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M. EE. B BT L. 5T (buccal) . BLUSETF (sublingual) 2E74).
B, BXUEH (BT, BRA, BIRN. BN, BIUEEREZE) 25
) Ko THRREDOEDILEEESNE S, BE LVEREIE. &4, vy
FORE, BEOHE. BIXOBBRENIEIESICH->TEIT S Z &35,
HFEIND,

—RRIZ, FLRORBIZOWTOmREEI 2 HEIX, 0.01 225 250mg,” 1kg L3
v b BRI, e b)) oFE/LBO®ME (FEL<IE, 0.155 100ng,”
lkg LIV MEAE /1 AOFE, €L THRBFELLIE, 0.5 25 30mg”
lkg LV MEE 1 EO®E, % L CRIZ, 1.055 20ng ke K&,/ 1
HO@EBATH D, MICFITRESReVRY I, AORS0£EEN. & I ©
BbEY  TOREII AT AL LTHE S, EEIT., HABICERT S,
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FESNOHEIR, —BZBLTHEIDLERTREERS, 1., 2. 3, 4,
5, 6. ¥EEFENUEOFTHEL LTRENES, W O0DEE, FiE
SHNHHER. FIORZEZ26NES, ZhboV7HER, BARSEE (H
ZIE, 10 25 1000mg, F7iE 50 225 500mg, FFE U< iX. 20 2>5 500mg, % L
THRBAFEL <UL, 100 225 400mg DHBIARS  BAREHEZEHT D) TH
BExhvEd.

GRS ONT, BIRTREShD Z L RARTH DA, TEAN Y L
LTERBFET DI &8, HFE LY, KERAOLYIE, FRTEESRD
TRBH LIS, ED 1L EORESHE X+ ) THIOBEE U THO®E
WL Lbic, DR LD LODAPDRS R ST, 5% )T, AFHOM
DS EHEGETHD LV IBRT FFESLD ] TRITRIERLT, 2L T
BEIRLTHE T TR LR,

M. O, BB, BB, B EE. T T buccal) , BLTFTF
(sublingual) Z&¥e), B, BLTEHH (BT, HHEAN. FIRN. KA. B
LUEERNZEE) 2ET) RECBURAFYEET, AW, BEikE
BRETHECRTINE, ZL RO FCRATHOIERDFIEICL 5T
FARENED, ZOXSRFER. RBRHOI LR AHHERFL, £LT1
DUEDT 7Y ) —EOHbBRENDIF Y U T EAEYRS & EAAADE
TRGEENDTRENST 5, — BT, APk, WEOx v U 7 EEE
W oD EEDO X ¥ V7 EERRS L #WEIC, 2 LTHEICHAS
DEDHI LI -T, EULTRWT, RETHIHEAITIE. ERMWErEETS
TEIZkoT, WElEsh A,

AFEHIZE O, KPEMENCLINTERENS X 2 REENOL T E & 5
2T, N (D) fEEMELIZXFOEZNICTREESNIFHEE, BRUD4L
EH1DDELRDIBEEN, ¥y bO—EE LTEWIRIX ICBRINS,

BEBRGODICHENRERYIE, ERENEME. v vz hoFEEL
ERCEMLZEFRCTH IO CEASHE, HlxD_yF L LTEREILE
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Ho TOX IRy FIE, BYNCE, 1) BECEELIREABR. 50
2) BEAPEEREINEBIC/ Fl3aBishiz, H50WE3) R =
—HiCoEENT, R Y E ST, BER{CAYOBEYRBEITX. 1%
P5 2%, HELIZ, M3%0H 15%THD, HICHEENHL DX,
P72 & H3. Pharmaceutical Research 3(6). 318(1986) iz —RRMII L& I 1L
TN5H X577, EXHMEELITA T VEEIZ Lo TRy FhbEEENRES,
RN GRS H DL ML, Bla OB (FlzE, 17eAH. b7

LV bR U =HL ETIRER. EREh, TORESREEDRSOEE
BETD) & UT; BAEREEEA & U KBS L idekEEomkET
DEEETTREK E LT HD 0L, ThiEkKENREILEY E /- 13 A Mk
HHLBEME LT, BRENBEDS, APRoE, EAR, A, £HRE
ELTHIEFREINFED,

FERIZ. BEZRLCT, 128 EOT7 783 Y —Fa L & bic, MEEEIX
BT K> TERINGE D, M IR, STt o, BEEAIR
BAAID X D Fin s X5 ICEL BB TP EEMT A LITX > T, &
EIRLT, e Wi, FerFr ¥95F 0, e FaxiFubririsn
EAw-R) HIEAL. NEELHERBL. REH, AEH BT, Y YA
FrFrZUat—b, BEBERERE Ry, BBEERET R T AL LES
VAFEAT—R), REIFER], RSB LBEERAILICE T,
HARENED, RS HzEEANT, Y CRE M iR R0 £ HE <R
b ESNIEMRRICSNIALEHOREDERFT I LIt Lo TAEREShED,
AT, BREOIGCTI—T 1 0 FE3NEDH, E3WvERZ AL, &
LTEDPFTOERDEGDD-L 0 & Lz, 3SR 2ET5
F O, B, REOPHT a7 s — A2 RT3 X5 cia B b3k
FRdir7aAr2Frera—2A @R LT, AFEhEs, &R, SE
KIRCT, BRYO B LABOMO CHRIZEMT A X5, Ba—-TF o7
SNTRMEENGE S,
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ANORFTRFICENZRETHE LT, REEZ DT 2EA (@F2, A/
—ABERT VT, FRBNIHIL D) PCEDRDEESHETSD hu—F
Ao AEELRER (Rexid €75 08BX05 V), $REFAIE—R
BLUBTHTT) PEEDEG e EATHE8A ; b CIC@ElRikEr+ V7
TCHDRSEERTOEESHBRET NS,

BEGE S 2. 2 T AN —E i Y FARER S H T 58
HaERERTALAL LT, BREhE5,

ERGICHESRAFTHE, BRI AT, BURYZSFTARD LD
REXY VT EEETH. BER, FrRy, 7V —0F, FUH, 8E, A,
EREEREELTHE L TRRENES,

*x VT REETH D, ERREICETRIEFHATL, ZbiFE LI,
HANHEOCHF L LTERREND, BYARF Y VT ELT, a7 ¥ -8Bk
GO EZLHTHRE L TER SR A2MoPERRET LS, £HIiX. #&bs
@t#itﬂ@%éﬁt%kﬂ?(%ﬁitﬁ@&)&®%ﬁ&ﬁ$éﬁﬁ@
BERAICL>T, e T, WS, ZLTAERARTREESNS Z LTk
2T, BHICERENES,

EHEGICEIRAT I, SRR, BER. BEA. BIOLAFYEE
HEhs vy boMBESERICTABES A TS, KBS X U89EK
B OFROBE OWEHEK ; 2O N, BBABICBERHL2EFLES,
m%ﬁﬁi@%xﬁﬁWﬁﬁwﬁﬁw;&mem%ﬁ%itﬁlouiwﬁ
BICH L TSR T 2 X5 & EN TS, VRY —AZidfo
BRLTF AT A Emde, AHWZ, B AR ZRMHED S —L SNEAS
BIZIE, T INBIRBUARLTU) TERENE, £ LTREDO®RES ¥
V7 (B2, BROED0K) OFEROEMOBMO L% WEL T3, BHEE
HEfR S WU (B B ORI S NES, HEOEFNTERE L BREYI,
PARTICFE# S TV 2 OBEE O Al BEAl, B L USRI hES,

HELWBMREATHE, APREP CLRICERESRTWE L2, &
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GO 1 BORHEEFIII BV TREEZSETALFYWTHI I, HHW

IXEDOWEIRE S TH D,

Fric LRLICER S DRI A T, REPOLFWIZ, MEOLF YO
AL THESE T RKNICER SN AMORELZELEL Z LAMEINS,
BlziX, BOESICED R, kA, AL BLOFEHRAO L 5 2
Er I bItEgrEs,

LT OXRBHAIZ, RBAOCEDCOLERSH, ELTWRRSFHEIZBWT
b ARAOEHEZHIRT 2 Z LITER LAY, [HES] 3. ARHOLE
ME7 iR T OBEE, ERREREOAEEHOABERNICEEN B ER T R,

TR

— R ] BB b T OB 2= L VT I ~OBTT

WHSEH =P T7=)2(115—-145mmol), =& /—/1, BLWY
FHx—=y A (7T— 8 glBERE) FTARYvF, IATF—F—)%, K
FTMESZN(200~300p s ig), HEEINAES—ARKEBFTRAL
oo BEMEBRTBEHRL, 208, EBEZEFEICREL, £ L TEAY
ZET7A MBELTEBL, ROTEELTBETICRELT, BIEERE 11

HREENTWD RSB XA IE Y —N~OBRBRICHE L-EEE 57,

TRRREGEIE 11 BT == L VT I UL BB X I X — R
DEK

1 0OmMERETHDICTRED ANHC | ABERICEMR L8878
BT 2oL PTINC, 1. 25—1. 3YEE/ T2 PTILD88%
FTBRAKBREMZ T, BONIZEREE3~1 SEEERL, WO TRIRETH
HL. £LUTKEBIT M) U AKEREZIIABILT BT AOWThNT,
ABRTHELTCp HTICHRI L, BbhzEfkE, $RVS 20— bk
WL, ZEOKTHEFL, BEL, T0O%5 0°CT2 4 Bl LEseim -,
IOXIRCHESNIR A IF T AFR—TEFMMEIRE T S — A~
ATV TTHOIEHE LTV,
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—RAEGEE III: 2 T oE— 1 H-— XU AL XY —LERiE2 —EEHR
RURAL I ES N DT FANET )R DI Y T

W AL IE =Nk FRRA-LBRGEHBEHL, -7 T8
BLAEAETZ AR TERFHAXT, K1, 2-Yrouxmyr (FLF
VDoF, INTF—F—) FRPFTEI= IV TARI vF, IATF—
F—)

