,CH,0H 328
3-418 OH H H H H CH,CH,CH,CH,CH,0H 342
3-419 OH H H H H a—46 468
3-420 OH H H H H  CH(CH,OH)CH,CH,NHCONHCgH; 462
3-421 OH H H H H a—47 454
3-422 OH H H H H CH,CH (OH) CH,;NHCONHC¢Hj 448
3-423 OH H H H H CH,CH,0CONHMe 357
3-424  OH H H H H CH,CH,0CONHCGH; 419
3-425 OH H H H H CH,CH,CH,0CONHMe 371
3-426 OH H H H H a-48 439
3-427 OH H H H H CH,CH,CH,0CONHCgH; 433
3-428 ol H H H H CH,CH,CH,CH,0CONHMe 385
3-429 OH H H H H a-49 453
3-430 OH H H H H CH,CH,CH,CH,0CONHCH 447
3-431 OH H H H H CH,CH,CH,SH 330
3-432 OH H H H H CH,CH,CH,CH,SH 344
3-433  OH H H H H CH,CH,SCOCH; 420
3-434 OH H H H H CH,CH,CH,SCOMe 372
3-435 OH H H H H CH,CH,CH,SCOCH; 434
3-436  OH it | H H CH,CH,CH,0Me 328
3-437 OH il H H H CH,CH,CH,CH,0Me 342
3-438 OH H H H H CH,CH,CH,CH,CH,0Me 356
3-439 OH H H H H CH,CH,0C0Me 342
3-440 OH H H H H CH,CH,CH,0C0Me 356
3-441 OH H H H H CH,CH,CH,CH,0C0Me 370
3-442 OH H H H H CH,CH,0COCH,Me 356
3-443 OH H H H H CH,CH,CH,0COCH,Me 370
3-444 OH H H H H CH,CH,CH,CH,0COCH,Me 384
3-445 OH H H H H CH,CH,0COCHMe, 370
3-446  OH H H H H CH,CH,CH,0COCHMe, 384
3-447 OH H H H H CH,CH,CH,CH,0C0CHMe, 398
3-448 OH H H H H CH,CH,CH,0C0CMe, 398
3-449 OH H H H H CH,CH,CH,CH,0C0CMe,4 412
3-450 OH H H H H CH,CH,0C0CH; 404
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3-451 OH H H H H CH,CH,CH,0C0CgHs; 418
3-452  OH H H H H CH,CH,CH,CH,0C0CH; 432
3-453  OH H H H H CH,CH,0COCH,0H 358
3-454 OH I i H H CH,CH,0COCH,NH, 357
3-455  OH | H i H CH,CH,0CH,CH,0Me 358
3-456  OH H H H H CH,CH,OCH,CH,0H 344
3-457 OH H H H H CH,CH,CH,0CH,CH,0H 358
3-458 OH H H H H CH,CH,CH,CH,0CH,CH,0H 372
3-459  OH H H H H CH,CH (CH,0H) NH, 329
3-460 COH H H H H CH,CH (CH,0H) NHCOMe 371
3-461 OH H H H H a—50 454
3-462  OH H H H H CH,CH (CH,0H) NHCONHC4H; 448
3-463 OH i H H H CH (CH,0H) CH,NH, 329
3-464 OH H H H H CH(CH,0H) CH,NHCOMe 371
3-465 OH H H H H a-51 454
3-466 OH H H H H CH (CH,0H) CH,NHCONHC gl 448
3-467 OH H H H H CH,CH (OH) CH,NH, 329
3-468  OH H H H H CH,CH (OH) CH,NHMe 343
3-469  OH H H H H CH,CH (OH) CH,NMe, 357
3-470 OH H H H H CH,CH,CH,CH,NH, 327
3-471 OH H i il H CH,CH,CH,CH,CH,NH, 341
3-472 OH H H H H CH,CH,NHMe 313
3-473  OH H H H H CH,CH,CH,CH,NHMe 341
3-474 OH H H H H CH,CH,CH,CH,CH,NHMe 355
3-475 OH H H H H CH,CH,NMe, 327
3-476  OH H H H H CH,CH,CH,NMe, 341
3-477 OH H H H H CH,CH,CH,CH,NMe, 355
3-478 OH H H H H CH,CH,CH,CH,CH,NMe,, 369
3-479 OH 0 H H H CH,CH,NHCH,CH,0H 343
3-480 OH H H H i CH,CH,CH,NHCH,CH,OH 357
3-481 OH H H H H CH,CH,CH,CH,NHCH,CH,0H 371
3-482 OH H H H H CH,CONH, 313
3-483 OH H H H H CH,CH,CONH, 327
3-484 OH H H H H CH,CH,CH,CONH, 341
3-485  OH H H H H CH,CH,NHCOCH,Me 355
3-486  OH H H H H CH,CH,NHCOCH,CH,Me 369
3-487 OH H H H H CH,CH,NHCOCHMe, 369
3-488 OH H H H H CH,CH,NHCOCMe; 383
3-489 OH H H H H CH,CH,NHCOCH,0H 357
3-490 OH H H H H CH,CH,NHCOCH,0Me 371
3-491 oH H H H H CH,CH,NHCOC4H; 403
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3-492  OH H H H H a—52 404
3-493  OH H H H H a-53 409
3-494 OH H H H H a-54 393
3-495 OH H H H H a—55 405
3-496  OH H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 440
3-497 OH H H H H CH,CH,NHCOCH,NHCOCH; 460
3-498  OH H H H H CH,CH,CH,NHCOMe 355
3-499  OH H H H H CH,CH,CH,NHCOCH,Me 369
3-500 OH H H H H CH,CH,CH,NHCOCH,CH,Me 383
3-501 OH H H H H CH,CH,CH,NHCOCHMe, 383
3-502 OH H H H H CH,CH,CH,NHCOCMe, 397
3-503 OH H H H H CH,,CH,CH,CH,NHCOMe 369
3-504 OH H H H H CH,CH,CH,CH,NHCOCHMe 383
3-505 OH H H H H  CH,CH,CH,CH,NHCOCH,CH.Me 397
3-506 OH H H H H CH,CH,CH,CH,NHCOCHMe, 397
3-507 OH H H H H CH,CH,CH,CH,NHCOCMe, 411
3-508 OH H H H H CH,CH,N (Me) COMe 355
3-509  OH H H H H CH,CH,N (Me) COCH; 417
3-510 OH H H H H CH,CH,CH,N (Me) COMe 369
3-511 OH H H H H CH,CH,CH,N (Me) COCeHz 431
3-512 OH H H H H CH,CH,CH,CH,N (Me) COMe 383
3-513 OH H H H H CH,CH,N (CH,CH,0H) COMe 385
3-514 OH H H H H  CH,CH,CH,N(CH,CH,0H)COMe 399
3-515  OH H i H H CH,CH,N (CH,CN) COMe 380
3-516  OH H H H H CH,CH,CH,N (CH,CN) COMe 394
3-517 OH H H H H a-56 326
3-518 OH H H H H a-57 325
3-519 OH il H H H a-58 367
3-520 OH H H H H a-59 429
3-521 OH H H H H a—60 457
3-522 OH H H H H a—61 340
3-523 OH H H H H a—62 353
3-524 OH H H H H a-63 339
3-525  OH H H H H CH,CH,NHS0,C¢H; 439
3-526 OH H H i H CH,CH,NHSO0,NMe, 406
3-527 OH H H H H CH,CH,N (Me) SO,Me 391
3-528 OH H H H H CH,CH,N (Me) SO,C¢H; 453
3-529 OH H H H H CH,CH,N (Me) SO,NMe, 420
3-530 OH H H H H CH,CH,N (CH,CH,0H) SO,Me 407
3-531 OH H H H H CH,CH,CH,NHSO,Me 391
3-532 OH H H H H CH,CH,CH,NHS0,CH; 453