PCHEKBICHESE L, #HFLTVLIBRERIC, 1 4B/ VX134 —n
DN, O—ER (MUAFAVIA) TERTIF2ML, Bbh-REEHE
1~3IFAERLE, BONWEEREZZRETHIA L, ZOBKIZ, 14%E
SRR I B = NDR=TBFNAE T /) —REMEx, RNTO. 50~
1. 158/ XXM IFT—NADIIAFAVINL NI TAFERAZ AN
RE—F (TARTvF, IATF—F—) ERFLIMP 70 X Z R
D1, A~5YBOKE AR/ YR IFS = (FARY vF, 3
Tt =)

EMZTz. HLWEEHE., T0%, [REOERY~OEREZ TL CTHAR
AD, HETINE85TCTO. 5~2 ARMMBALE, MISWER 7 %ERET
P U AKEREH T TRBEZEIL L, ERBPKBEICHALN TR 2D E T,
7B uAF EEIERT T L, BB R SR T ATE
BL, BEL, 2L Te—F ) —aoAR L —F -2 HOTEESRELE, £
BRI VTN T T A0 NTF 7 4 —TEHITBR LT,

HREVBLUEE IV C— 2 BRI TORVN— 1 X XA IV — A
7 /v FoRESE

HAIRIZIE, C—2MBBRENLTWARNWRV XL I XY —A VS )2 e
THBREOTHFICEMELT1L0~3 0mMOERE Lz, BIK%E., BRAH
rESHBREBEATLr b P T, ERFHEKT. MBI VI8 5CTERE
Liz, 288/ RUAXAIF) =LV ET )V FON—TaEarsZmgf I B (N
BS, 7AFIvF, INUF—F—) &, TLCTHAL>OHEHEOR
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FERETTHET, BRERICL 54BICMLE, RIEENT7%ORERE
TRV TAKERICHITDZ LI >TELL, ERBBABICHL A TARL
RBET, VruurFZ oL, P/ueurFrBRAYBROERS
T RFUDTAKRER, ROT1IEFEOKTEILICHE Lz, AEEHE~ S
RYTATERL, BBL, LT —x AR L —F—5FVCRES
BrEL, ERBEIT I IFNDTEAI O NI T T 4 —TELITHER L,
—REIRIETEV ¢ 1 MKFBL Y F o AR LS. N—1 2—FaEy
AA I ES—NTEF ALY T /¥ ROR{EE

WHPAEN~1 2T aT_Xy XL IFS—ATEFUEET ) FE, 10
0~20omM®ﬁ%&¢é®m+%&%®9ﬁ#ﬁym%%Ltu%ﬁm\
1. 3HE/BRETRETET— MO I MUKEBLY F7 AKERKREZMNZ 72,
BEWEO0. 25~1HEFERL, RO T HRBRETHAT, oK
BHELERDTEDICTHEDDPHT OV VBEERKR (VWR, VT X FF =R
F—) Mzl BeW%Z. TLCTHlNT, KBPI/AERDBEFEL LR R
HET, BFR=FATHEHLE, BB VEZ 1 EREOKTHEEL, KW
TR~ 72U ATEEL, BBL, L Tu—F2 ) —xA_ARL—-F—% [
WU AR BRE Lis, ARE, BfEE2Y 7 un 2 & ook s o &
WXV ILITHEREL, PEFI Re— b RIcEZEBICL Y BErEDE,
TRREIRIERE VIt 4 14 1 DX J—)v A E ) —i KIBEWERCOR
BT P YACEAN—12—TERV AL IFS—ATEFA|ET 22
B o itk

BEIRN—1 2 =T 2ERUXS IF—VTEFMEES ) FE100

megfEl, AmLDAZ ) — VB L . ROTEEBOTZ ) — L 2L,
2. 2HEBDORBT VI UL BURET RETEF— &, LICHWERAZ
—NVDAGD LFEDOKERT, TAT—VHEERICH F L, BEKs 2~
2AREFEE L, 7 /v o7 BT — FORBEERZETLEZ LS TL
CHmLizt &z, BEKEZERBL. KTHRL., L Tp HRBETREN
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HE IR EERTTEL L, BAMEEB-F L LAKEOBTHIRELE,
KEZ, T XTCOERBPEEBICHH L5 ICRDET, FHR-F TR
Ui Lic, DR FR= FARIHS 2R~ 73 7 A CHBE L, R,
B =T AR —F —CHEZRBER ., ERPIIsLIc, #ohiE
ExTran A2 oPicBERETAI LI VEEL, ¥RV RAu—1 |k
CEERRICL VEF T REREED,

EHLB

EMa 1

2—7uv®—5, 6 -Vr/oo—1— (2, 8, A—r ) —Q—FEF/L—

B—D—UHEEF L) —1H—R_U AL IHS )

—RRBLEYE 11T TRtk Lk 3, 2—7ue—5, 6 -7y X
AIFS—N(4. 0g, 15mmol), N, O—FX (I 2AFATYN)
TEM7IF(GFARY)»F, 3. 7TmL, 15mmo 1), BLU1, 2—
supxzgy (FVRYyFra7—a, 75ml) #B&L., 2#EFTO.
SRR Uiz, WKEZERETHAL, PIAFATIA NI ZL—F (7
AVEVwF, 3. 2mL, 1 6mmo l) M2V, Ehiz, 4. 8g (15
mmo 1) OEEDL, 2, 3, 4—F FF7—-0—FTEFL—-b—D— RV
/=2 (B—D-VAR¥I/—X1, 2, 3, 4, —FrFT7EF—F, 7
WRY wF, INTF—F—) Mz, ZOFKRY. EXTTO0. LHENE
FETICHEEL, T0®R7%ERET N U AKERICHIT, P/aui T
ML, FREEMBE~ 72U A (BK) TEEL, BBL, 7L ORE
ERFESE, AREMWEL VI FAITA (5x20cm, 230—400
Ao¥a) ECCH,CH,ZAVWTERL T, BHWICESN T Z20®S 45
BEh2—7RrE—5, 6-Y/un—1— (2, 3, 4—FJ—O0—7+
FN=B—D=VARET/IN) —1H- R IFS—~NEE, BT
L 7C AR OB MR Cie (1. 9¢g), B2oHFATHERLTL.
4g (2. Tmmo 1) 2Bk B<EHLEARMOELSIE (3. 0g. 5.
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Tmmo l) THY, 56%DENFIZHY L~ :m. p. 100—110%C:;
'HNMR (DMSO-—
ds) 68. 39 (s, 1H), 7. 81 (s, 1H), 5. 95—-5. 92 (d,
1H, J=9. 6Hz), 5. 73—-5. 70 (d, 1H, J=9. 6Hz), 5.
67 (bs, 2H), 4. 13—4. 08 (dd, 1H, J=6. 3HzxJ=
5. 8Hz), 4. 00—3. 95 (Efdd, tH), 2. 19 (s, 3H),
1. 98 (s, 3H), 1. 74 (s, 3H).
JLFIHT CHN,O,C1,Br ‘5 &EE:C, 41. 25;H, 3. 27 ;
N, 5. 34,
KHME:C, 41. 35:H, 3. 28;N, 5. 38
Eh ] 2
2—7mE—5, 6—-Yruu—1-—D-UREZ 2 —1H -~
AA I ES—

3. 0g (5. Tmmol) ®2—7ua®—5, 6—-Y7uu—1— (2,
3, 44—V —-O—T7EFN—B-D—-UVHFRET /) —1H - A1 3
Y =ik, —REEEVICEEEZRLELSIE, 6 0mLoYdxd o h
CHEML, TLTHONEEREKBEFRTO - 5CRRALT, BEELE,
COEWIC, 22mL (22mmo 1) ®1MOL i OHKERE T CREE
Mz, BREVZKBEHOMYMB L, BB TLHFAES LE, BEWE1 2
OmLOpHT7DD VEBREER TCHRL., BT L CHH Lz, BigzF1
Bk~ /XU (HK) THEBEL, BBL, ¥ L UBEBEEREIRE,
BEMEY 7au A X RCHEBEEL, 1. 7g (4. 3mmo |, [RET
5%) 2 —-7ut—5, 6—Yr/un—1—B8—-D—URES /I n—1H
— R IF N ERERRIC L VED R, EEHEESEF—T U FT5
OCMERE LE ;m. p. 175CHHE ;

44



T T e T e T e T e T e O e O e O s O e, O e, O e B e, O e, T s R e R e N e T e T e T e T e T e T e T e T e T e T e T e T e T e B e B e B e T e T e T e B e T s T e B e D e T e B

[

(47) JP 2002-504105 A5 2006.1.5

'"HNMR (DMSO—dg}S67. 36 (s, 1H), 7. 0
7 (s, 1H), 5. 64—-5. 62 (d, J=9. 2Hz), 5. 19-5. 1
7(d, 1H, J=6. 4Hz), 5. 13—-5. 12 (d, 1H, J=3. 2
Hz), 4. 86—-4, 84 (d, 1H, J=6. 5Hz), 4. 12—-4. 08
(m, 1H), 3. $8—3. 92 (m, 2H), 3. 68~3. 63 (m, 2
H)o

JTLRELHT  CLHN,O,C1,Br :3EfE:C, 36. 21;:;H, 2. 79;
N, 7. 04,

KpfE: C, 36. 18:;H, 2. 91;N, 6. 88

Ehtsi 3

5, 6 —vV7Z7ru—N—1 (1—RAXF)LxF) —1—8—D—URLZF )/

PNV—1H— R AL I EFS—)—2—FT I

2—7mE-5H, 6—Vr/uu—1—38-D-UVAREIF /L IL—1H—»
RAALIHEY— (0. 15g,. 0. 29mmol) %, 5mLDEKTH /—
R L., 5mLoAY7ub'A 7y (Fluka, Ronkonkom
a, NY) CTH#EL, ¥Z7ABOFEHE (Ace, Vineland, NJ)
FTMRAL, £ L THRIERECHEBLE, B2V xy vy 7 THESL, M
WHF8STCTIHEMRA L, ZoRF, TL CHHEHRBRFEROEERERERL,
DNWTHEHZ T —F ) —x SR —F —TlRELE, ERUOBEENE Y 7 0
RAFCRTEBEANL, 5, 6 —YZ7unr—N—1 (1—RAFLzFir) —
1—B-"D—UREF /N —1H- R X, IFZS—N—2-FT3Iv (0.
070g., 0. 19mmo 1, INEGE66%) EBAEMGBLLTHEL; MS(E
1+):m 2z (AXME) 375. 9(1. 0, M) ;
'HNMR (DMSO-dg) 67,
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37 (s, 1H), 7. 33 (s, 1H), 6. 47—6. 45 (d, 1H, J=
7. 5Hz}, 5. 36—-5. 34 {(d, 1H, J=9. 1Hz}, 5. 08-5.
07 (d, 1H, J=3, 2Hz), 4. 93—-4. 81 (d, 1H, J="7.

THz), 4. 84—4., 82 (d, 1H, J=6. 5Hz), 4. 10-3. 9
0 (E#m, 3H), 3. 90—-3. 80 (m, 1H), 3. 71—-3. 65 (&
#dd, 1H), 3. 62—3. 59 (dd, 1H), 3. 14-3. 13 (d,

1H, J=5. 1Hz), 1. 19-1. 17 (d, 1H, J=6. 5Hz})s

FEha ] 4
2—7a¥E—5, 6—Yr/uun—1— (2, 83, 4—F)—-O0—FEFNL—

B=L-VRET V) —1H—SVRA IFS -

—RELEEE 11T TRl LizX 5, 2 -7 ee—5, 6 —Yrun~r X
AIF—n(2. 0g, 7. 6mmo 1), N, O—ERX (FJ 2FAT VU L)
TEMNTIFTAR)F, 1. 9mL, 7. 6mmo 1), BLXUOTFTE =
FUIA (TAFRY vFa7i—nA, 7T5mL) 2BAL. £EFTO0. 58
FLEH L7z, BREBEREITHAL, Pr7un A 0 FoEME_AZID1.
OMIBR (TAFU»F, 15. 2mL, 15mmo 1) Mz, BEbiz,
2. 4g (7. 6mmo 1) OEEKD1L, 2, 3, 4—F F5—0—-FEFNL
—B—L-UVAXEYZF/—RA (J. Am. Chem. Soc. 1955, 77,

18—24iCH. M. Kissman, C. PidacksBLIUB. R. B
akeriCE-2TD-F 7T — MW THEESH, BREnELY
Zsmp 110%C) A7, BEE, EEFFCT—BERTIERL, KT
7TREKBERT N U AKBRICHT, BB FLTHE L, B RRE<
FRVT A (K TEEL. WBL. FLUTRERRRSYL, HBEEYE
VUBFAHTE (2. 5x20cm. 230—400Rvia) LT FF
Y& 10~20%DEB-FVOERN TS Oz e ANTERLT, 2—
7uE—5, 6-Yrua—1— (2, 3, 4A—hrJV-O0O—TFTEFL—8 L
— VAT —1H- R AL IF—1 (1. 61g, 3. 1mmo
1, 40%) 2/, i MS(API+) :m//z (FAXMEE) 524(0. 17,
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MY ;
'HNMR (D

MSO—-dg) 8. 39 (s, 1H), 7. 91 (s, 1H), 5. 95—5.
92 (d, 1H, d=9. 6Hz), 5. 73—-5. 70 (d, 1H, J=9,.
6Hz), 5. 67 (bs, 2H), 4. 13~4. 09 (dd, 1H, J=8.
3Hz&Jd=5. BHz)}, 4. 00—-3. 95 (E#gdd, 1H), 2. 19
(s, 3H), 1. 98 (s, 3H), 1. 74 (s, 3H).

Fhifl 5

2-7mE-5, 6=-Y7un—1—8-L-URETFT/ I —1H-<v

AL SN

2—-7wv¥—-5, 6-Yrun—1— (2, 3, 4—hrJ-~0—TFEFIL—
B—L—UREZF/)IN) —1H-_X XA IFXS—L (0. 50g, 0. 9
S5mmo 1) OF V3 —)VERIZ, —ROBEE IVICE->T, 5mLOAkFO
0. 61g (5. 8mmo 1) ORBEFT M) D ATHEELE, BIRT—HE
BLIEH, BREMEEEL., —BARIEE IVICRRENTWS & REICLE L
T, 2—7m®—-5, 6-¥YZuu—1—8—L-UREF /I A—1H-
YAALIF = (0. 27g, 0. 6 8mmo I, K7 2%) 2& ; M
SAPI+) im/ z (RXRE) 398(1. 0, M) ;

'HNMR (DMSO—d,} 67.
96 (s, 1H), 7. 07 (s, 1H), 5. 64—-5. 62 (d, =9, 2
Hz), 6. 19-5. 17 (d, LH, J=6. 4Hz), 5. 13-5. 12
{(d, 1H, J=3. 2Hz)}, 4. 86—4. 84 {(d, 1H, J=6. 51
z), 4. 12—-4. 06 (m, 1H), 3. 98-3. 92 (m, 2H), 3.
6§8-3. 63 (m, 2H).

F it 6
5, 6—V7uu—N—1 (1 —AFATFN) ~1—8—L—URELS

PIW—1H— XA IHES——2—FT I

2—7wE—-5, 6—Ysuu—1— (2, 3, 4—+r)—O—TFTEFNL—
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(50) JP 2002-504105 A5 2006.1.5

B—L—URETIIN) ~1H-—RAALIFY—1 (1. 0g. 1. 9m
mol) Z6mLDEKTE ) —NIZHEREL, £ LU THREERA—%2FT2Y
FABMDIETE (Ace) i, SmLOASY TR AT IV CABRLE, &%
R FY vy S THEEAL, BAYWE 1 OO CTI3IHEMA LKL, ZoK, TL
CHIERDEERERERL, DNWTHERP—% Y -z AR L — &7 —TRE
Lic. £RUOBEMED 7 w2 5 L dolREL, 5, 6P/ mm—
N—1 (1 —AFAxFN) —1—B8—-D—-VRELT /)N —1H-_ X[
IFS—N—2-7T3I (0. 070g., 0. 19mmol. INEE6%) %
HEBEE LTHLE MSAPI+) tm z (FEX#E) 376(1. 0, M
s

THNMR
(DMSO—ds) d7. 37 {s, 1H), 7. 33 (s, 1H), 6. 476
—6. 45 (d, 1H, J=7. 0Hz), 5. 36-5. 34 (d, 1H, J
=8. 8Hz), 5. 08—5. 67 (d, 1H, J=2. 4Hz), 4. 93—
4. 91{d, 1H, J=7. THz), 4. 84—4. 82 (d, 1H, J=
6. 3Hz), 4. 10—-3. 90 (bs, 3H), 3. 90—3., 80 (bs,

1H), 3. 71-3. 65 (E#dd, 1H), 3. 62—-3., 59 (E#Hfdd,
1H), 1. 19—1. 17 {(d, 1H, J=6. 3Hz),

EH 7
2—7vE—5, 6—Yr/uu—1-— (2, 3, 4A—rY —OQ—TFEFNL—

B—D—Fo¥EI /) —1H—R_VAALIFS—

2—7uaE—5, 6—Yruur XL IFS—A(0. 25g. 0. 94m
mo ). N, O-EX ( NI AFATIAL) PTERTIR(FARY vF_ 1.
A4mL, 5. 6mmo 1), BEOTER=FIA(FLEY oF a7 —,
20mL) ZEA&L. ERFHKTFTTL1. 5FBEHESHICERLE, > Uik
SEN-HEZ, 0. 30g (0. 94mmol) @1, 2, 3, 4—F h5—
O-7TEFN—FubI /) —R(TAFYvF, INTir—F—), ROTHE
fEFEZAX (1. 4mmol, 0. 12mL, PARY vF, I AW 3—F—)
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(51) JP 2002-504105 A5 2006.1.5

MR Tz, WREZEZEFTTHREER L. BA., BNoELE-AX (0. 35
mL, 4. 1mmo 1) ZMa7, BE - AXO _EHEMZ 7= 1 EE%IZ,
Bzt ) v AOBEKERICHIT., WITEIA M3y FEBLTRE
WL, €0y FEI7uanfA ALKCHRELEZ, BREZOH L, 72w
BVAEE2x150mLOERRT M) ULAOMAFIKBR CHREL., T0%
1x150mLOKTHH L, FREZHBE~ 1T A (EK) CEEL,
EBL., TLTHEELZERSE, HBEWEL I AT K (2. 5x2
Ocm, 230-400Aya) ECAFHLE0~25%DHRIFLO
BRI 7V PERAWTERL T, £, 2—7vE®—5, 6—Y7u
u—1— (2, 3, 4—hrU—0O0—T7TEFNL—B—-D—Falts5 /I N) —
1TH-_VRAAIFY -1 (0. 13g, 0. 24mmo l. 26%) &, ;
THNMR (DMS

O-dg} 68. 47-8. 42 (bs, 1H), 7. 891 (s, 1H), 6. 0
7-6. 02 (bs, 1H), 5. 66—5. 54 (bs, 3H), 4. 18—4.
13 (m, 1H), 3. 95-3. 89 {m, 2H), 2. 02 (s, 3H), 1.
99 (s, H), 1. 77 (bs, 3H).