WO 2006/057270 296 PCT/JP2005/021522

3-533 o H H H I CH,CH,CH,NHS0,NMe, 420
3-534  OH H H H i CH,CH,CH,N (Me) SO, Me 405
3-535  OH H H H H CH,CH,CH,N (Me) SO,CeHs 467
3-536  OH H H H H CH,CH,CHoN (Me) SO,NMe,, 434
3-537  OH H H H H  CH,CH,CH,N (CH,CH,0H) SOMe 421
3-538  OH H H H H CH,CH,CH,CH,NHSO0,Me 405
3-539 Ol H H H H CH,CH,CH,CH,NHS0,C4H; 467
3-540 OH H H H H CH,CH,CH,CH,NHSO,NMe, 434
3-541  OH H H H H  CHyCH,CH,CH;N (Me) SOMe 419
3-542  OH H i H H  CHyCH,CH,CHN (Me) SO,CHs 481
3-543  OH H H H H  CHyCH,CH,CHN (Me) SONMe, 448
3-544  OH H H H H  CHCHCHCHN (CHCH,0H) SOMe 435
3-545 OH H H H H a-64 403
3-546  OH H H H H a-65 367
3-547  OH H H H H a—66 431
3-548 OH H H H H a-67 381
3-549  OH H H H 3 CH,CH,NHCONHMe 356
3-550  OH H H H H CH,CH,NHCONHCH,Me 370
3-551  OH H H H H CH,CH;NHOONHCH,CH,Me 384
3-552  OH H H H H CH,CH,NHCONHCHMe, 384
3-553  OH H H H H CH,CH,NHCONHCMe, 398
3-554  OH H H H H a-68 410
3-555  OH H H H H a-69 424
3-556 OH N H H H a-70 438
3-557  OH H H H H a-71 452
3-558  OH H H H H a-72 476
3-559  OH H H H H CH,CH,NHCONHC 4Hs 418
3-560  OH H H H H a-73 448
3-561 OH H H H H a-74 434
3-562  OH H H H H a-75 433
3-563  OH H H H H a-76 461
3-564 OH H H H H a-77 468
3-565 OH H H H H a-78 468
3-566 O H H H H a-79 443
3-567 OH i H H H a-80 447
3-568  OH H H H H a-81 452
3-569 OH H H H i CH,CH,NHCONHCOCH; 446
3-570  OH H H H H CH,CH,NHCONHS 0,C4H; 482
3571 OH H H H H a-82 360
3-572  OH H i H H a-83 360
3-573 OH H H H H a-84 475
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3-574 OH H H H H a—-85 462
3-575 OH H H H H a—86 474
3-576 OH H H H il a—87 424
3-577 OH H H H H  CH,CH,NHCONHCMe,CH,CMe, 454
3-578 OH H H H H a—-88 437
3-579 OH H H H H CH,CH,N (Me) CONHC4H; 432
3-580 OH H H H H CH,CH,N (Me) CON (Me) CgHs 446
3-581 OH H H H H CH,CH,NHCONHCH,CH,0H 386
3-582  OH H H H H CH,CH,NHCONHCH,CH,0Me 400
3-583 OH H H H H CH,CH,NHCONHCH,CH,NMe, 413
3-584 OH H H H H  CH,CH,NHCON (Me) CH,CH,0H 400
3-585 OH H H H H CH,CH,NHCON (CH,CH,O0H) , 430
3-586 OH H H H H a-89 411
3-587 OH H H H H CH,CH,NHCONMe, 370
3-588  OH H H H H CH,CH,CH,NHCONHMe 370
3-580 OH H H H H CH,CH,CH,NHCONHCH,Me 384
3-590  OH H H H H  CH,CH,CH,NHCONHCH,CH,Me 398
3-591 OH H H H H CH,CH,CH,NHCONHCHMe, 398
3-592 OH H H H H CH,CH,CH,NHCONHCMe,4 412
3-593 OH H H H H a-90 424
3-594 OH H H H H a-91 438
3-595  OH H H H H a-92 452
3-596  OH H H H H a-93 466
3-597 OH H H H H a-94 490
3-598 OH H H H H CH,CH,CH,NHCONHCHg 432
3-599  OH H H H H a-95 462
3-600 OH H H H H a—96 448
3-601 OH H H H H a-97 447
3-602 OH H H H H a-98 475
3-603 OH H H H H a-99 482
3-604 OH H H H H a-100 482
3-605 OH H H H H a-101 457
3-606 OH H H H H a-102 461
3-607 OH H H H H a-103 466
3-608 OH H H H H CH,CH,CH,NHCONHCOCH; 460
3-609 OH H H H H a—104 508
3-610 OH H H H H a-105 508
3-611 OH H H H H a-106 489
3-612 OH H H H H a-107 476
3-613 OH H H H H a-108 488
3-614 OH H H H H a-109 438
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3-615 OH H H H H  CHyCH,CH,NHCONHCMe,CH,CMe;, 468
3-616 OH H H H H a-110 451
3-617 OH H H H H  CH,CH,CH,N (Me) CONHCgH; 446
3-618 OH H H H H  CHyCH,CH,N (Me) CON(Me) CsHl; 460
3619 OH H H H H  CH,CH,CH,NHCONHCH,CH,0Me 414
3-620 OH H H H H  CH,CH,CHNHCONHCH,CHNMe, 427
3-621 OH H H H H  CH,CH,CH,NHCON (Me) CH,CH,OH 414
3-622 O H H H H  CH,CH,CHNHCON(CH,CH,0H), 444
3-623  OH H H H H a-111 425
3-624 OH H H H il CH,CH,CH,NHCONMe, 384
3-625 OH H H H H CH,CH,NHCSNHCH,Me 386
3-626  OH H H H H CH,CH;NHCSNHCH,CHMe 400
3627 OH H H H H CH,CH,NHCSNHCHMe, 400
3-628  OH H H H H CH,CH,NHCSNHCMe, 414
3-629  OH H H H H a-112 360
3-630 OH H H I I CH,CH;NHCSNHCH,CH,0Me 416
3-631 OH H H H H  CH,CH,NHCSNHCH,CH,NMe, 429
3-632 OH H H H H  CH,CH,NHCSN (Me) CH,CH,0H 416
3-633 OH H H H H  CH,CH,NHCSN (CH,CH,0H) 446
3-634 OH H H H H a-113 427
3-635 OH H H H H CH,CH,NHCSNMe, 386
3-636  OH H H H H CH,CH,NHCOOMe 357
3-637 Ol H H H H CH,CH,NHCOOCH,Me 371
3638 OH H H H H CH,CH;NHCOOCH,CHMe 385
3-639  OH H H H H CH,CH,NHCOOCHMe, 385
3-640 OH H H H H a-114 425
3641 OH H H H H CH,CH,NHCOOC,H, 419
3-642 OH H H H H CH,CH,NHCOOCH,CH,0H 387
3-643 OH H H H H CH,CH,NHCOOCH,CH,0Me 401
3-644 OH H H H H a-115 380
3-645 OH H H H H a-116 380
3646 OH H H H H a-117 367
3-647 OH H H H H a-118 381
3-648 OH H H H H a-119 356
3-649  OH H H H H a-120 381
3-650 OH H H H H COC,H; 360
3-651 H cl H H H H 274
3652 H  Br H H H H 318
3-653 H OH H H H H 256
3654 H  Me H H H H 254
3-655 H CH=CH, H H H i 266



WO 2006/057270 299 PCT/JP2005/021522

36566 H c=ccl; 0 S| H H 340
3-657 H OMe H H H H 270
3-658 H NH, H H H H 255
3659 H NHMe H H H H 269
3-660 H NMe, H H H H 283
3-661 H NHCH; H H H H 331
3-662 H H Cl H H H 274
3-663 H H Br H H H 318
3664 H H oH i H H 256
3-665 U H Me H H H 254
3-666 1 H CH=CH, H H H 266
3-667 H H c=ccHs H H H 340
3668 H H OMe H H H 270
3-669 H H NH, H H H 255
3-670 H H NHMe H H H 269
3-671 I 3 NMe, H H H 283
3-672 H H NHCGH; H H H 331
3673 H H H cl H H 274
3674 H H H Br H H 318
3-675 H H H OH H H 256
3-676 N H H Me H H 254
3-677 H H H CH=CHy, H H 266
3-678 H H 0 c=ccls N H 340
3-679 U il H OMe H H 270
3-680 H H H NH, H H 25b
3-681 H H H NHMe H H 269
3-682 H H H NMe, H H 283
3683 H H H NHGCll; H H 331
3-684 H H H H Cl H 274
3-685 H H H H Br H 318
3-686 H il H H OH H 256
3-687 1 H H H Me H 254
3-688 H H H H CH=CH, H 266
3-689 H H H H C=CCgHs H 340
3-690 H H H H OMe H 270
3-691 H H H H NH, H 255
3-692 H H H H NHMe H 269
3-693 H H H H NMe, H 283
3-694 H H H H  NHCgH; H 331

[0383] EWEHIA—1:4— (2, 3—VkFu—1, 5—7H T F Lo —1—AILAF)L) Y

D
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[0384]

TREA
4—(2, 3—YeRu—1, 5—VT7HF7xF L —1—ANAF YTV —1—%
NVRUE tert— 7 FNZT )L (HEIA35)

EHHI1— 1O TRATRELZE— T/ —4—E=0AY% 00 (FREIEL) &L t
ert—7F N 4—HRNAIN—1 -V HNVRFVL—MNT 7 ~aT 48 %
W, EHifl1— 1O TEB, K UCIZRHE L2 TS TER LA E ST
MS (m,z) : 368 (MH+)

THB
4— (2, 3—VeRu—1, 5—I7HFT7xF LY —1—ANAF L) BRIV

FROTBATEELZ4— (2, 3—VkRu—1, 5—7H#F 7L —1—A)b
AFNVNVEARYDY — 1 —IVRE tert— 7 F VA7)V (HREA35) & W,
L1 — 1O TREDICREM U FIEICHET TR LA B E R L L TSz,

MS (m,z) : 268 (MH+)
Fhafla—2~4—320

Fhapla—2~4—320DE5Wi%, Eifld—1THSLZ4— (2, 3—YERu—
1, 5—=VTHT7xF Ly —1—ANAF )RV Z AT, Efihll —2~1—3
201ZFE# L7 F I TR T2,

Ehifla—321:6—raa—1— (BT —4—AVAF)) —2, 3—VkRFr—1
H—1, 5—Y7¥7=FLr

TREA

4—(6—7un—2, 3—YeFu—1, 5 V7HFT7xFL v —1—ANAF )Y
Y —1—HNRE tert— T FNTAT )L (HEA36)

EhFl1— 3210 TRCTR&ELZS— T/ —1—ua—4—E= A V% /) (

HIARS) & FIV T, FHERI1 — LIZFER L7 IR TR b A AT,

MS (m, z) :402

T#B

6—rua—1— (BN —4—AVAF)) -2, 3—VkFu—1H—1, 5— V7

T FLv
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[0385]

FROTBATEHELIZ4— (6—2un—2, 3—YkFu—1, 5—Y7¥F7=FL
V—1—ANAFNV)ERY —1—HINARUPE tert— T F L2257V (HK36
)EAWT, EEf1— 10 TREDICEHR U T R LA mEHIRE S L
TR,

MS (m,z) : 302 (MH+)
Ehifl4—322

EhiF4 — 3220 LA Mi%, FEiBl1—3220/LE L FEEkICL T,
HHipla—323

EHa4— 323D AW, EHiF1—323D/LAMmEREIZL THET-,

KB4 —324~4—331

Fhfld—324~4—331DILEWIL, EhEHI4— 321D TRATEEL4— (6
—sun—2, 3—VkRue—1, 5— V77 F Ly —1—ANAF )RV —1
—ANRE tert— T F N2 RT )V (HEIE36) 2 VT, Fhifll—324~1—
33LITFH L 7= HFIEICHET TR T2,

EHifla—332~4—650

Fhipl4—332~4—650DLAML, Ehiifl4—321 THRHLIZ6 —r/un—1—
(B_RYDy —4—A)VAF)N) —2, 3—VeRe—1H—1, 57 7=F1 | X
(X EHEFIA— 323 CTRAELZ6 — R ¥y —1— (BE_UVY —4— A )L AF)L) — 2,
3—YbRu—1H—1, 5— Y7 ¥ 72 F LB fAWT, a1 —2~1—3201Z5%
U TR TEZ,

FEiF4a—651:4—raa—1— (E_UPV —4—ANVAF)L) —2, 3—VeRu—1
H—1, 5—Y7¥7=FLr

THRA

4—@4—7un—2, 3—TeFu—1, 5V T7HF 7oLy —1—ANAF L) ERYY
Y —1—HNRAAE tert— T F N AT )L (FRE3T)

Ehafl1 — 321D TRCTE&ALZ3—/un—5—=fa—4—E =A% /U (
HREART) 2 VT, EHERI1 — 3210 TRED~FIZR#L 7 F I TR ks
Wztgiz,
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[0386]

MS (m,z) : 402 (MH+)
THB
4—r7ua—1— BV —4—ANVAF)NV) —2, 3—VeRkr—1H—1, 5 7%
TxFLyv

rEROTRCTHRELZ4— (Q—run—2, 3—YkRu—1, 5—Y7¥F7=FL
Y —1—ANAF V)R —1—T)VRUE tert— T F I RAT )L (FEIA37
)EFAWT, Bl — 10 TEDICEHR U FECEC TR LA MEHIRE S L
T,
MS (m,z) : 302 (MH+)
Fifl4—652

Ehala—6520/LEL, FhEfld— 65U R LT T ILICHEC THTZ,
Ehfa—653

EHaHla—653D/LA WL, EHifl1— 323D AL, XITBIEICHEL T,
FEHifla—654~4—661

EHifla—654~4—661D{LAMIT. 4— (44— —2, 3—VkFu—1, 5—
VTP T2F Ly —1—ANATFNV)ERIT Y — 1 —ANVRR tert— T F VTR
FNEFANT, Bl —324~1— 331 L= FRICHEC TEZ,
FHipl4—662

Fhapla— 662D LE ML, TRiDFEMEHI4— 663Gk L7 T I THZ
FEhEFl4—663:7—T T —1— (VP —4—ANV) AF NV —2, 3—VERu—1
H—1, 5—Y7¥7=FLr
THRA
4— (7T—7aE—2, 3—VeRur—1, 5772 Ly —1—ANAF L) ERY
D —1— VAR tert— T FILT ATV (FRES38), 4— (8— T mE—2, 3
—YeRu—1, 5T HF 7o Ly —1—ANATF ) ERIVY — 1 — I VR
tert— 7 F N2 )L (HEAK39)

EHiFl4a—1OTRATHRELZ4— (2, 3—YkFu—1, 5—Y7 ¥ 7oL —1
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[0387]