JLESHT  C,H,,N,O0,C1,Br :55fE:C, 41. 25;:H, 3. 27 ;
N, 5. 34,

EHEfE:C, 41. 32;H, 3. 29;:N, 5. 31

Fhaf 8

2—7mE—5, 6—vV/rr—1—3-D—Fut®F i N—1H-

AL I XS =)
TmLOT7 v R 73 R TRRUCERENLZ2 -TaE—5, 6—
YrZivwu—1— (2, 3, 4—FV—0O0—TEFA—3 - D—FTuv¥s /L

) —1H- X AL IFS—1 (0. 083 g, 0. 16mmol) iz, 1
mLOKOFOREF I A (0. 13g, 1. 2mmo 1) Mz, B
EYa=ERTTRHER L. 0% 2 RENEWEK L, BAWEEEE T8
HU, B (0. 059mL, 1. Ommo 1) THRML, ELICFRTO.
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(52) JP 2002-504105 A5 2006.1.5

S5RFRIREH L, ¥, 2—Fnx—5, 6—Yrupn—1—-8—-D—%
U7 U= 1H— N XA I FS =&Y BAAISA (5x1 0 ¢em.
230-400Ay¥=) T, Eig—F/ (0. 40g,. 0. 1mmol., 6
3%) THEHLTERLZ m. p. 149. 6°CHHE ;
IHNMR {DMSO-—-d,) 67.

95 (s, 1H), 7. 90—7. 80 (bs, 1H), 5. 48-5. 46 (d,
J=5. 2Hz), 5. 40~5. 30 (bs, 1H), 5. 23—5. 19 {m,
2H), 3. 96—3. 90 (m, 1H), 3. 85~3. 50 (2°0&E#Dbs,
2H), 3. 43—-3. 20 (m, HODE—Z CFRBBC R 2% 2H).

Ehi s 9

6—Zun—5—-—AFL— (2, 3, A-rJ—O—TFTEFIL—-L—-—D—U

REF 2N~ 1H-— NV AL I —ABXR5—2Yuo—6 —2AF1 (2

8, 4=tV —-O—TFTEFN-B-—D-UVRET )2 1) —1H—~_RAA 3

ZS—

—REBLELE TII KR LA LS, 527 uu—6—RAFAR_L AL 34
Y—nA(1. 0g, 6mmo 1), N, O—FR (FYAFALIUL) FERF
SRR, 1. 3mL, 5. 2mmo 1), BL1L, 2T en
2Zy (TR yFa7i—L, 30ml) 2BAL. EETFTTO0. 5k
MER L, BREZBEEITHHL, FIAFALIARIZL—F (FAF
YyF. 1. 3mL, 6. Tmmo l) #Mx%k, EbiZz, 2. 0g (6. 3
mmo 1) OEEDL, 2, 3, 4—FFF—-0—T7E&FAL—b—D—URE
/=X (B—D-VAXREIF/—R1, 2, 3, 4, —Fb5F7EF—r, 7
NVWEY yF INTxr—F—) BNZiE, TOREY, ERTT-BER T
B L. TOBRT%ERERT M U AKBRICHIT, 7 2 uR L THE LT,
HRBEREB< R U A (K CTEREL, BBL, 2LTEEsEBESY
e, MRBEWME VB TFATT A (5x20cm, 230—400Av3=)
T, 7RV LF0. 250062, E%BDAX ) —LVOBREHSS Ok
ZHWTEBLTEREL, 0. 07g (0. 16mmol) ®5—Zun—6

a0
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(53) JP 2002-504105 A5 2006.1.5

—AFN— (2, 3, 4= ) ~O—TEFAL—B—-D—-UREF 1) —
TH-RYALIFY = MS(AP+H) im ./ z FEXRE) 447 (1. 0,
M'23(Na));

1

HNMR (DMS50—-ds) §d8. 36 (s, 1H), 7. 90 (s, 1H), 7.
68 (s, 1H), 5. 97—5. 85 (d, 1H, J=9. LHz), 5. 72
~5. 69 (m, 2H), 5. 41—-5. 40 (m, 1H), 4. 02—-3. 92
(m, 2H), 2. 42 (s, 3H), 2. 20 (s, 3H), 1. 98 (s, 3
H}, 1. 69 (s, 3H)

BLPFO. 090g (0. 21mmol) 66— —5—2F— (2,

3, 4 M —O-T7TEFAL-B—D—UREELF/LN) —1H-_V X123
=)
'HNMR (DMSO—d,) §8. 36

(s, 1), 8. 06 (s, 1H), 7. 60 (s, 1H), 5. 99-5. ¢
6 (d, tH, J=9. 6Hz), 5. T3—5. 66 (m, 2H), 5. 45—
5. 40 (m, 1H), 4. ¢2—3. 92 (m, 2H), 2. 37 (s, 3H),
2. 20 (s, 3H), 1. 98 (s, 3H), 1. 69 (s, 3H)
BLTO0. 13g (0. 31mmo 1) ®2oDMEEEEDRES B (S
X1 1%),

EHf1 0
2—7uE—5—-7uu—6—RAFAL— (2, 3, A—RrY—O—FEFN
—BTD—UVARET /) —1H-_RAALIF—)L

FRELEYIE, BREEIVIE-T, 5—Z1uu—6—2AF1— (2,
3, 4—F)—-O0—T7TEFA—-B-D-UVRLS /I N) —1H—-_ X123

FS—n(0. 12g, 0. 28mmo 1), 20mLAOFrFEL RISy (7
NVRDFaT =, INTF—F—) BIU2EMichbEs TN b
5. £8T2. 0g (1 1lmmol) ON—FrEINZEA I FEN TR
BENTe, —RIELEE IVIC L 58 A 1 0 OAERB %O, U B5 L
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(54) JP 2002-504105 A5 2006.1.5

AZ7H (2. 5x20cm, 230—400AAy=2) ETO. 5%DAHX)
—NEFLYIuBAZERWTHERL T, ROTROEDICIE+570ME
DZL2—TrE—b—Sun—6—RAFi— (2, 3, 4—Fr) -0 FTEFIL
—B—D-UAREIT/IN) —1H-—_VXALIFY—1 (0. 097 ¢g) %
B/, ;
IHNMR

{(DMSO—-d;)&87. 99 (s, 1H), 7. 66 (s, 1H), 5. 93—
5. 90 {(d, 1H, J=8. 9H=z), 5. 69—5. 62 (m, 3H), 4.
02-3. 92 (m, 2H), 2. 41 (s, 3H), 2. 20 (s, 3H), 1.
99 (s, 3H), 1. 73 (s, 3H) '

FHaf] 1 1

2—7WME-5-78—6—RAFN—1—RB—D—UREF L A—1H

— N RAIFT )

2—7uaE—-—5—nuvn—6—2AFL— (2, 3, 4— ) —O—FTEF1
~B—D—UFREFIIN) ~1H-—RVAALIFS—A (0. 097 g) i,
—IREER VICBEEZ R L2 LI, 5mLOPERy o piciiEL, 2L
TRONCBREZKBTTO~5CITHAILT, BiR#ELZ, ZOBERIC, 0.
78mL (0. 78mmo 1) ®1M®DL i OHAERE T~ THREIZMZ 7=,
EBEHE KPRV L, BETO. SHRE#RLE, BE®WE50mL0
pH7 D) VEEEHERTHNL, BT CHH L, B F B2
IRV A (EK) TEBL, ERL, FLTHRELRRSEE, BEYS
Vroua A ZoPCHEBFRIEL, 0. 028g (0. 074mmol) ®»2—
JuE—-5, 6—Y7un—1—-8—-D—UREF ) —1H-—_VZ13
Y —NEHEZERBIZLVED T, ARMEEEF—T L FTC5 0C—BREE
Liz;m. p. 150CEMW ;MSAP+):m, 2z (JE%#E) 400 (1.
0, M'23(Na));
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(55) JP 2002-504105 A5 2006.1.5

'"HNMR (DMSO-d,) 67. 67 (s, 1H), 7. 65 (s,
1H), 5. 62—5. 60 (d, J=8. 9Hz), 5. 13 (bs, 2H),
4.88-4. 87 (m, 1H), 4. 13 (bs, 1H), 4. 00 (bs, 2
H), 3. 93 (m, 1H), 2. 40 (s, 3H).

Fhatl 1 2
2—7ux6—-—run—5-—RFAr— (2, 3, 4—FJ—-O—TFTEFi—

B—D—-UARET ) N) —1H—RVAALIFS—
BELEDE, —BREEEIVIC-T, 6 —Zon—5—2F1— (2,
3, 4= FJ-O—TEFNL—B—D—UVAREZ /I N) —1H—RVXA13

Z—n(0. 37g, 0. 8Tmmol), 30mLDOFrSERRTS Y (F
VMRV v FaTo—n, INTF—F%—) BITC1IRHEICbE->T1 549%
28R/ AL IF T S3oMibns, £%7T1l. 2g (7Tmmo
1) ON—7mEani@gs I FERnTEESRE, —FOREE IVICE S
BRAOEIY OERBDIT. YV WTFAVTTH (2. 5x20cm, 230—40
0Ayva) ETO. B%BDAZ ) —AEERYrnarzreANCTERL
T, 2—7HRE—-6—2uu—5—RAF)— (2, 3, 4— RNy —0O—TF&F
N—=—B—D—-UAREF/IN) —1H— XA IFS—1 (0. 33g. 0.
6 6mmo 1., 75%) %87, iMS(ES+) :m,/z (FExIRE) 526(1.
0, M'23 (Na)):

'HNMR (DMSO—-dg) 6§8. 18 {s, 1H), 7. 62 (s,
1H), 5. 97—5. 904 (d, 1H, J=9. 4Hz), 5. T&8—5. 6
0 (m, SH), 4. 20—-4. 10 {m, 1H), 4. 05—3. 87 {m, 1
H), 2. 41 (s, 3H), 2. 25 (s, 3H), 2. 04 (s, 3H)}, 1.
78 (s, 3H).

ElEf1 3
2—7E—-6—uu—5—RF)L—1-B—-D—URFS /L 1—1H

— YR IF T

2—7aE—6-un—5—RF— (2, 3, 4— KU —0O—TFEF/
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(56) JP 2002-504105 A5 2006.1.5

—B—D—UREZF/IA) —1H-R_ZXLIF— (0. 097 g) I,
RIS VICHEEZ R L LI, 6mLOPAFF o RIcBEL T, &
ECHMAE L, ZOBKEIZ, 2. 6mL (2. 6mmol) ®1M®ML iO
HABRZ TN TR 72, BEWEHETO0. 2 5EMEELE, B
e b5 O0mLOpHTDU VEEEER CHINL, FHE-F /L CHIH Ui, Hag
T FNBEGB 7R UL (KK CTHEBEL, BHL, FLTEESERS
B, BEPEZY 7un A2 o PeihrRiblL, 2—-7o®—6—211—5
—AFNA—1—B—D-UVRETF /P A—1H—_V XA I ¥ — e EIE
W EVEDE, ERMEEEA—T U T5 0O C—BRER LR, KESHT
BLTHNMRTRENEZLIWE, RRLLTO. 28400V nui g%
FATWE; 0. 15g(57%):m. p. 170—175CE&H ;
'HNMR (DMSO-

dg) 7. 76 (s, 1H), 7. 62 (s, 1H), 5. 67—5. 63 (d,

1H, J=9. 3Hz), 5. 20—~5. 15 (m, 2H), 4. 92~4. 89

(d, 1H, J=6. 6Hz), 4. 15 {m., 1H), 4. 05 (bs, 1H),
3.98-3. 90 (m, 1H), 3. 75-3. 70 (m, 2H), 2. 42

(s, 3H}.

JLEMHT  C,HUN,O,C1Br. 0. 20CH,CH,:#&{fE:C, 40.
18:;H, 3. 68:N, 7. 10,

ERME:C, 40. 161, 3. 66;N, 7. 13

EhEf]1 4

6—7vo— (2, 3, 44— M) —O—TFTFEFNL—B—DUREF 1)
—1H- R RAAIF/-ABEFE—suo— (2, 3, 4— ) —0—7F

FFN-B—D-URET /) —1H— R A IFS—

—REEE IR L2551, 50mLldl, 2—Y2/unxzy (7
NVNRY) v FoaTr—N, Ipvzr—F%—) O —rpa—1H - XA
IFY—1 (1. 0g, 6. 5mmol) &N, O—FEX (bY AFLL U L)
TERFTFIF (1. 6mL, 6. 6mmo l) %, 8 5CTEXREHLTFO.
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(57) JP 2002-504105 A5 2006.1.5

7 SRFEMNBA L, TOREREFTHHA L, M AFALLIA M) A4 R
FUANELR—F (1. 4mL, 7. 2mmo 1) BLU2. 0g (6. 3m
mo 1) OEEDL, 2, 3, 4—F+5—-0—-7T%FA—b-—D—-UFKS
J—=A (B-—D—UREYF/)—2A1, 2, 3, 4, —FrFTEF—F, 7Ti
FUwF, IAvr—F—) 2Nz, BEWE, S5 CTEZFAKT24%
BB P TR L7z, RIEWERWT, 7T%ERET MY U AKBEICHIT,
VrunAZ T UL, FREEE SR A (K TEEBL,
WL, EUTHEELRBIEL, MEBWE LI I FA DT A (5x 20 cm,
230-400RAy =) ECCILCH,BXGRAX /—1%E0.25~0.5%
CHIME®S7 5 Vmy b ERVTER L, BELA BB EORY
ELTHRE, MEREEIT, 8. OmL,/mindHEET260p s i OESH
T, 2584 nmTU7FAEZRALT, 90%~FHF b1 0%TH /) —AdD
BEHERWTERT D, B3 7L 974 7% 0y 70D ey hEE 3
69—-—712—30802TOHPLCTHESRE, 5—7xz— (2, 3,
4R —O—TEFN—B~-D—-UREIT /i) —1H-_VALIFY
—APRRINCEHL(RT=18. 8min). FLTO0. 13 gEHEOER

BB,
'HNMR (D
MSO—dg) 68. 46 (s, 1H), 7. 94—-%. 81 (d, 1H, J=
8. TH=z), 7. 71—-7. 70 {(d, 1H, J=1. 9H=z)}, 7. 30—17.
27 (dd, 1H, J=1. 9Hz, J=8. TH=z), §. 02—~6_ 00
(d, 1H, J=9. 1Hdz), 5. 7T0—-5. 67 (m, 2H), 5. 48—-5.
34 (m, 1H), 4. 04~3, 93 {m, 2H), 2. 20 (s, 3H), 1.
98 (s, 3H), 1. 89 (s, 3H).
6—/nmve— (2, 3, 4— VI —O—TEFL—B-—D—URET /1)
—1H- RV XA IFS—VREIADTEPLEBRICEHL(RT=28. 9

min), £LTO0. 20 gBRREOERBITELILE,
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(58) JP 2002-504105 A5 2006.1.5

'HNMR (DMSO—-d;) §8. 43 (s, 1H), 8. 1
0—-8. 08 (d, 1H, J=2. 0Hz), 7. 64-7. 62 (d, 1H,
J=8. BHz), 7. 256—7. 23 {(dd, 1H, J=2. 0Hz, J=8.

7THz), 6. 03—-6. 00 (d, 1H, J=9. 5Hz), 5. 76—5. 6
0 (m, 2H), 5. 50—-5. 40 (m. 1H), 4. 04-3. 93 (m, 2
H), 2. 20 (s, 3H), 1. 98 (s, 3H), 1. 69 (s, 3H).

EhEH 1 5
2—JuEeb—-rvu— (2, 3, 44—V —-O—TFEFAL—B-D—-UR

V570 —1H- XU XAIFS—1
BE SR, BEEE IVICH-> T, 5—2nue— (2, 3, 4— K7
—O—=—TEFAL—-—B—D—-URELT /1) —1H-RCRXAIFS—1(0.

17g, 0. 41mmo 1), 30mLOF S Furzsy (FARY vFv
2T =, INTF—F—) BIP 2> TN2Zbh52HT2.

6g (7. Ommo 1) ON—F7aEa 7Bl I FEAVCRSEINE, —
FRAIBLETE TVIC X DR L 0 OERPII. YV BFAITF A (2. 5x20
cm, 230—400RAy¥=) ETl. 0%DAZ ) —A%EHPrun A
FrEHWOERLT, 2—mee—-5—27uu— (2, 3, 4—rJ—0—
TEFA—B-D—-UVREF ) —1H-RALIFXS—A (0. 15
g, 0. 31lmmol, 76%) &/, i MS(ES+) :m//z (FHHE)
511(0. 25, M23(Na));

'HNMR (DMSO~-d,) §8. 02~8. ¢0 (d,
iH. J=8. 7), 7. 68 (d, 1tH, J=2. 1H=z), 7. 30—-7. 2
7(dd, 1H, J=1. 9Hz, J=8. 9Hz), 5. 96—-5. 93 (d,
1H, J=8. 9Hz), 5. 67—~5. 62 (m, 2H), 5. 55—5. 45
{m, 1H), 4. 20-3. 90 (m, 2H), 2. 20 (s, 3H), 1. 9
9 (s, 3H), 1. 73 (s, 3H)

eI
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(59) JP 2002-504105 A5 2006.1.5

2—7HE—b5—7aBu—1—8-"D=—UAREF LA -1H-—RLAA{3

B — L

2—7mE—5—/nu— (2, 3, 4—FrJ—0O—T%kFAL L—D—VU
REZF Ny —1H—-_VAALIFS—1 (0. 15g, 0. 31mmol)
i, —RREEEVIEER R LEL HC, SRT5m L OV o hicE
fRIDZLicky, BRE L, ZOWKIZ, 1. 2mL (1. 2mmo 1)
OIMOL i OHKERZ T XTRKHIMZ 72, BAWEZHIETO. 2 5
WL, BEWE15mLDOpHTO) VBEEKRCHR L, FEcF LT
it L, BT BERB~ 2T A (BK) TEEREL. IBEL, 2L
THEEZERS YL, BEYEY 7oA 2 o FTHBRIEL, RN T2 —F
OE-b—/um—1—B—D-UREZF /I NV—1H- XA IFS—
ERERBICLVEDE, ARHEELELS TR T5 0C—BER L= (0.
041g, 0. 11mmol, 37%):;m. p. 120CGEHA), 150CH
) 3

THNMR
(DMSO—-dg) 67. TG—7. 67 (m, 2H), 7. 24-7. 22
(d, 1H, J=8. THz), 5. 64—5. 61 (d, 1H, J=9. 2H
z), 5. 16 {bs, 1H), 4. 07—4. 05 (E#dd, 1H), 3. 9
8 (bs, 1H), 3. 87—3. 66 (m, 1H), 3. 68—-3. 66 (d,
2H, J=8. 5Hz)s

EHHIL 7
2-7ux6—yuv— (2, 3, A—+V—O0-TEFAL—F—D-IR

V5 V) —1H—_U R I XS —

HEELEPIT. —ROMEERIVIZH-T, 6—22u— (2, 3, 4—R7
—O0—TEFNV—B-D—-—URET /L) —1H-_p XA IHS—1(0.
20g, 0. 41mmo 1), SOmL®F+ FE TSy (FARY vF
a7 =, INTF—F—) BIOO. 5BMlcbloTMzbNS, £
TO. 30g (0. 1 7mmol) ON—Faea sl I ReEfAVTEE
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S, MRAVRLEE IVIC X RO L 0 OERBIX. V) ANV T A (2.
5x20cm, 230—400AAv¥=a) ETLl. 0%DAZ/—AEEDLY
suuAZ AN TERLT, 2—FeE~-6—-rmo— (2, 3, 4—Fh
J—O0—T7EFA—8-D-VREFT /) —1H—_ XA I XYV —1 (0.
11lg, 0. 22mmol, 54%) 2F%, i MS(AP+) :m./z (FA3

B) 511(0. 10, M23(Na)):

'HNMR (DMSO—-d,) §8. 16 (s,
1H), 7. 60—7. 58 {(d, 1H, J=8. THz), 7. 28—7. 26
{(dd, 1H, J=1. $H=z, J=8. 6H=z), 5. 25—-5. 92 (d,
1H, J=9. THz), 5. 67—5. 60 (m, 3H), 4. 13—-4. 089