—ANAF N EAYD Y —1—INVRV B tert— T F 22TV (HEA35) 2
W, EHEBI1— 6630 TRAICEMUIZ FIEICEL TR EILA MRS,
MS (m,z) :446 (MH+)
THB
7T—7aF—1— (XY —4—ANVAF)N) -2, 3—VeRur—1H—1, 5—U7
WA S PV

FROTBATEELZ4— (7T—TvE—2, 3—VeRu—1, 5—V7¥7=FL
V1= ARy — 1 —IVRVE tert— 7 F VA7)V (FRIAR38) &
VT, G — 10 TREDICTER L FRICHEC GERLA D EERmE S LTz
MS (m,z) : 346 (MH+)
FKhEfla—664~4—672

Fhitl4—664~4—6720/LAEML, FHiBl4—663D TRATIHELIZ4— (7
—7mE—2, 3—VkFu—1, 5— V7T T7=F L — 1AM ERIT —1—7
NNV tert— 7 F N AT NVAEAWT, a1 —323~1—33LZidkL 724
BT TR,
EHiBla—673

a4 — 673D/ AT, TroDFMFI4—67HIFRBMLI- FIEICEC TR
Efila—674:8— T —1— (BRI —4—A)VAF)V) —2, 3—VkRu—1
H—1, 5— V7% 7)1

Ehafl4— 663D TRATEELE4— (8— 7 0E—2, 3—YkFu—1, 57
PIT 2 Ly —1—ANAF NI — 1 — IRV tert— 7 F VAT )L (
HFEHA39) & VT, EHEF11 — 10 TEDICEEL A B TR a W%
WL LT,
MS (m,z) : 346 (MH+)
EHifla—675~4—683

Fhitl4—675~4—683DLAMIL. Hhiil4—663D TRATHIFLZ4— (8
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[0388]

—7mE—2, 3—VeRu—1, 5T HFT72F L —1—ANAF )RV —1
— IRV tert— 7 FNT AT )NERAWT, EiEf1—323~1—331LIZFE#HL
Te FIRIZHEC TR,

Ehahla—684% *4—685

Fhapl4—684% U4—685DLA ML, TRROEKEHFIA—691DLAME L H
DY T /b —Sandmeyer i (B ZiZ, Denny, William. , et al, J. Med. Che
m. , 2002, 740;Kulka, J. Am. Chem. Soc. , 75, 3597(1953)72) 2 &%
W57,

FEhEFl4—691:9—TI)—1— (BRI —4—A)VAF)V) —2, 3— VR —1
H—1, 5—Y7¥7=F1L v

TRA

4—(9—-73/—2,3—VtRu—1, 5—I7F7oF Ly —1—ANAF W) ERYY
Y —1—HNVRE tert— T FNERT )L (FEIK40)

Fhafd—663D TRATHHELIZA— (7T—T2E—2, 3—VkRr—1, 57
P72 F Ly —1—ANAF )R —1—HNVR B tert— 7 F LT AT )L (
FREAR38) 2 VT, A&D ik (521X, Kucznierz, R. , Dickhaut, J, Leiner
t, H., Von Der Saal, W., Synth. Commun. , 29, 1617(1999) ;Ping C
hen, Bioorganic & Medicinal Chemistry Letters, 13, 1345(2003)7&
)EBEIZLT, =hefL (967) | BT (TRED R R T—KEE T, Lo =rat—
TH) BATHZ LI I VER L AR,

MS (m, z) : 383 (MH+)

T/#B

9—73—1— (BRI —4—ANVAF)NV) —2, 3—VeRu—1H—1, 5—Y7W
Al Vg

LEROTEATESLZ4—(9—T3/—2, 3—Vkku—1, 5—V7¥ 7)1
—1—ANRAF ) ERYDY —1—HNVARV R tert— 7 F VT RT )V (FEK40)
ROV, EiEf]1— 10 TREDICGRE LI FEICHEC CERL A EHEmE L LT

iz,
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MS (m, z) : 283 (MH+)
Ehafla—692~4—694
Fhapl4—692~4— 694D AL, FHEaBl4— 685 THFL4— (9— T E
—2, 3—VkRua—1, 5—V7HF7xF Ly — 1 —ANAF )R —1— )V
RNAR tert— T FNT AT NVENT, Efiihll—329~1—33 LRI ik
WZHEC TR,
[0389] [F4]
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Exp.No. R R R R R A% Mass (MH")
4-1 H H H H i H 268
4-2 H H H H H Me 282
4-3 H H H H H a~1 350
44 H H H H H a-2 388
4-5 H H H H H CeHs 344
4-6 i H H H H CH,CO0H 326
4-7 H H i H H CH,CH,COOH 340
4-8 H H H H H CH,CN 307
4-9 H H H H H CHyCH,CN 321
4-10  H H H H H CH,CH,0H 312
4-11 H H H H H CH (CH,0H) 342
4-12 H H H H H a3 366
4-13  H H H i H CH,CH,0Me 326
414 H H H H H CH,CH,0COCMes 396
4-15 H H H H H CH,CH,SCOMe 370
4-16 H H H H H CH,CH,SH 328
4-17 H H H H H CH,CH,NH, 311
4-18 H i i H H CH,CH,CH,NH, 325
4-19 H H H i H CH,CH,CH,NHMe 339
4-20 H H H H H CH (CH,NHCOMe) , 424