(dd, 1H, J=5. 3Hz, J=9. 2Hz), 4. 00—-3. 90 (E&
dd, 1H), 2. 20 {s, 3H), 1. 98 (s, 3H), 1. 74 (s, 3
H)o

EhEf1 8

2—7nE—-6-7v80—1—38-—-D—UJRELF ) —-1H- XA 3

A=

2—-7u®E—6—7ruu— (2, 3, 4—F ) —O—FEFA—B—D—U
REF/PN) —1H-R_VAAIFY—1 (0. 11g, 0. 22mmo 1)
. —RAEEEVICHEZ R LEZLSIC, BRTSmLoVAS¥ i
ByoZéicky, BRELE, ZOWEKEZ, 0. 86mL (0. 86mmo
1) ®1M®DOL i OHKEKREZTCHERCINZE, BAYWEHIETO. 25
RHE#E L. BEWE2 15mLOopH7O) VBBEETCHFRL., BT
NTHIH Uiz, BERR= T VEERRB~ 7RV oA (BAK) THEL, R,
2 UCHIE AR S e, BEMED 7 nu A ¥ TR L, 2T 1
F-6—2nu—1-B—D—URET /N 1H— RV IH—%
BEEFBEICKLVEDE, ERPEELEA—T P, 5 0°CT—HERLZ (0.
028g, 0. 077mmol, 35%):m. p. 1L00CERE., 140C
(531 5
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THNMR
(DM30-—-dg} 67. 74—7. 73 (d, 1H, J=1. 8H=z), 7.
6§0-7. 58 (d, tH, J=8. THz)}, 7. 26—-7. 23 (dd, 1
H, J=1. 3H=z, J=8. TH=z), 5. 64—5. 61 (d, 1H, J=
9. 3Hz), 5. 13 (bs, 1H), 4. 12-4. 10 (d, 1H, J=9.
2Hz), 3. 99 (s, 1H), 3. 94-3. 90 (m, 1H), 3. 68
(s, 1H), 3. 67--3. 66 (d, 1H, J=3. 9Hz).

Sl 1 9
5, 6—YI7AFdu—1— (2, 3, 44— V-0 TEFAL—B-D—1U

REZ /A —1H—RAALIFS—

—RMOREE I ORI, 50mLnl, 2—-YZuauxzy (FAFY
vFYaT =, IATF—F—) D, 5, 6 -V I Fue—1H-—»
AALIHZF—n (1. 0g, 6. 5mmo 1) &N, O—-FX (FJ) AFAY
UA) TBERFZIF (1. 6mL, 6. 6mmo 1) %, 8 5 CTELEEHNE
T2. SEMEMAL, €ORZFRETHALEZ, FIAFAVIALRNI 745
BAZANER—DF (1. 4mL, 7. 2mmo 1) BLU2. 0g (6.
3mmo 1) OE&EDL, 2, 3, 4—FFF7—-O0—TEFAL—b—D—URK
v )—RX (B—D—-UVAKRYZF /A1, 2, 3, 4, —-FF57EF—h,
TR wF, IAvr—F—) i, BEWY%:, S5 CTEZHERT 24
RFEHI R TME Lo, RS E RN T, 7T%ERET MY U AKERIZH T,
Vrsunr T LY, FBELYREB XU A (k) TEERL. B
WL, L THEEHRRSEE. HREDES ISV IT A (2. 5x20
cm, 230-400Av¥=a) FCCH,CH,BXGAZ /—1%0. 5ib
2%ICHMSEL7 7V FEAWTER L, EE AT B aRvaik (1.
lg, 2. 6mmo 1, 40%) LLTHE; MSAPI+) :m/ z (FEx
B8E) 524(0. 10, M'1);
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'HNMR (DMSO-d,;) 8. 47 (s, 1H), 8. 20—8.
16 (m, 1H), 7. 76—-7. 71 {m, 1H), 6. 02—56. 00 (d,
1H, J=9. 5H=z), 5. 756—5. 69 (m, 2H), 5. 53—-5. 40
(m, 1H), 4. 05-3. 94 (m, 1H), 2. 22 (s, 3H), 2. O
0 {s. 3H), 1. 73 (s, 3H).
EHisl 2 0

2 -7nEe—5, 6-VI7rFu—1- (2, 3, 4— ) —0O—TFEFNL

—B8-D-VREF /) ~1H-_AA I XS —1
BRI, —ROBBEIVER-T, 5, 6—Y71dr—1— (2
3, 4= FJ)—O—TEFAL—B-D—URETFT /L) — 11— XA3

’

F—=n(1. 1g, 2. 6mmol), 60mLOF I Farsy (Ti
FUyFLral——n INTr—%F—) BLU, BEZES503 RIS
TMZLNAEWT2. 8g (16mmol) ON—FrEa s/l I s
AnTREENE, —BROEEE IVICE BB XY OERYIE. UV BF0
ATh (2. 5x20cm, 230—400Ayi=) LA UBLEUE:
BRTFNELDD20%ITEMIEE 7V F2RAWTHERLT, 1. 0
g (2. Ommo I, INET7%) #Fk, i MS(ES+) :m,/ z (FExIRE)
514 (1. 0, M'23(Na));

'HNMR (PMSO—-d,) 68. 26—-8.-21 {(m, I
H), 7. 73—-7. 69 (m, 1H), 5. 93—-5. 91 (d, 1H, J=39,.
GH=z), 5. 68—5. 62 (m, 3H), 4. 11-3., 30 (m, 2H),
2.20(s, 3H), 1. 98 (s, 3H), 1. 73 (s, 3H),

Ewmpl 2 1

2—7v%—-5, 6 -VINAu—-1—8-D—UJRET I A—1H—=

VAL IHE =)

—RRHIBIEE VIZHE- T, 2—Fe®—5, 6 —Y7Adu—1— (2, 3,
A-bMV=O0O—-TEFL—B-D—-UREZT /I N) —1H-—_VXLIFY
—/4(0. 88g. 1. 8mmol), 20mLOYARH L BLIFTmL (7
mmo 1) @1ML i OHXAEREZE VT, 2—7 v%—5, 6-Y744n
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(63) JP 2002-504105 A5 2006.1.5

~1=B8-D—-UVREF /LA —1H-RVAXLIF/S (0. 23g. 0.
6 3mmo 1. L3I 5%) #HELZ; MS(ES+) : m./z (GEXBE)
388(1. 0, M23(Na));

'HNMR (DMSO-d,) §7. 83—7.
79 {(m, tH), 7. 73—-7. 68 (m, 1H), 5. 82—-5. 60 (4,
1H, J=9. 4Hz), 4. 10—4. 08 (d, 1H, J=9. 4Hz), 3.
97-3. 95 (bs, 2H), 3. 67—-3. 65 (d, 2H., J=8. 2H

Z)o

EWpl22 5. 6 -~ Vrmu—4-—TrFu—1— (2, 3, 4—rJ-0—

TEFN—B-—D—UVARET )3 ) —1H-V AL IFS ) R
BRI LEL S, 5, 6—Y7un—4—Tdny 2434y —
(1. 3g, 6. 3mmol), N, O—ER (FURAFALIL) TELT
SIFOARFY T, 1. 6mL, 6. 3mmo 1), BXO1, 2—Y2uwp
THE (TR vFraFy—, 30ml) #BESL. BEFT0. 58
&N L7z, BREERETHAL, PIAFALIYALIITZL—F (FAF
UoyF, 0. 67mL, 3. bmmo 1) M-, EbHiZc. 2. 0g (6.

Smmo 1) OEEDL, 2, 3, 4—F+F5—-0—TEFA-Db—D—UR
EF /)X (B—D~VREF/)—R1, 2, 3, 4, —F ST EF—h,

TWFUV%\iwﬁf—%—)%Miko:®%ﬁ%V%$Tﬁ—%ﬁﬁT
CHHF L, EORTHERBT ) 7 AKERCHIT, Y7o 2 Tl
Lic. AEMEERB~ 7RV T A (BK) TEBL, WHEL, 2L TREZK
FSET, HEREWEL I N IT A (5x20cm, 230—400Ry
Va) T/RuRAATOO. 5%AF ) —AEANTERL, 1 TBi o

tageHEIEIT I T 4T — b ) oD RF AT, BEBTF L L~F
Prol: 1REHTHEHUTERL, 1. 3g (2. 8mmol, 44%)

Db, 6 -¥Yruv—4—-—T7rdun—1-— (2, 3, 4- FJ—0—FEFIL
—B-D-URET/IN) —1H-—_VXALIFY—V&HBE, s MS(ES
+)im/z (FEXRE) 485(1. 0, M23(Na)):
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'"HNMR (DMS0O—-d,) §d8. 5
7 (s, 1H), 8. 28 (s, 1H), 6. 07—6. 04 (d, 1H, J=9.
6Hz), 5. 74—5., 67 {m, 1H), 5. 49—5. 40 (m, 1H),
4. 04—-3. 92 {(m, 2H), 2. 20 {(s, 3H), 1. 98 (s, 3H),
1. 71 (s, 3H)
FHhifF 2 3

2—7uE—5, 6—-Vruvr-4—TAFr-1— (2, 3, A—FY—

O—TEFN—B—D-UFRET N —1H—_ XI5/ —1
FEHEEHIT, —BOREEIVICHE-T, 5, 6 -YZou—4 7440
—1— (2, 3, 4—FV—-O—7EFA—B—D—-IV RS /IA) —1H

— AL IFY—(1. 3g, 2. 8mmol), 30mLDOFRFE Fu
Ty TR oFoa7i—l, IATr—%F—) BLXU355ChEs
TIEEERESSSEICHT THZ 5L T5. Og (28mmo 1) ®N
—TREINTEBEAI FEAWTEEBES ., —BHEGEE IVIC X A8 AR L
DOERMIT. YIHSFALTA (2. 5x20cm, 230 400RA v
2) TZAUREALHFD0. 5%AZ /—AEAVTERELT, 1. 58 (2.
8mmo 1) D2—-7FwE—5, 6 —VYVrun—4—7A%u—1— (2, 3,
4=PrV=0—-TEFAV—B-D—IRETF /1) —1H-RUAALIFY
—VERIZ, s MS(AP+) tm,//z (FXT&E) 564(0. 02, M'2 3 (N
a));

‘H

NMR (DMSO-d,) 6§8. 31 (s, 1H), 5. 97-5. 95 (d,
1H, J=9%. 1Hz), 5. 7T0-5. 62 (m, 3H), 4. 14—-4. 10
(dd, 1H), 4. 02—-3. 97 (E#dd, 1H), 2. 20 (s, 3H),
1. 98 (s, 3H), 1. 75 (s, 3H).