4-21 H H H H H CH (CH,NH,) , 340
4-22 H H H H H CH,CH,NHCOMe 353
4-23 H H H H H a—4 366
4-24 W H H H H CH,CH,NHCOCH,NHCOMe 410
4-25 H H n H i CH,CH,NHCOCH,NMe,, 396
4-26 H H H H H CH,CH,NHSO,Me 389
4-27 H H H H H a-5 365
4-28 H H H H H a—6 407
4-29 H H H H H  CH,CH,CH,NHCONHCH,CH,0H 412
4-30 H H H H H CH,CH,CH,NHCONHBn 458
431 H i H H H CH,CH,NHCSNHCH,CH,OH 414
4-32 H H H H H CH,CH,NHCSNHCgH 446
4-33 H H H H H CH,CH,NHCOOCH,CH,NMe, 426
4-34 H H H H H a7 423
4-35 H H H H H a-8 310
4-36 H H H H H a-9 365
4-37 W H H H H COMe 310
4-38 W H H H H a-10 322
4-39 H H H 0 H a-11 336
4-40 H H H H H a-12 350
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4-41 H H H H H Bn 358
4-42 H H H H H a-13 392
4-43 H H H H H a—14 374
4-44 H H H H H a-15 418
4-45 H H H H H a-16 432
4-46 H H H H H a-17 448
4-47 H H H H H a-18 425
4-48 H H H H H a-19 443
4-49 H H H H H a~20 434
4-50 H H H H H a—-21 373
4-51 H H H H H a-22 387
4-52 H H H H H a—23 401
4-53 H H H H H a—24 417
4-54 H H H H H a-25 431
4-55 H H H H H a-26 461
4-56 H H H H H a-27 415
4-57 H H H H H a-28 451
4-58 H H H H H a—29 460
459 H H H H H a-30 402
4-60 H H H H H a-31 418
4-61 H H H H H a~-32 388
4-62 H H H H H a-33 388
4-63 H H H H H a-34 418
4-64 H H H H H a—35 418
4-65 H H H H H a—36 448
4-66 H H H H H a-37 448
4-67 H H H H H a—38 346
4-68 H H H H H a-39 348
469 H H H H H a—40 364
4-70  H H H H H a—41 416
4-71 H H H H H a—42 403
4-72 H H H H H a—43 359
4-73 H H H H H a—44 345
4-74 H H H H H a—45 360
4-75 H H H H H CH,CH,CH,CO0H 354
4-76  H H H H H CH,CH,CH,CH,CO0H 368
4-77 H H H H H CH,CH,CH,CN 335
4-78 H H H H H CH,CH,CH,CH,CN 349
4-79 H H H H H CH,CH (Me) OH 326
4-80 H H H H H CH (Me) CH,0H 326
4-81 H H H H H CH,CH,CH,0H 326
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4-82 H H H H H CH,CH (OH) CH,0H 342
4-83 H H H H H CH,CH (NH,) CH,0H 341
4-84 H i H H H CH,CH (NHMe) CH,0H 355
485 H H H H H CH,CH (\Me,,) CH,0H 369
4-86 H H H H H CH,CH (Me) CH,0H 340
4-87 H H H H H CH,CH,CH,CH,0H 340
4-88 H H H H H CH,CH,CH,CH,CH,0H 354
489 H H H H H a-46 480
4-90 H H H H H  CH(CH,OH)CH,CH,NHCONHCGgH; 474
491 H H H H i a—47 466
492 H H H H H CH,CH (OH) CH,NHCONHCH; 460
4-93 H H H H H CH,CH,0CONHMe 369
494 H H H H H CH,CH,0CONHCH; 431
4-95 H H H H H CH,CH,CH,0CONHMe 383
4-96 H H H H H a—48 451
497 H H H H H CH,CH,CH,0CONHCH 445
4-98 H H H H H CH,CH,CH,CH,0CONHMe 397
499 H H H H H a—49 465
4-100 H H H H H CH,CH,CH,CH,0CONHCH; 459
4-101 H H i H H CH,CH,CH,SH 342
4-102 H H H H H CH,CH,CH,CH,SH 356
4-103 H H H H H CH,CH,SCOCH; 432
4-104 H H H H H CH,CH,CH,SCOMe 384
4-105 H H H H H CH,CH,CH,SCOCqH; 446
4-106 H H H H H CH,CH,CH,0Me 340
4-107 H H H H H CH,CH,CH,CH,0Me 354
4-108 H H H H H CH,CH,CH,CH,CH,0Me 368
4-109 H H H H H CH,CH,0COMe 354
4-110 H H H H H CH,CH,CH,0C0Me 368
4-111 H H | H H CH,CH,CH,CH,0C0Me 382
4-112 H H H i H CH,CH,0COCH,Me 368
4-113 H H H H H CH,CH,CH,0COCHMe 382
4-114 H H H H H CH,CH,CH,CH,0COCHMe 396
4-115 H i H i H CH,CH,0COCHMe, 382
4-116 H H H H H CH,CH,CH,0COCHMe, 396
4-117 H H H H H CH,CH,CH,CH,0COCHMe,, 410
4-118 H H H H H CH,CH,CH,0C0CMe; 410
4-119 H H H H H CH,CH,CH,CH,0C0CMe, 424
4-120 H H H H H CH,CH,0C0CgH; 416
4-121 H H H H H CH,CH,CH,0COC;H; 430
4-122 H H H H H CH,CH,CH,CH,0C0CH, 444
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4-123 H H H H H CH,CH,0COCH,0H 370
4-124 H H H H H CH,CH,0COCH,NH, 369
4-125 H H H H H CH,CH,0CH,CH,0Me 370
4-126 H H H H H CH,CH,0CH,CH,0H 356
4-127 H H H H H CH,CH,CH,0CH,CH,0H 370
4-128 H H H 0 H CH,,CH,,CH,CH,0CH,CH,0H 384
4-129 H H H H H CH,CH (CH,0H) NH, 341
4-130 H H H H H CH,CH (CH,0H) NHCOMe 383
4-131 H H H H H a—-50 466
4-132 H H H H H CH,CH (CH,0H) NHCONHCHs 460
4-133 H H H H H CH (CH,0H) CH,NH, 341
4-134 H H H H H CH (CH,0H) CH,NHCOMe 383
4-135 H H H H H a-51 466
4-136 H H H H H CH (CH,0H) CH,NHCONHC4H; 460
4-137 H H H H H CH,CH (OH) CH,NH, 341
4-138 H H H H H CH,CH (OH) CH,NHMe 355
4-139 H H H H H CH,CH (OH) CH,NMe, 369
4-140 H H H H H CH,CH,CH,CH,NH, 339
4-141 H H H H H CH,CH,CH,CH,CH,NH, 353
4-142 H H H H H CH,CH,NHMe 325
4-143 H H H H H CH,CH,CH,CH,NHMe 353
4-144 H H H H H CH,CH;CH,CH,CH,NHMe 367
4-145 H H H H H CH,CH,NMe, 339
4-146 H H H H H CH,CH,CH,NMe, 353
4-147 H H H H H CH,CH,CH,CH,NMe,, 367
4-148 H H i H H CH,CH,CH,CH,CH;NMe, 381
4-149 H H H H H CH,CH,NHCH,CH,0H 355
4-150 H H H H H CH,CH,CH,NHCH,CH,0H 369
4-151 H H H H H CH,CH,CH,CH,NHCH,CH,0H 383
4-152 H H H H H CH,CONH, 325
4-153 H H H H H CH,CH,CONH, 339
4-154 H H H H H CH,CH,CH,CONH, 353
4-155 H H H H H CH,CH,NHCOCHMe 367
4-156 H H H H H CH,CH,NHCOCH,CH;Me 381
4-157 H H H H H CH,CH,NHCOCHMec, 381
4-158 H H H H H CH,CH,NHCOCMe 395
4159 H i 3 H H CH,CH,NHCOCH,0H 369
4-160 H H H H H CH,CH,NHCOCH,0Me 383
4-161 H H H H H CH,CH,NHCOCH 415
4-162 H H A H H a—52 416
4-163 H H H H H a—b3 421
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4-164 H H H H H a—54 405
4-165 H H H H H a-55 417
4-166 H H H H H  CH,CH,NHCOCH,NHCOCH,CHMe, 452
4-167 H H H H H CH,CH,NHCOCH,NHCOC,Hs 479
4-168 H H H H H CH,CH,CH,NHCOMe 367
4-169 H H H H H CH,CH,CH,NHCOCH,Me 381
4-170 H H H H H CH,CH,CH,NHCOCH,CH,Me 395
4-171 H H H H H CH,CH,CH,NHCOCHMe, 395
4-172 H H H H H CH,CH,CH,NHCOCMe,4 409
4-173 H H H H H CH,CH,CH,CH,NHCOMe 381
4-174 H H H H H CH,CH,CH,CH,NHCOCH,Me 395
4-175 H H H H H  CH,CH,CH,CH,NHCOCH,CHMe 409
4-176 H H H H H CH,CH,CH,CH,NHCOCHMe, 409
4-177 H H H H H CH,,CH,CH,CH,NHCOCMe, 423
4-178 H H H H H CH,CH,N (Me) COMe 367
4-179 H H H H H CH,CH,N (Me) COCgH 429
4-180 H H H H H CH,CH,CH,N (Me) COMe 381
4-181 H H H H H CH,CH,CH,N (Me) COCgH; 443
4-182 H H H H H CH,CH,CH,CH,N (Me) COMe 395
4-183 H H H H H CH,CH,N (CH,CH,0H) COMe 397
4-184 H H H H H  CH,CH,CH,N (CH,CH,OH)COMe 411
4-185 H H H H H CH,CH,N (CH,CN) COMe 392
4-186 H H H H H CH,CH,CH,N (CH,CN) COMe 406
4-187 H H H H H a-56 338
4-188 H H H H H a-57 337
4-189 H H H H H a-58 379
4-190 H H H H 0 a~59 441
4-191 H H H H H a—60 469
4-192 H i H H H a—61 352
4-193 H H H i H a—62 365
4-194 H H H H H a—63 351
4-195 H H H H H CH,CH,NHS0,C4H5 451
4-196 H H H H H CH,CH,NHS0,NMe, 418
4-197 H H H H H CH,CH,N (Me) SOMe 403
4-198 H H H H H CH,CH,N (Me) SO,CqH; 465
4-199 H H H H H CH,CH,N (Me) SO,NMe, 432
4-200 H H H H H CH,CH,N (CH,CH,0) SO,Me 419
4-201 H H H H H CH,CH,CH,NHSO.Me 403
4-202 H H H H H CH,CH,CH,NHSO,CqH; 465
4-203 H H H H H CH,CH,CH,NHSO,NMe, 432
4-204 H H H H H CH,CH,CH,N (Me) SO,Me 417
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4-205 H H H H H CH,CH,CHyN (Me) SO,CeH; 479
4-206 H H H H H CH,CH,CHoN (Me) SO,NMe, 446
4-207 H H H H H  CH,CH,CHN(CH,CH,0H)SO.Me 433
4-208 H H H H H CH,CH,CH,CH,NHSOMe 417
4-209 H H 0 H H CH,CH,CH,CH,NHS0,CH 479
4-210 H H H H H CH,CH,CH,CH,NHSO,NMe,, 446
4-211 H H H H H CH,CH,CH,CH,N (Me) SO,Me 431
4-212 H H H H H  CH,CH,CH,CH,N (Me) SO,C4H; 493
4-213 H H H H H  CH,CH,CH,CH,N (Me) SO,NMe, 460
4-214 H H H H H  CH,CH,CH,CH,N(CH,CH,0H) SOMe 447
4-215 H H H H H a-64 415
4-216 H H H H H a—65 379
4217 H H H H H a-66 443
4-218 H H H H H a—67 393
4-219 H H H H H CH,CH,NHCONHMe 368
4-220 H H H H H CH,CH,NHCONHCH,Me 382
4-221 H H H 1 H CH,CH,NHCONHCH,CH,Me 396
4-222 H H H H H CH,CH,NHCONHCHMe, 396
4-223 H H H H H CH,CH,NHCONHCMe; 410
4-224 H H H H H a—68 422
4-225 H H H H H a—69 436
4-226 H H H H H a—70 450
4-227 H H H H H a-71 464
4-228 H H H H H a-T72 488
4-229 H H H H H CH,CH,NHCONHCgH, 430
4-230 H H H H H a-73 460
4-231 H H H H H a~T4 446
4-232 H H H H H a-75 445
4-233 H H H H H a-76 473
4-234 H H H H H a-77 480
4-235 H H H H H a—78 480
4-236 H H H H H a-79 455
4-237 H H H H H a-80 459
4-238 H H H H H a-81 464
4-239 H H H H H CH,CH,NHCONHCOCgH; 458
4-240 H H H H H CH,CH,NHCONHS0,CeHs 494
4-241 H H H H H a-82 372
4-242 H i H H H a—83 372
4-243 H 1 H H H a-84 487
4-244 N H H H H a—85 474
4-245 H H H H H a—86 486
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4-246 H H H H H a-87 436
4-247 W H H H H  CH,CH,NHCONHCMe,CH,CMe; 466
4-248 H H H H H a-88 449
4-249 N i H H H CH,CH,N (Me) CONHC,H; 444
4-250 H H H H H  CHCHN(Me)CON(Me)Cqll; 458
4-251 H H H H H CH,CH,NHCONHCH,CH,0H 398
4-252  H H H H H  CHyCH,NHCONHCH,CH,0Me 412
4-253  H H H H H  CH,CH,NHCONHCH,CH;NMe, 495
4-254 W H H H H  CHCH,NHCON(Me)CH,CH,0H 412
4-255 H H H H H  CH,CH,NHCON(CH,CH,OH), 442
4-256  H H H H H a-89 423
4-257 W H H H i CH,CH,NHCONMe, 382
4-258 H H H H H CH,CH,CH,NHCONHMe 382
4-259 N H i H H CH,CH, CH,NHCONHCH,Me 396
4-260 H H H H H  CH,CH,CH,NHCONHCH,CHMe 410
4-261 W H i H H CH,CH,CH,NHCONHCHMe, 410
4-262 H H H H H CH,CH,CH,NHCONHCMe 424
4-263 H H H H H a-90 436
4-264 H H H H H a-91 450
4-265 H H H H H a-92 464
4-266 H H H i i a-93 478
4267 H H H H H a-94 502
4-268 H H H H H CH,CH,CH,NHCONHCH; 444
4-269 H H i H H a-95 474
4-270 H H H H H a-96 460
4-271 H H H H H a-97 459
4-272 W H H H H a-98 487
4-273 H H H H H a-99 494
4-274 H H H H H a-100 494
4-275 H H H H H a-101 469
4276 H i H i H a-102 473
4277 H H H i H a-103 478
4-278 H H H H H CH,CH,CH,NHCONHCOCH; 472
4-279 H H H H H a-104 520
4-280 H H H H H a-105 520
4-281 H H H H H a-106 501
4-282 H i H H H a-107 488
4-283 N H H H H a-108 500
4-284 W H H H H a-109 450
4-285 H i H i H  CH,CH,CH,NHCONHCMe,CH,CMc, 480
4-286 H H H H H a-110 463
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4-287 H H H H H CH,CH,CH,N (Me) CONHC4H; 458
4-288 H H H H H  CHCH,CH,N(Me)CON(Me)CeHy 472
4-289 H H H H H  CH,CH,CH,NHCONHCH,CH,0Me 426
4-290 H H H H H  CH,CH,CH,NHCONHCH,CH,NMe, 439
4-291 H H H H H  CH,CH,CH,NHCON (Me) CH,CH,0H 426
4-292 H H H H H  CH,CH,CH,NHCON (CH,CH,0H), 456
4-293 H H H H H a-111 437
4-294 H H H H H CH,CH,CH,NHCONMe, 396
4-295 H H H H H CH,CH,NHCSNHCH,Me 398
4-296 H H H H H CH,CH,NHCSNHCH,CH,Me 412
4-297 H H H H I CH,CH,NHCSNHCHMe, 412
4-298 H H H H H CH,CH,NHCSNHCMe3 426
4-299 H H H H H a-112 372
4-300 H H H H H CH,CH,NHCSNHCH,CH,0Me 428
4-301 H H H H H CH,CH,NHCSNHCH,CH,NMe,, 441
4-302 H H H H H  CH,CH,NHCSN (Me) CH,CH,0H 428
4-303 H H H H H CH,CH,NHCSN (CH,CH,0H) , 458
4-304 H H H H H a-113 439
4-305 H H H H H CH,CH,NHCSNMe,, 398
4-306 H H H H H CH,CH,NHCOOMe 369
4-307 H H H H H CH,CH,NHCOOCH,Me 383
4-308 H H H H H CH,CH,NHCOOCH,CH,Me 397
4-309 H H H H H CH,CH,NHCOOCHMe, 397
4-310 H H H H H a-114 437
4-311 H H H H H CH,CH,NHCOOCGH 431
4-312 H H H H H CH,CH,NHCOOCH,CH,0H 399
4-313 H H H H H CH,CH,NHCOOCH,CH,0Me 413
4-314 H H H H H a-115 392
4-315 H H H H H a-116 392
4-316 H H H H H a-117 379
4-317 H H H H H a-118 393
4-318 H H H H H a-119 368
4-319 H H H H H a-120 393
4-320 H H H H H COCqHs 372
4-321 Cl H H H H H 302
4-322  Br H H H H H 346
4-323  OH H H H H H 284
4-324 Mo H H H H H 282
4-325 CH=CH, H H H H H 294
4-326 c=ccl; H H H H H 368
4-327  OMe H H H H H 298




WO 2006/057270 314 PCT/JP2005/021522

4-398 NI, H H H H H 283
4-329 NHMe H H H H H 297
4-330 MMe, H H H H H 311
4-331 NHCH; H H H H H 359
4-332 OH H H H H Me 298
4-333 O H H H H a1 366
4-33¢ OH H H H H a2 404
4-335 OH H H H H Clls 360
4-336 OH H H H H CH,COOH 342
4-337 OH H H i H CH,CH,COOH 356
4-338 O H H H H CH,CN 323
4-339 OH H H H H CH,CH,CN 337
4-340 OH  H H H H CH,CH,0H 328
4341 o0 H H H i CH (CH,0H) 358
4-342 O H H H H a3 382
4-343 OH H H H H CH,CH,0Me 342
4-344 OH H H H H CHyCH,0C0CMeg 412
4-345 OH H H H H CH,CH,SCOMe 386
4-346 0 H H H H CH,CH,SH 344
4-347 OH H H H H CH,CH,NH, 327
4-348 OH  H H H H CH,CH,CH,NH, 341
4349 OH H H H H CHyCH,CH,NHMe 355
4-350 OH N H H H CH (CH,NHCOMe) , 440
4351 OH H H H H CH (CH,NH,) 356
4352 OH H H i i CH,CH,NHCOMe 369
4-353 OH H H H H a4 382
4-354 OH H H H H CH,CH,NHCOCH,NHCOMe 426
4-355 OH H H H H CH,CH,NHCOCH,NMe, 412
4-356 OH H H H H CH,CH,NHSO,Me 405
4357 OH W H H H a-b 381
4358 OH H H H H a6 423
4-359 OH H H H H  CH,CH,CHNHCONHCH,CH,OH 428
4360 OH H H i i CH,CH,CH,NHCONHBn 474
4-361 OH H H H H CH,CH,NHCSNHCH,CH,0H 430
4-362 OH H H H ;| CH,CH,NHCSNHCH; 462
4-363 O H H H H CH,CH,NHCOOCH,CH,NMe, 442
4-364 OH N H H H a7 439
4-365 OH N H H H a-8 326
4-366 OH H H H H a9 381
4-367 OH H H H H COMe 326
4-368 OH H H H H a-10 338
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4-369 OH  H H H H a-11 352
4-370 OH H H H H a-12 366
4-371 OH H H H H Bn 374
4-372 OH H H H H a-13 408
4-373 OH H H H H a-14 390
4-374 OH H H H H a-15 434
4-375 OH H H H H a-16 448
4-376  OH H H H H a-17 464
4-377 OH H H H H a-18 441
4-378 OH H H H H a-19 459
4-379 OH H H H H a-20 450
4-380 OH H H H H a-21 389
4-381 OH H H H H a-22 403
4-382 OH H H H H a-23 417
4-383 OH H H H H a-24 433
4-38¢ OH H H H H a-25 447
4-385 OH H H H H a-26 477
4-386 OH H H H H a=27 431
4-387 OH H H H H a—28 467
4-388 OH  H H H H a—29 476
4-389 OH H H H H a-30 418
4-390 OH H H H H a-31 434
4-391 OH H H H H a-32 404
4-392  OH H H H H a-33 404
4-393 OH H H H H a-34 434
4-394 OH H H H H a-35 434
4-395  OH H H H H a-36 464
4-396 OH H H H H a-37 464
4-397 OH H H H H a-38 362
4-398 OH H H H H a-39 364
4-399 OH  H H H H a—40 380
4-400  OH H H H H a—41 432
4-401  OH H H H H a—42 419
4-402  OH H H H H a-43 375
4-403 OH H H H H a—44 361
4-404 OH H H H H a—45 376
4-405 OH  H H H H CH,CH,CH,COOH 370
4-406  OH H H H H CH,CH,CH,CH,COOH 384
4-407 OH  H H H H CH,CH,CH,CN 351
4-408 OH H H H H CH,CH,CH,CH,CN 365
4-409 OH H H H H CH,CH (Me) OH 342
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4-410 OH H H H H CH (Me) CH,0H 342
4-411 OH H H H H CH,CH,CH,0H 342
4-412 O0H H H H il CH,CH (OH) CH,0H 358
4-413 O H H i i CH,CH (NH,) CH,0H 357
4-414 OH H H H H CH,CH (NHMe) CH,OH 371
4-415  OH H H H H CH,CH (NMe,) CH,0H 385
4-416 OH H H H i CH,CH (Me) CH,0H 356
4-417  OH H H H H CH,CH,CH,CH,0H 356
4-418  OH H H H H CH,CH,CH,CH,CH,0H 370
4-419  oH i i H H a-46 496
4-420  OH H H H H  CH(CH,0H) CH,CH,NHCONHC{H; 490
4-421  OH H H H H a-47 482
1-422 Ol H H H H  CH,CH(OH)CH,NHCONHCH, 476
4-423  OH H i i H CH,CH,0CONHMe 385
4424 OH H H H H CH,CH,0CONHCH; 447
4-425  OH H H H H CH,CH,CH,0CONHMe 399
4-426 OH H i il i a—48 467
4-427 OH H H H H CH,CH,CH,0CONHCH; 461
4-428  OH H H H H CH,CH,CH,CH,0CONHMe 413
4-429 OH H i H H a~49 481
4-430 OH H H H H CH,CH,CH,CH,0CONHC,H; 475
4-431 OH H H H i CH,CH,CH,SH 358
4-432 o H H H H CH,CH,CH,CH,SH 372
4-433 o H H H H CH,CH,SCOCGH; 448
4-43¢ OH H H H H CH,CH,CH,SCOMe 400
4-435 OH H H H H CH,CH,CH,SCOCH; 462
4-436  OH H H H i CH,CH,CH,0Me 356
4-437  OH H H H H CH,CH,CH,CH,0Me 370
4-438 OH H H H H CH,CH,CH,CH,CH,0Me 384
4439 o H H H H CH,CH,0COMe 370
4-440 OH H H H 1 CH,CH,CH,0COMe 384
4-441 OH H H H H CH,CH,CH,CH,0C0Me 398
4-442 OH H H H H CH,CH,0COCHMe 384
4443 O H H H H CH,CH,CH,0COCHMe 398
4-444 OH W H H il CH,,CH,CH,CH,0COCH,Me 412
4-445 OH H H H H CH,CH,0COCHMe, 398
4-446 OH H H H H CH,CH,CH,0C0CHMe, 412
4-447 OH H H H H CH,CH,CH,CH,0COCHMe, 426
4-448 OH H H H H CH,CH,CH,0C0CMe, 426
4-449 OH H H H i CH,CH,CH,CH,0C0CHes 440
4-450 OH H H H H CH,CH,0C0C,H; 432




WO 2006/057270 317 PCT/JP2005/021522

4-451 (OH H i H H CH,CH,CH,0COC,H; 446
4-452 OH H H " H CH,CH,CH,CH,0C0CeHs 460
4-453  OH H H H H CH,CH,0COCH,0H 386
4-454 OH H H H H CH,CH,0COCH,NH, 385
4-455  OH H H H H CH,CH,0CH,CH,0Me 386
4-456  OH H H H H CH,CH,0CH,CH,0H 372
4-457 OH H H H H CH,CH,CH,0CH,CH,0H 386
4-458 OH H H H H CH,CH,CH,CH,0CH,CH,0H 400
4-459  OH H H H H CH,CH (CH,0H) NH, 357
4-460  OH H H H H CH,CH (CH,0H) NHCOMe 399
4-461 OH H H H H a—50 482
4-462 OH H H H H CH,CH (CH,0H) NIICONHCgHs 476
4-463  OH H H H H CH (CH,0H) CH,NH, 357
4-464 OH i H 0 i CH (CH,0H) CHNHCOMe 399
4-465 OH H H H H a-51 482
4-466 OH H H H H CH (CH,0H) CH,NHCONHCGH; 476
4-467 OH H H H H CH,CH (OH) CH,NH, 357
4-468 OH H H H H CH,CH (OH) CH,NHMe 371
4-469 OH H H H H CH,CH (OH) CH,NMe, 385
4-470 OH il H | § CH,CH,CH,CH,NH, 355
4-471 OH H H H H CH,CH,CH,CH,CH,NH, 369
4-472  OH H H H H CH,CH,NHMe 341
4-473  OH H H H H CH,CH,CH,CH,NIMe 369
4-474  OH H H H H CH,CH,CH,CH,CH,NHMe 383
4-475  OH H H H H CH,CH,NMe, 355
4-476  OH H H H H CH,CH,CH,NMe, 369
4-477 OH H H H H CH,CH,CH,CH,NMe,, 383
4-478  OH i H H H CH;CH,CH,CH,CH,NMe, 397
4-479  OH H H H H CH,CH,NHCH,CH,0H 371
4-480 OH H H H H CH,CH,CH,NHCH,CH,0H 385
4-481  OH H H H H CH,CH,CH,CH,NHCH,CH,0H 399
4-482  OH H H H H CH,CONH, 341
4-483  OH H H H H CH,CH,CONH, 355
4-484 OH H H H H CH,CH,CH,CONH, 369
4-485 OH H H H H CH,CH,NHCOCH,Me 383
4-486 OH H H H H CH,CH,NHCOCH,CH,Me 397
4-487 OH H H H H CH,CH,NHCOCHMe, 397
4-488 OH H H H H CH,CH,NHCOCMe, 411
4-489 OH H H H H CH,CH,NHCOCH,0H 385
4-490 OH H H H H CH,CH,NHCOCH,0Me 399
4-491 OH 0 H i H CH,CH,NHCOCH; 431
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4-492 OH H H H H a—52 432
4-493  OH H H H H a-53 437
4-494  OH H H H H a-54 421
4-495 OH H H H H a—55 433
4-496  OH H H H H  CHyCH,NHCOCH,NHCOCH,CHMe, 468
4-497  OH H H H H CH,CH,NHCOCH,NHCOC,I1 488
4-498 OH H H H H CH,CH,CH,NHCOMe 383
4-499  OH H H H H CH,CH,CH,NHCOCH,Me 397
4-500 OH H H H H CH;CH,CH,NHCOCH,CH,Me 411
4-501 OH H H H H CH,CH,CH,NHCOCHMe, 411
4-502  OH H H H H CH,CH,CH,NHCOCMe 425
4-503 OH H H H H CH,CH,CH,CH,NHCOMe 397
4-504 OH H H H H CH,CH,CH,CH,NHCOCH,Me 411
4-505 OH H H H H  CH,CH,CH,CH,NHCOCH,CH.Me 425
4-506  OH H H H H CH,CH,CH,CH,NHCOCHMe, 425
4-507 OH H H H H CH,CH,CH,CH,NHCOCMe, 439
4-508 OH H H H H CH,CH,N (Me) COMe 383
4-509  OH H H H H CH,CH,N (Me) COCgH5 445
4-510 OH H H H H CH,CH,CH,N (Me) COMe 397
4-511  OH H H H H CH,CH,CH,N (Me) COCeH; 459
4-512 OH H H H H CH,CH,CH,CHoN (Me) COMe 411
4-513  OH 1 H H H CH,CH,N (CH,CH,0H) COMe 413
4-514 OH H H I H  CH,CH,CHN(CH,CH,OH) COMe 427
4-515 OH H H H H CH,CH,N (CH,CN) COMe 408
4-516 OH 0 H H H CH,CH,CH,N (CH,CN) COMe 492
4-517 OH H H H H a-56 354
4-518 oH 0 H H H a—57 353
4-519  OH H H H H a-58 395
4-520 OH H H H H a—59 457
4-521 OH H H H H a-60 485
4-522  OH H H H H a—61 368
4-523 OH H H H H a—62 381
4-524 OH H H H H a—63 367
4-525 OH H H H H CH,CH,NHS0,CH5 467
4-526 OH H H H H CH,CH,NHSO,NMe, 434
4-527 OH H H H H CH,CH,N (Me) SO,Me 419
4-528 OH H H H H CH,CH,N (Me) S05CqH; 481
4-529 OH H H H H CH,CH,N (Me) SO,NMe, 448
4-530 OH H H H H CH,CH,N (CH,CH,0H) SO,Me 435
4-531 OH H H H H CH,CH,CH,NHS0,Me 419
4-532  OH H H H H CH,CH,CH,NHS 0,C,H5 481
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4-533 OH H H H H CH,CH,CH,NHS 0,NMe, 448
4-534 OH H H H H CH,CH,CH,N (Me) SO,Me 433
4-535 OH H H H H CHyCH,CHoN (Me) S0,C4Hs 495
4-536 OH H H H H CHyCH,CH,N (Me) SO,NMe, 462
4-537 OH H H H H  CH,CH,CH,N(CH,CH,0H) SO.Me 449
4-538 OH H H H H CH,CH,CH,CH,NHS0,Me 433
4-539 OH H H H H CH,CH,CH,CH,NHS0,CqH; 495
4-540 OH H H H H CH,CH,CH,CH,NHSO,NMe, 462
4-541 OH H H H H CH,CH,CH,CH,N (Me) SO,Me 447
4-542  OH H H H H  CH,CH,CH,CH,N (Me) SO,CeH; 509
4-543 OH H H H H  CHCH;CH,CH,N(Me) SO,\Me, 476
4-544 OH H il H H  CH,CH,CH,CH,N (CH,CH,0H) SO;Me 463
4-545 OH H H H H a—64 431
4-546  OH H H H H a—65 395
4-547 OH H H H H a-66 459
4-548 OH H H H H a—-67 409
4-549 OH H H H H CH,CH,NHCONHMe 384
4-550 OH H H H H CH,CH,NHCONHCH,Me 398
4-551 OH H 3 i H CH,CH,NHCONHCH,CH,Me 412
4-552 OH H H H H CH,CH,NHCONHCHMe, 412
4-553  OH H H H H CH,CH,NHCONHCMe,4 426
4-554 OH H H H H a—68 438
4-555 OH H H H H a-69 452
4-556 OH H H H | a—70 466
4-557 OH H H H H a-T1 480
4-558 OH H H H H a-72 504
4-559  OH H H H H CH,CH,NHCONHCH 446
4-560 OH H H H H a-73 476
4-561 OH H H H H a—74 462
4-562 OH H H H H a-75 461
4-563 OH H H H H a—76 489
4-564 OH H H H H a-T77 496
4-565 OH H H H H a-78 496
4-566 OH H il H H a-79 471
4-567 OH H H H H a—80 475
4-568 OH H H H H a-81 480
4-569  OH H H H H CH,CH,NHCONHCOC,H; 474
4-570 OH H H H H CH;CH,NHCONHS 0,CHs 510
4-571  OH H H H H a-82 388
4-572  OH H H H H a—83 388
4-573  OH H H H H a-84 503
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4-574
4-575
4-576
4-577
4-578
4-579
4-580
4-581
4-582
4-583
4-584
4-585
4-586
4-587
4-588
4-589
4-590
4-591
4-592
4-593
4-594
4-595
4-596
4-597
4-598
4-599
4-600
4-601
4-602
4-603
4-604
4-605
4-606
4-607
4-608
4-609
4-610
4-611
4-612
4-613
4-614

OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
oH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
OH
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a—85
a—-86
a-87
CH,CH,NHCONHCMe ,CH,CMe 5
a—88
CH,CH,N (Me) CONHC4H;
CH,CH,N (Me) CON (Me) CgH;
CH,CH,NHCONHCH,CH,0H
CH,CH,NHCONHCH,CH,0Me
CH,CH,NHCONHCH,CH,NMe,
CH,CH,NHCON (Me) CH,CH,0H
CH,CH,NHCON (CH,CH,0H) 5
a-89
CH,CH,NHCONMe
CH,CH,CH,;NHCONHMe
CH,CH,CH,;NHCONHCH,Me
CH,CH,CH,NHCONHCH,CH,Me
CH,CH,CH,NHCONHCHMe,
CH,CH,CH,;NHCONHCMe4
a-90
a—91
a—92
a—93
a—94
CH,CH,CH,NHCONHCgH;
a-95
a—96
a—97
a—98
a-99
a-100
a—101
a—102
a—103
CH,CH,CH,NHCONHCOCgH5
a-104
a—105
a—106
a—-107
a—-108
a—109

490
502
452
482
465
460
474
414
428
441
428
458
439
398
398
412
426
426
440
452
466
480
494
518
460
490
476
475
503
510
510
485
489
494
488
536
536
517
504
516
466
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4-615 OH H H H H  CH,CH,CH,NHCONHCMe,CH,CMe; 496
4-616 OH H H H H a-110 479
4-617 OH H H H H CH,CH,CH,N (Me) CONHCH; 474
4-618 OH H H H H  CHyCH,CH,N(Me) CON (Me) Cgll; 488
4-619  OH H H H H  CH,CH,CH,NHCONHCH,CH,OMe 442
4-620 OH H H H H  CH,CH,CH,NHCONHCH,CH,NMe, 455
4-621 OH H H H H  CH,CH,CH,NHCON (Me) CH,CH,0H 442
4-622 OH i H H H  CH,CH,CHNHCON (CH,CH,0H), 472
4-623  OH H H H H a-111 453
4-624 OH H H H H CH,CH,CH,NHCONMe, 412
4-625 OH H H H H CH,CH,NHCSNHCH,Me 414
4-626  OH H H H H CH,CH,NHCSNHCH,CH Me 428
4-627 O H H H H CH,CH,NHCSNHCHMe, 428
4-628  OH H H H H CH,CH;NHCSNHCMe, 442
4-629  OH H H H H a-112 388
4-630 OH H H H H CH,CH,NHCSNHCH,CH,0Me 444
4-631 OH H H H H CH,CH,NHCSNHCH,CH,NMe, 457
4-632 OH H H H H  CH,CH,NHCSN (Me) CH,CILOII 444
4-633  OH H H H H CH,CH,NHCSN (CH,CH,0H) , 474
4-634 OH H H H H a-113 455
4-635 OH H H H H CH,CH,NHCSNMe, 414
4-636 OH H H H H CH,CH,NHCOOMe 385
4-637 OH H H H H CH,CH,NHCOOCH,Me 399
4-638  OH H H H H CH,CH,NHCOOCH,CH,Me 413
4-639 OH H H H H CH,CH,NHCOOCHMe, 413
4-640  OH H H H H a-114 453
4-641 OH H H i H CH,CH,NHCOOCGH; 447
4-642  OH H H H H CH,CH,NHCOOCH,CH,0H 415
4-643  OH H H H H CH,CH,NHCOOCH,CH,0Me 429
4-644 OH H H H H a-115 408
4-645 OH H H H H a-116 408
4-646  OH H H H H a-117 395
4647 OH H H H H a-118 409
4-648 oM il H H i a-119 384
4-649 OH H H H H a—-120 409
4-650  OH H H H H COC,H; 388
4-651 H cl H H H H 302
4-652 H Br H H H H 346
4-653 OH H H H H 284
4-654 H Me H H H H 282
4-655 H CH=CH, H H H H 294
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4-656 H c=cCel; H H H H 368
4-657 H OMe H H H H 298
4-658 H NH, H H H H 283
4-659 H NHMe H H H H 297
4-660 H NMe, H H H H 311
4-661 H NHCH; H H H H 359
4-662 H H cl H H H 302
4-663 H o Br H H H 346
4-664 H H OH H H H 284
4-665 H H Me H H H 282
4-666 H H  CH=CH, H H H 294
4-667 H H  C=CCqH; H H H 368
4-668 H H OMe H H H 298
4-669 H H NH, H H H 283
4-670 H H NHMe H H H 297
4-671 H H NMe, H H H 311
4-672 H H NHCH; H H H 359
4-673 H H H Cl H H 302
4-674 H H H Br H H 346
4-675 H H H OH H H 284
4-676 H H H Me H H 282
4-677 H H H CH=CH, H H 294
4-678 H H H c=ccl; H H 368
4-679 H H H OMe H H 298
4-680 H H H NH, H H 283
4-681 H H H NHMe H H 297
4-682 H H H NMe, H H 311
4-683 H H H NHCiHs H H 359
4-684 H H H H Cl H 302
4-685 H H H H Br B3| 346
4-686 H H H H OH H 284
4-687 H H H H Me H 282
4-688 H H H H  CH=CH, H 294
4-689 H H H H C=CCHs H 368
4-690 H H H H OMe H 298
4-691 H H H H NH, H 283
4-692 H H H H NHMe H 297
4-693 H H H H NMe, H 311
4-694 H H H H  NHCgH; H 359

[0390] ZFEfEHI5—1:1—73I/—4— (2, 3—YvFu—1H—1, 5— Y7 ¥ 7= L —1—
AN) T ra~FH
THEA
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[0391]

5— (1, 4—UAFY—Au4. 5]7 7 —8—AN) T/ —4—E = AVF /0 (
fE{R41)

EHFI1— 1O TRATERELEZ, 5— 73/ —4— =1 1V% 0y (FRIKL) &,
1, 4= ranFP ooty B/ mF Lo F— (BRELERAERD 2 VT, £
$il1— 1D TREBIZFEH L2 T EICEL TR LW E ST,

MS (m,z):311 (MH+)

T#B

2, 3—YkRFu—1—(1, 4—VFF Y —At'0[4. 515 27—-8—AV)—1, 5—U7
Yoz F o (PHIk42)

TRATESLES— (1, 4— VA% —Avu[4. 5177 —8—AN) T/ —4—
= AAYF Y (FRHE4AL) 2 VT, a6 — 10 TRCICERE LI AR #E
CTEER b aE .