EEF 2 4

2—7E—5H, 6-Vruu—4-IiFu—1—3—-D—UFELS

VW= 1H—=—_ XA I F—)
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—RHELEEVICHE-C, 2T rE—5, 6—Yrau-4—7rto—
1— (2, 38, 4-FV—O~-TEFAL—B-D-UVREST /) —1H—
R XA IFY = (1. 5g, 2. Smmo l), 25mLDOIFFHoBr
1 1mL (1 1mmo 1) ®1ML i OHABKEZFAWT, 2—Fu®s—5,
6 —-Yruua—4—70Fn—~1—-8—-D-UFEF /0 1H- XA
IFY—N (0. 57g, 1. 3mmo 1, NEL6%) #HELE:m. p.
16 5C(HR) ;MS(ES+) 'm, 2z (FEX#E) 438(1. 0, M'23(N
a));

'HNMR (DMS0—-d,)57. 94 (s, 1H), 5. 7235,
6% (d, 1H, J=8. 2Hz), 5. 28—5. 26 {d, 1H, J=686.
2H=z), 5. 22~5, 20 (d, 1H, J=3. 5H=z), 4. §3—-4, 8
1(d, 1E, J=8. 6Hz}, 4. 16—4. 11 {(m, 1H3), 4. 05—
3. 95 (bs, 2H), 3. 69—-3. 60 {m, 2H)

TEHRGHT T C,HN,O,FC1,Br 35 :C, 34. 64:H, 2. 4
2;N, 6. 73
HEfE:C, 34. 47;H, 2. 48;N, 6. 69
FEhifF 2 5

6 - Zun—5—IhFa—1— (2, 3, 4A—-—rIFTEFL-B-D—1

BEF/VA) —1H— RNV AL IFV—ARBIRE -~ ou—6 71301

—1—- (2, 8, 4—FrITEFA-B-D—URET /L) —1H—

XA I HF =)

67U -5—=UNFuXR AL IF—1 Maybridge, O.
536g, 3. lmmol) 1, 2—YZvunuxZr (FAFYvF, Su
reSeal. 36mL) FCH®ELE, BSA (FALF¥IvTF, 388 ul,
1. bmmo I, 15E) 22, BE%W%E 9 0 COMBH T 1 ERERKL~,
2, 3, 4—bITEFAL-B—-D-IUREFT /)T RK (FARYUvF, 1. O
g. 3. 1mmol, 1%4E) » M fTEMTAZLICLVERLE,
WRD P IHE FRELE, ZORKMuEE L, 2—Pruax=Fyr (1
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5mL) ICEML, Ioa— VX W RIGBICI Az, ) 74 AF0F
JZ7L—h (FTAFUvF, 668uL, 3. 4mmo 1. 1. 148 %5
BEUWSIMA, RISWE—ER L. RIGWEERETHAL, K (3X)
TpHB~TIRDECHEE L, Prun i X R~ /X9 AT
HRL. IEEL. ELTREEERRIEE, 1 10OROAERYEZESHE L
T, 300gD¥IAFNTOIa NTST7 4—T, BT/ ~FH
(2:1, v/ v) EOTEBR-FAEOLOFHNTER LT, BRLE,
RFEI 3%, 0. 45¢g ;

'HNME (DM50~d;) 8. 48 (d, 1H., Ar—H., J=9
Hz), 8. 29 (d, 1H, Ar—H, J=7Hz), 8. 15 {d, 1H, A
r—H., J=10Hz), 7. 87 {(d, 1H, Ar—H, J=6Hz), 7.
69 (d, 1H, Ar—H, J=10H=z). 6. 0 {m, 2H, H—-1 "), 5.
7 (m, 2H), 5. 65 (m, 2H). 5. 45 {(m, 2H,). 4. 0 {m, &
B rE®H), 2. 2 (s, §H, PEF—F), L. 97 (s, 6H, 7%
F—1), 1. 95 {s, BSBTFN), 1. 70 (5, 8H, 7EF¥—F), 1.
14 (t, BEBFL)

EEH 2 6
2—FuE-6—Jun—5—9oarFue—1-— (2, 3, 4— I TEFIL

—B-—D—VUREZF /3 A) —1H— XA IFX/—ABIR2—Tox—

5—7vwu—6—7A4Fe—1— (2, 3, A—brITEFAL—B—D—UR

BV N) —1H—S_V XA IHES—j1

6 —Zun—5—-74Fuv—1— (2, 3, 4A—r I T7EFL—B—D—F
Z7VN) —1H-RALIF - ABIPE5—Zan—6—-T7Fu—1
— (2, 3, 4—hUTEFA—B—-D—FFIN) —1H-—RVASIHX
Y= (0. 39g, 0. 91mmol) MLy CERTAZLIZLD
Wi Lo, BRO M IEETRELE, THF (FARV»F, Sur
e Seal, 13mL) Mz, BE%L 8 5 COMBFTMEGREE L, NB
S (TWRUyF, 0. 31g. 1. 8mmo 1, 2%E) 2Nz, K%
T AR Uiz, RIS EGAIL, ERET M 7 AOBEBFKERCHIT -,
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AR E MR T CHE Ui, ABEREHRS®~ S 2 7 ATERL, EE
L. ZLTHEZRELE, BEOE, A0gDT Y IFVTOIa~w v 75
74T, BRI~ (112, v,/ v) TEHLT, B8LE,
B EEtebElhEAby . BERERE LY, EESITN1 - 1okt
H30%T, 0. 14gEb6hni-.
'HNMR (DMSC—d,) §8. 34 (d, 1H, Ar—H,
J=7Hz). 8, 22 (d, 1H, Ar—H, J=10Hz), 7. 86 (d,
1H, Ar—H, J=TH=z), 7. 69 (d, 1H, Ar—H, J=10Hz),
5. 95 (m, 2H, H—1 "), 5. 7 {m, 6H), 4. 1 (m, 2H), 4.
0 (m, = FALrEHE), 2. 2 (s, 6H, PE5—1), 1. 97 {s,
6H, 7£€¥—F), 1. 85 (s, BEBEZFNY, 1. 70 (s, 6H, 75
—F), 1. 14 (£, BEEECF ),
LR 2 7

2—7uE—-6—rupu—5—oirFu—1-— (B—D—UFRETF 1)

—1H— R AL IF/—BLR2—TFaE—5—-Zpopu—6 —71Fua—

1=— (B=D-VREF/YA) —1H-SURAIHT =

2—7vE—6—/snue—5 - 7riu—1— (2, 3, 4—FITEFNL
—B-D—-¥7/IN) —1H-— VA IF /- ABLIR2—TuEr—5—
sZupn—6—74Fun—1— (2, 3, 4— ) T7EFL—B8—-D—YF /3
N —1H-_y XA IF /= (0. 14g, 0. 28mmo l) V4%
Y TR vF, 5mL) WHEMLE, KBEY F 725Kkl (FARY
»F. 0. 037g, 0. 88mmol, 3%¥E) /K (2. OmL) ITHEH
L. RSz, WREERT1IRERELEZ, RIS®O p HiZ 1 NIIC
| T 7 Lk, ARMABRIIL (2X) THIIL. Mg SO, TER L.
WL, € LTHEEMETRELE, BRME, 300V WFATDY
uv T 74—T, BiBFL/ ~FHhr (21, v/ v) THHULT,
B L, BO2E0ERDEELE T, BERRETRE UL, EgiTy
1:1DHkT, WES50%T, 0. 14egB/bhi, MS(FAB+) :m+1
/z. 381,
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'H

NMR (DMSGC—-d,;) 6d7. 90 (d, 1H, Ar—H, J=THz), 7.
85 (d, 1H, Ar—H, J=7Hzl), 7. 79 (d, 1H, Ar—-H, J
=10Hz), 7. 68 {d, 1H, Ar—H, J=10Hz), 5. 6 (m, 2
H, H—1"), 5. 2 {(brs, 4H, OH), 4. 8 (brs, 2H, OH),
4. 1 (m, 2H), 4. 0 (m, BERIF)LLEH), 3. 65 (m, 4H),
1. 95 (s, BBV}, 1. 14 (t, BEBE=F L)

Fispl2 8

5, 6—Y7uu-—1-B-—D—UREF I AN—1H-_R AL IFX/—

V)

5, 6 - YZuu—1— (2, 3, A—bYT7TEFA—B—D—IRES )
Py —1H-_VRALIFS—AE, 5, 6 -Trun—_U XA IV —
W {Townsend*Revankar, Chem. Rev. 1970, 7
0:389) NPOMIELT, EMHI2 5 CAVWEFRRERICLvEE L, EEL
BWE. NI TEREFAERB LY, EEA2 6 0FEICX Y EELE, MS(A

PCH(=)):m—1/z 317

'HNMR (DMS0O—d,) 68. 43 (s,
1H, H-2), 7. 97 (s, 1H, Ar—H), 7. 92 (s, 1H, Ar—
H), 5. 54 (d, 1H, H—-1"', J=9H=z), 5. 1 {brs, 2H, O
H), 4. 86 (brs, 1H, CH), 4. 0 (m, BB L LEBEH), 3.
8 (m, 1H), 3. 7 {m, 1H}), 3. 6 {m, 1H), 1. §5 (g, 5@
TF), 1. 14 (L, BERRZF1),