MS (m,z):311 (MH+)

THRC

4— (2, 3—YeRu—1H—1, 5—Y7TH¥7=F Lo —1—AN) v ru~d¥ /2 (i
[F1f443)

TEBTHELE2, 3—YeRku—1—(1, 4—VFF % —Aul4. 5157 —-8—A
V) —1, 5= THFT7=F L (FREk42; 3. 60g) DIBLEHRR (68ml) VA%, 1
SR IMBGRIE L 72, HIRETHNE. KIBHEIT . 28U KER(L T N bR
(50ml) ZVEEIRINZ . L7z, B —F /L (100ml) THItH L7258 . FisE 4 fa
AR C2EBEHE (4150ml) L, AR~ 7 R T AT, T Mgl
%, BET CBEAREL, BEE LIS N AT L0 N FT7 04— (h—~F W
HER T L =1:2) THEUERLAY (2. 85g) #1537,

MS (m,z) : 267 (MH+)
THD
1—~_UVNTI)—4— (2, 3—VeFu—1H—1, 5— Y77 F L —1—AL
) ranFir (i k44)
TRCTERELZ4— (2, 3—VeRu—1H—1, 5— Y7 7Ly —1—A)
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[0392]

ru~F¥ 2w (HEk43;133mg) . NPTV (220me., BEALEALED |
T OOKERR (57 u1) D1, 2—Y7aaxfy (5ml) IFKIC, KR(LNEmRSY %
YA (212me) ZMNA., iR TSRS LT, MOSHZ I EE K (5ml) TH
L, AR~ 2T L TR, E7ANERE ., BE T2 EEL. &
BEIVIT NGO T T57 4— (raai)Viv A% )—)L=10:1) THRIL .
= S b A (155me) 2157,
MS (m,z) : 358 (MH+)
THRE
1—73/—4—(2, 3—YeFur—1H—1, 5—YT7HF7=FLr—1—AN) v 7a~
¥

TRDTEELEL -V UAT)—4— (2, 3—VeRr—1H—1, 5—Y 7 %7
=F L —1—AN) vra~Fir (K44 ;90mg) DAZ ) —/)v (3ml) BRI,
10%/37 20 L Sl (10me, FOGHEEHRD 22 BWEOKEFEER T, £
IR C12R R LT, it 2 v AN TARIL, ME T T2 B E LT, Biliy
VAT N HT LT TT7 40— (Zanai)vh A2 )—)L=10:1) THRIL ., Eidfk
A4 (32mg) 2157,
MS (m,z) : 268 (MH+)
Ehifl5—2:5—[4— (2, 3—YeFu—1H—1, 5—Y7HFT7=FLr—1—A)L)
IanFUNTI)IRB R

EHpI5— 1 TCHRBLIE1 -7/ —4— (2, 3—VeFr—1H—1, 5— V7 ¥ 7=
FLr—1—AN) v ra~FHoa v, EiEfll—3IcikL= FIEICEC T 5
— T T H R tert— T FINETAFNAL, RODT, EHiFI1— 10 TREDIC
PR 7 IR HEL CIREBE DB L AT LI LT L A A ik L L C
Bz,
MS (m,"z) : 368 (MH+)
W5 —3:5—[4— (2, 3—YeFu—1H—1, 5— Y7 ¥ 72 L —1—AN)
VIRNFUNTI)IRHE )V

EHFIS—1OTRCTHRELZ4— (2, 3—kRe—1H—1, 5— Y7 7)1
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[0393]

Y —1—AN) a3 v (FER43) & VT, £l — 1215E#k L=k
IZHEC T, 5—TI—1—_F )= VBT TINMEEATHIZ LI IR %
B,
MS (m, z) : 354 (MH+)
EhafI5—4: FAEHE S—{2—[4—(2, 3—YeFu—1H—1, 5—Y7H# 7=
Ly —1—AN) v 7anFy AT ]=F )V} mRT )V

EWF5— 1O TRCTHRSELZ4— (2, 3—YkFr—1H—1, 5-V7F 7=
Y —1—AN) v ra~Fiw (FRFR4A3) 2 VT, s — 121t #f Lz H ik
ICHEC T, FAERE S— (2—TI/=F)V) 2 AT ) (M w7 AL Lige 73/
bEATHT LI LR LA a7z,
MS (m, z) : 370 (MH+)
Efif5—5:2—[4— (2, 3—YeRr—1H—1, 5—Y7¥FI7=FLr—1—A))
TIANFUNT I 2B TF A

Fhaf5 —A TG LT 4B S—{2—[4—(2, 3—YEFu—1H—1,5—¥
THToF Ly —1—AN) v 7a~F YNV T |2 F )V AT VO T v F )V %,
EHH1— 161ZFEiR LT RIS HEC TR R L 3 52 L Ic IR b A E BT,
MS (m,z) : 328 (MH+)
Eifl5—6:1— (TErN'I/) —4— (2, 3—YeFr—1H—1, 5 V7% 7)1
V—1—AN) v ra~Fir

EHpI5— 1 TCHRBLIE1 -7/ —4— (2, 3—VeFr—1H—1, 5— V7 ¥ 7=
FLr—1—AN) v ranFH o v, Eiafll —221Cf#kL72 FIEICHET T,
TEAKER CT e F ML B LI IR A & 1572,
MS (m, z) : 310 (MH+)
FHiHI5—7:1— (AFANVETI)) —4— (2, 3—YeFkr—1H—1, 5=V 7%
Tl —1—AN) v ranFt

EheFs— 1 THRELE1 -7/ —4— (2, 3—YkFr—1H—1, 5— V7 # 7=
FLy—1—AN) v ranFh o2V T, Eiapll— 221 8L FEICHEC T,
TEKAZ L AN R TAL AL T D LI IR LA W E ST,
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[0394]

[0395]

MS (m,z) : 346 (MH+)
Ehif5—8:N—{3—[4— (2, 3—YkFu—1H—-1, 5—Y7T¥ 7=l —1—
AN 7a~FINTI]7ae )V =N — 7 =)V R

EEFl5 —1OTRCTHRELZ4— (2, 3—YeFu—1H—1, 5— V7% 7)1
Y —1—AN) v ra~Fi v (FER43) 2 AV, £l — 12158k L=k
ICHEL T, N— (83— T3/ ut V) AV AIVEE tert— 7 F )L (BURALRALRLD 12k
VIBITH T IMEEATV, IRWT, i1 — 10 TREDIZFEEH L2 FIEICHET TR
HRAOBEEITIZEICIN, 1-[(B—T/7ue’ V) 7/]—4— (2, 3—V¢
Fe—1H—1, 5 Y7HFT7xF Ly —1—AN) a2l s L CHz,
e T, G111 — 291ZFEML 72 FIEICHEL T RIEB 4— =T ==)L RW\T,
T2V LRSS AL IV ER LA RS,
MS (m, z) : 444 (MH+)
Ehaf5—9:N—{3—[4— (2, 3—YeFu—1H—1, 5—Y7T¥ 7=l —1—
AN 7uanFI LTI Tae ) —N — o 7a~Fi )L RHE

EWF5— 1O TRCTHRELZ4— (2, 3—YeFr—1H—1, 5-V7F 7=
Y —1—A) v ra~F¥ /) (FEE43) &V, FEiaf5— it Lz Fik
ICHEC TN — (83— T7/7ub’ V) — N — 2 7a~F I 0V RFBICKVBTHTINLE
ITHT LI IE AL A ST,
MS (m,z) :450 (MH+)
EfiB5—10:4— (2, 3—YeRu—1H—-1, 5— Y7 ¥ TxFLr—1—A) V7
aAFH ) —)L

EWF5— 1O TRCTHRELZ4— (2, 3—YeRu—1H—1, 5-V7F 7=
Y —=1—AN) v ra~Ft ) (FE43;266mg) DA /—/L (8ml) KT, 7k
WA KRFELARYHETNIT L (38me) N A, RITRE T2 HBHE L, KR
HHT . OSSR R& K (15ml) ZEBROM A, FRE TR L,
PGS ESEIRETRERL D, B /L C3EH (10mD) L, fbw-HiEs
FFI ALK THE (20ml) L7828 | KRR~ 7 RV L CTHSR LT, BF 1 MNEH

%, WETWEEBE LU, BEEL IS N AT L0 T F7 4— (JaaiL A
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[0396]

AZ ) —=10:1) THREL. FEidlba% (232meg) 24572,
MS (m, z) : 269 (MH+)
EHpl5—11~5—16

FhiB15—11~5—16DLEWIL, EFl5— 1D TRCTHRELZ4— (2, 3—
PeRu—1H—1, 5—7F 7= F L —1—AN) v ra~Fx¥ v (hEik43) 2
FAWT, EhEfI5 — IR L= BRI TR TIMET A2 LI k072,
a5 —17

FhEH5 — 17D/LAIE, EheFls — 1 TERHELIZ1 -7/ —4— (2, 3—YkRm
—1H—1, 5—V7H#Tx2F v —1—AN) v ru~FP oz v, Eiafll—22
IR LI FIEICEL TR T U3 L kv,
Ff5—18

FhEh5 — 18D/bAMiL., K5 — 1 THE&HELIZ1 -7/ —4— (2, 3—VkRu
—1H—1, 5—V7H#FTx2F v —1—AN) v ru~Fh oz v, Eiafll—22
(CFEER U= IS CAV R = VLT 52 8Ic k0 B,
EHiBl5—19~5—32

Fhit)5—19~5—320fLEaMiL. 5 —1THRRBLIZ1—-T/—4—(2, 3
—VbRu—1H—1, 5— V7 ¥ 72T —1—AN) S ra~FHo 2 VT, i
$i15 — 21ZFLA L 72 FIEIZHEC TTAF AL 2D, T FMERFI5 — 10 TRC T
BlLiz4— (2, 3—YeFu—1H—1, 5—YT7¥T7=F Ly —1—AN) v 7u~ki
O (TRRA3) Z VT, 65— 3ICR L= F I L TR T T I ML T 52
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Exp.No. R R R R R A° A" Mass (MH)
5-1 H H H H H H H 268
5-2 H H H H H H CH,CH,CH,CH,CO0H 368
5-3 H H H H H H CH,CH,CH,CH,CH,0H 354
5-4 H H H H H H CH,CH,SCOMe 370
5-5 H H H H H H CH,CH,SH 328
5-6 H H H H H H COMe 310
5-7 H H H H H H S0,Me 346
5-8 H H H H H H CH,CH,CH,NHCONHC;H5 444
5-9 H H H H H H a-91 450

5-11 H H H H H H Me 282
5-12  H H H H H H a—121 322
5-13 H H i H H H a-122 307
5-14 H H H H H H Bn 358
5-15 H H H H H H a2 388
5-16 H H H H H Me Me 296
5-17 H H H H H H COCqH; 372
5-18 H H H H H H S0,CqH5 408
5-19 H H H H H H CH,COOH 326
5-20 H il H H H H CH,CH,COOH 340
5-21  H H H H H H CH,CH,CH,COOH 354
5-22  H H H H H H CH,CN 307
523 H H H H H H CH,CH,CN 321
5-24 H H H H H H CH,CH,CH,CN 335
5-25 H H H H H H CH,CH,CH,CH,CN 349
5-26 H H H H H H CH,CH,0H 312
527 H H H H H H CH,CH (Me) OH 326
5-28 H H H H H H CH (Me) CH,0H 326
5-29 H H H H H H CH,CH,CH,0H 326
5-30 H H H H H H CH,CH (OH) CH,0H 342
5-31 H H H H H H CH,CH (Me) CH,0I 340
5-32 H H H H H H CH,CH,CH,CH,0H 340
5-33 H H H H H H CH,CH,0CONHMe 369
5-34 H H H H H H a7 423
5-35 H H H 0 H H CH,CH,0CONHCeH; 431
5-36 H H H H H H CH,CH,CH,0CONHMe 383
5-37 H il H H H H a—48 437
5-38 H H H H H H CH,CH,CH,0CONHCH, 445
5-39 H H H H H H CH,CH,CH,CH,0CONHMe 397
5-40 H H H H H H a—49 451
5-41  H H i H H H CH,CH;CH,CH,0CONHC,H; 459
5-42 H H H H H H CH,CH,CH,SH 342
5-43 H H H H H H CH,CH,SCOCH; 439
5-44 H H H H H H CH,CH,CH,SCOMe 384
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5-45 H H H H H H CH,CH,CH,SCOC,H5 446
5-46 H H H H H H CH,CH,0Me 326
5-47 H H H H H H CH,CH,CH,0Me 340
5-48 H H H H H H CH,CH,CH,CH,0Me 354
549 H H H H H H CH,CH,CH,CH,CH,0Me 368
550 H il il H 11 il CH,CH,0CH,CH,0H 356
5-51 H H H H H H CH,CH,CH,0CH,CH,0H 370
5-52 H H H H H H CH,CH,CH,CH,0CH,CH,0H 384
5563 H H H H H H CH (CH,OH) CH,NH, 341
5-54 H H H H H H CH (CH,OH) CH,NHCOMe 383
556 H H H H H H a-51 466
5-56 H H H H H H CH (CH,0H) CH,NHCONHC¢H; 460
5-57 H H H H H H CH,CH,NH, 311
5-58 H H H H H H CH,CH,CH,NH, 325
5-59 H H H H H H CH,CH (OH) CH,NH, 341
560 H 1 H H H H CH,CH (OH) CH,NHMe 355
561 1 H 1 H H H CH,CH (OH) CH,NMe, 369
5-62 H H H H H H CH,CH,CH,CH,NH, 339
563 H H H H 1 1 CH,CH,CH,CH,CH,NH, 353
564 H H H H H H CH,CH,NHMe 325
565 H H H H H H CH,CH,CH,NHMe 339
5-66 H H H H H H CH,CH,CH,CH,NHMe 353
567 H H H H H H CH,CH,CH,CH,CH,NHMe 367
5-68 H H H H H H CH,CH,NMe, 339
569 H H H H H H CH,CH,CH,NMe, 353
5-70 H H H H H H CH,CH,CH,CHNMe, 367
571 H H H H H H CH,CH,CH,CH,CH,NMe, 381
5-72  H H H H H H CH,CH,NHCH,CH,0H 355
5-73 H H H H H H CH,CH,CH,NHCH,CH,0H 369
5-74  H il H 3| H H CH,CH,CH,CHNHCH,CH,0H 383
5-75 H H H H H H CH,CONH, 325
5-76 H H H H H H CH,CH,CONH, 339
577 1 f H H H H CH;CH,CH,CONH, 353
5-78 H H H H H H CH,CH,NHCOMe 353
5719 H H H H H H CH (CH,NHCOMe) 424
5-80 H H H H H H CH,CH,NHCOCH Me 367
581 H i H H H H CH,CH,NHCOCH,CHzMe 381
5-82 H H H H H H CH,CH,NHCOCHMe, 381
583 H H H H H H CH,CH,NHCOCMe, 395
5-84 H H H H H H CH,CH,NHCOCH,0H 369
5-85 H H H H H H CH,CH,NHCOCH;0Me 383
5-86 1 H H H H H CH,CH,NHCOCH,NMe, 396
5-87 H H H H H H CH,CH,NHCOCH; 415
5-88 H H H i H H a—52 416
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5-89 H H H H H H a-53 421
5-90 H H H H H H a—54 405
5-91 H H H H H H a-55 417
5-92 H H H H H H CH,CH,NHCOCH,NHCOMe 410
5-93 H H H H H H CH,CH,NHCOCH,NHCOCH,CHMe, 452
5-94 H H H H H H CH,CH,NHCOCH,NHCOCH 472
5-95 H H H H H H CH,CH,CH,NHCOMe 367
5-96 H H H H H H CH,CH,CH,NHCOCH,Me 381
5-97 H H H H H H CH,CH,CH,NHCOCH,CH,Me 395
5-98 H H H H H H CH,CH,CH,NHCOCHMe, 395
5-99 H H H H H H CH,CH,CH,NHCOCMe, 409
5-100 H H H H H H CH,,CH,CH,CH,NHCOMe 381
5-101 H H H H H H CH,CH,CH,CH,NHCOCH,Me 395
5-102 H H H H H H CH,CH,CH,CH,NHCOCH,CH,Me 409
5-103 H H H H H H CH,CH,CH,CH,NHCOCHMe,, 409
5-104 H H H H H H CH,CH,CH,CH,NHCOCMe, 423
5-105 H H H | H H CH,CH,N (Me) COMe 367
5-106 H H H H H H CH,CH,N (Me) COC4H; 429
5-107 H H H H H H CH,CH,CH,N (Me) COMe 381
5-108 H H 1 H H H CH,CH,CH,N (Me) COCgH; 443
5-109 H H H H H 1 CH,CH,CH,CH,N (Me) COMe 395
5-110 H H H H H H CH,CH,CH,CH,N (Me) COCgH5 457
5-111 H H H H H H CH,CH,N (CH,CH,0H) COMe 397
5-112 H H H o H H CH,CH,N (CH,CH,0H) COC4H; 460
5-113 H H H H H H CH,CH,CH,N (CH,CHo0H) COMe 411
5-114 H H H H H H  CH,CHyCH,N(CH,CH,OH) COCyH; 474
5-115 H H H H H H  CH,CH,CH,CH,N (CH,CH,OH)COMe 495
5-116 H H H H H H  CH,CH,CH,CH,N (CH,CH,OH)COCeH; 488
5-117 H H H H H H CH,CH,N (CH,CN) COMe 392
5-118 H H H H H H CH,CH,N (CH,CN) COC,H; 455
5-119 H H H H H H CH,CH,CH,N (CH,CN) COMe 406
5-120 H H H H H CH,CH,CH,N (CH,CN) COC4H 469
5-121 H H H H H H CH,CH,CH,CH,N (CH,CN) COMe 420
5-122 H H H H H H  CH,CH,CH,CH,N (CH,CN) COCgH; 483
5-123 H H H H H H a-3 366
5-124 H H H H H H a5 365
5-125 H H H H H H a6 407
5-126 H H H H H H CH,CH;NHSO.Me 389
5-127 H H H H H H CH,CH,NHSO,NMe,, 418
5-128 H H H H H H CH,CH,N (Me) SO,Me 403
5-120 H H H H H H CH,CHoN (Me) SO,CqHs 465
5-130 H H H H H H CH,CH,N (Me) SO,NMe, 432
5-131 H H H H H H CH,CH,N (CH,CH,0H) SO.Me 419
5-132 H H H H H H CH,CH,CH,NHSO,Me 403
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5-133 H H H H H H CHyCH,CHNHS 0,CeHg 465
5-134 H H H H H H CH,CH,CH,NHSO,NMe, 432
5-135 H H H H H H CH,CH,CH,N (Me) SOMe 417
5-136 H H H H i H CH,CH,CH,N (Me) SO,C4Hs 479
5-137 H H H H H H CH,CH,CH,N (Me) SO,NMe,, 446
5-138  H H H H H H CH,CH,CHoN (CH,CH,0H) SO,Me 433
5-139 H H H H H 1 CH,CH,CH,CH,NHSO,Me 417
5-140 H H H H H H CH,CH,CH,CH,NHS0,CH 479
5-141 H il H H H H CH,CH,CH,CH,NHSO,NMe,, 446
5-142 H H H H H H CH,CH,CH,CH,N (Me) SO,Me 431
5-143 H H H H H H CH,CH,CH,CH,N (Me) S0,C5H; 493
5-144 H H H H H H CH,CH,CH,CH,N (Me) SO,NMe, 460
5-145 H H H H H H  CHCH,CH,CHN (CH,CH,0H) SO Me 447
5-146 H H H H H H a—66 443
5-147 H H H H H H CH,CH,NHCONHMe 368
5-148 H H H H H H CH,CH,NHCONHCH,Me 382
5-149 H H H H H H CH,CH,NHCONHCH,CH,Me 396
5-150 H H H H H H CH,CH,NHCONHCHMe, 396
5-151 H H H H H H CH,CH,NHCONHCMes 410
5-152 H H H H H H a—68 422
5-153 H H H il H H a—69 436
5-154 H H H H H H a-70 450
5-155 H H H H H H a—T1 464
5-156 H H H H H H a-72 488
5-157 H H H H H H CH,CH,NHCONHCH; 430
5-158 H il i H H H a-T73 460
5-159 H H H H H H a-T74 446
5-160 H H H H H H a-75 445
5-161 H H H H H H a-76 473
5-162 H H H H H H a—T77 480
5-163 H H H H H H a-78 480
5-164 H H H H H H a-79 455
5-1656 H H H H H H a-80 459
5-166 H H H H H il a-81 464
5-167 H H H H H H CH,CH,NHCONHCOCH; 458
5-168 H H H H H H a-82 372
5-169 O i H H H it a—83 372
5-170 H H H H H H a-84 487
5-171 H H H H H H a-85 474
5-172  H il il H H H a-86 486
5-173 H H H H H H a—87 436
5-174 H H H H H H a-88 449
5-175 H H H H H H CH,CH,N (Me) CONHCgH5 444
5-176 H H H H H H CH,CH,N (Me) CON (Me) C4H; 458
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5-177  H H H H H H CH,CH,NHCONHCH,CH,OH 398
5-178 H H H H H H CH,CH,NHCONHCH,CH,0Me 412
5-179 H H H H H i CH,CH,NHCONHCH,CH,NMe , 425
5-180 H H H H H H  CH,CH,NHCON (Me) CH,CH,OH 412
5181 H H H H H H CH,CH,NHCON (CH,CH,OH) , 442
5-182 H H H H H H a-89 423
5-183 H H H H H H CH,CH,NHCONe,, 382
5-184 H H H H H H CH,CH,CH,NHCONHMe 382
5-185 H H H H H H CH,CH,CH,NHCONHCH,Me 396
5-186 H H H H H H CH,CH;CH,NHCONHCH,CHMe 410
5-187 H H H H H H CH,CH,CH,NHCONHCHe, 410
5-188 H H H H H H CH,CH,CH,NHCONHCMe, 424
5189 H H H H H H a-90 436
5-190 H H H H H H a-92 450
5-191 H H H H H H a-93 464
5-192 H H H H H H a-94 178
5-193 H H H H H H a-95 502
5194 H H H H H H a-96 444
5-195 H H H H H H a-97 474
5-196 H H H H H i a-98 460
5-197 H H H H H H a-99 459
5-198 H H H H H H a-100 487
5-199 H H H H H H a-101 494
5200 H H H H H H a-102 494
5-201 H H H H H H a-103 469
5202 H H H H H H CH,CH,CH,NHCONHCOCH; 473
5203 H H H H il H CH,CH;CH,NHCONHS 0,CH; 478
5204 H H H H H i a-104 472
5-205 H H H H H i a-105 520
5-206 H H H H H H a-106 520
5207 H H H H H i a-107 501
5208 H H H H i i a-108 488
5209 H H H H H H a-109 500
5210 H H H H H H  CH,CH,CH,NHCONHCMe,CH,CMe; 450
5211 H H H H H H a-110 463
5212 H H H H H H CH,CH,CHoN (Me) CONHC,Hs 458
5-213 H H H H H H  CHCHCHN(Me)CON(Me)Cell, 472
5214 H H H H H H CH,CH,CH,NHCONHCH,CH, Ol 412
5-215 H H H H H H  CH,CH,CH,NHCONHCH,CH,0Me 426
5216 H H H H H H  CHCH,CHNHCONHCH,CHNMe, 439
5217 H H H H H H  CH,CH,CH,NHCON (Me) CH,CH,0H 426
5218 H H H H H H  CHyCH,CH,NHCON (CH,CH,OH), 456
5219 H H H i H i a-111 437
5220 H H H H H H CH,CH,CH,NHCONMe, 396
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