FERiF 3 0

1— (2, 3, A—RMNIFTEFA—B-D—UREFT )L N) —4, 5, 6
—hVIAF e 1H- VAL IFS—-ABIV1— (2, 3, 4—- KU T
TFA-—B-—D—UVRYIF/NV) —5, 6, 7T—rUTZAFdFn—1H—_

XA IES—)

Ehaf] 6 OERM A, EfEF 2 5 THWFEIC LY EE{LSWInEm L
Too RRWNX. 7T—F /4~ TFTEMEENSL : 50kTCELIE, BIERIT.
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(69) JP 2002-504105 A5 2006.1.5

NMR—-NOESYM®MEICLVERAIN, 4 —71FufEGEOBEES, 7—
H»or e h~ONOERHBRIZEEL, —F., 7 -7 FufEEgkol
. NOERBH S o, MS(APCH(+))'m+1,"2z 431.

| 'HN
MR (DMSO-d;) 68. 06 (s, 0, 2H, H~2, (7T —7NVA1H
#%#&)), 8. 53 (s, 1H, H-2, (4—7nFnfEEiR)), 8. 1 (m,
1H, B—7, (4—7040E8HE)), 7. 65 (m, 0. 2H, H—4, (7
—7NAoEgE)), 6. 02 {(d, 1. 2H, H—1, J=10Hz), 5.
7 {m, 2H), 5. 55 (m, 0. 2H), 5. 45 (m?VZ_H),. 5. 25
(m, 0. 2H), 4. 0 (m, BEE=F NV LEH), 2. 2 (s, 3. BH, 7
¥7—b), 1. 97 (s, 3. 6H, 7&5—1F), 1. 95 (s, FkEBx=#
Y, 1. 70 {s, 3. 6H, 7EF—1F), 1. 14 (t, BEEE=F ),

SR 3 1
2-79%F—1— (2, 3, 4—FrITEFA—B-—-D—UAREST JIN)

—4, 5, 6 =M AFdu—1H—- R A[IF—NBIR2—Tor—

1— (2, 3, A~ hUTEFA—B-D-URET L) -5, 6, 7—
rIoadoa—1H - XL I FF—)1
ERH 3 0 0ERME. FEH 2 6 THWEFIEICLY ., BELSWic s
L. MS(EI(+)):m+1/2 50 8.

HNMR {(DMS80O-d) 6
8. 15 (m, 1H, H—7, (d—7A4p¥EREK)), 7. 7 (m, 0. 24,
H—4, {(T-7nA0ERE), 6. 51 (d, 0. 2H, J=5Hz), 5.
7 {m, 0. 2H), 5. 6 (m 2. 4H), 5. 3 (d, 0. 12H), 4.
2 (m, 0. 2H), 4. 1 (m, 1. 15H), 4. 0 (m, BEB=FLLE
#), 2. 2 (s, 6H, 75—}F), 1. 97 (s, 6H, 75—}, 1.
95 (s, BBz FN), 1. 70 (s, 6H, 7£5—1}), 1. 14 (t, ¥
BrF)e

SR 3 2
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(70) JP 2002-504105 A5 2006.1.5

2-7uE—1— (B—-D—UAREI I A) —4, 5, 6—rY 7rdn

—1IH-— RNV A IFSABIR2-—FE—1— (B—D—URES

N —5, 6, T=brIIZAFr—1H-— VAL IFV—n
KHFI 3 1 DERME ., EHEF 2 7 TRAWEFIRICL Y, EESYICE R
Lice 7u= 797 4 - X3RN, 7T—7A0Fa /4~ 747
PAESWICONTL : 7TORTHDL LW I RERRF O,
'HNMR {(DMSO -

de) §7. 75 {m, 1H, H—2, (4—7 A n%g&E)), 7. 65 (s,
0. 15H, H—2, (T—7) A 0%@k)), 5. 63 (d, 1H, H—-1",
J=9Hz), 5. 25 (brs, 0. 15H, OH), 5. 2 (m, 1. 15H,
OH), 5. 15 {(d, 1H, OH), 4. 95 (d, 0. 15H, OH), 4.
85 (d, 1H, OH), 4. 1 (m, 1. 15H), 4. 0 (m, 2. 3H),
3. 865 (m, 2—-3H).

H#EGH (C,H, B r F;N,0,—1,/10H,0—2,10C,H,0,). & :
C—38. 19, H—2. 95, N—6. 96. #E@fE:C—38. 19, H
—3. 10, N—6. 81,

EHif 3 3

6—snu—4, 5—Y7r4u—1— (2, 3, A—prUFEFAL—8—

'E_\llE

D=UARET2IN) —1H-RUALIFS—ABIRE oo —6, 7

—YIMFB—1- (2, 3, 4~ RN)TEFA—B—D-URET L)

—1H- RN XA I F—

a) 4A—7vupn—2, 3—Y7A4u—6—=}fpF=Ur

2, 3=V7AFua—6—=tbur7=U(15. 4g,. 88. Tmmo 1),
N—ZuuanZgfIF (14. 9g, 111. 4mmo 1) BLTN, N
“VRAFABRNVLT IR (250ml) 2BEL. EMEEIS 09 0Clzinz
L., TOREO®E, BEWEKKCH Tz, ERWEFBFLCHEL, Kk
WTTK, BIRIERIE R THS L, B~ 7RV ATERL, BBL., FLTHE
BERETREL T, EROREMRELEE,
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(71) JP 2002-504105 A5 2006.1.5

*HNMER (DMSO-d.;)Yd68. 03

(dd, J=7. 3, 2. 2H=z, 1 H, Ar—~H), 7. 65 (brs, 2H,
NH,)

b) 6 —Znuu—4, 5—VINFuXL XA IXT—)1

A—7upr—2, 3—VI7rfe—6—=FrrF7=>r (6g. 28. 8m
mo 1) ZEMHEH 6 THAWEFEICLY, EELEHICERLE, MS(APC
H(-))im—1/z 187,

'HNMR (DMSO-d,;) §8. 36 (s,
1H, H-2), 7. 61 {(m, 1H, H-7} .

c) 6—7ppg—4, 5=V7rFu—1— (2, 3, A— I TFTEFL—

B—D-UVRES /I N) ~1H- SNV AAIF I BIRE~Zun—26,

T—UI7N0Aua—1— (2, 3, A—FITFTEFAL—B—D—URYT )

—~1H- RV XA IFS—N

EfB3 3 b DERME FFEHHF 1 THWEFEICL Y, EELahITH
Ulz, &pid. 7—F./ 4 - FEEER1 : 6 0l TR, EMERIT,
NMR—-NOESY®IEEICK VRSN, 4—T7NVAEREDOEEG, 7
H» o7 e b ~DONOERHBIZFEL, —Ji. 7T—7AduiEgkoss
Bk, NOER# shiginoiz, MS(APCH(H) :m+Na, z 46
9,

1

HNMR (DMSO~d,) 68. 57 (s, 1. 15H, H—=2), 8. 2
(m, 1H, H—7, (4 744 08E&#)), 7. 8 (m, 0. 15H, H—4,
(T—7nAo%EEHk)), 6. 1 (m, 1. 15H, H—1"), 5. 7 (m,

2. 3H), 5. 55 (m, 0. 15H), 5. 45 (m, 1H), 5. 25 (m,
0. 15H), 4. 0 (m, 2. 3H), 2. 2 (s, 3. 45H, 7&5—1}),
1. 97 (s, 3. 451, P#5—}F), 1. 70 (s, 3. 45H, 757
—F)e

Efl3 4
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(72) JP 2002-504105 A5 2006.1.5

TFA—B—D—-UFREFT/IN) —1H-RRAIF S —ABITR2—F

oE—S—Juvnu—6, 7—-Y7NhAun—1— (2, 3, A— ) TEFIL—

B—D—URETF /L) —1H—_U AL IS —)L

EHHI3 3 c DERWE. FHH 2 THOEFEC LY | EELADIC LR
Lice 7R~ T T77 4 —ICLBMOMERNL, 7T—O0Fa,/ 4 —70F
BT ONTL - 5DETHD EVIFENB LR, MS(EI () :
m+1,/2z 524.

'HNMR {DMSO—-d,) §8. 23 (d, 1H, H-T7,

J=6Hz, (4—20A4D0HEHK)), 7. 82 (d, 0. 2H, H—4, J=
6Hz, (7T—240EZEHK)), 5. 5 {m, 1. 2H), 5. 7 (m, 2.
4H}, 5. 3 (m, 0. 2H), 5. 1 {m, 0. 2H}, 4. 2 {m, 0. 2
H, 4. 1 (m, 1. 2H}, 4. 0 {m, BEE=FNXE#H), 3. 9 {m,
D. 2H}, 3. 5 {(t, 0. 4H), 2. 2 (s, 3. 4H, PE5—F3}, 1.
97 (s, 3. 4H, 7E5—}p), 1. 95 (=, B}, 1. 70 (s,
3. 4H, 7-‘]35:—-")3 1- 14 (ts EF@I?_}D)Q

LR 3 5

2 -JuE-6—2Jvovu—4, 5—I7AFue—1— (B—D-UFELS )

V) —1H-—_UXALIFS—

Kl 3 4 DA R, ERE 2 7T CHWERFECX Y, EELAWIC TR
Lz, BELEWIIZa~ h 77 40—z X ElEShz, MS(FAB+) :
m+1,/z 399, |

'HNMR (DMS0—4d,) §7. 8 {m, 1H, H-17),
5. 64 (d, 1H, H-1"', J=9H=z), 5. 20 (d, 1H, OH, 7
=6Hz), 5. 14 (d, tH, OH, J=3Hz)}, 4. 85 (4, 1H, O
H, J=6Hz), 4. 1 (m, 1H), 4. 0 {m, 2H+E8E-F1), 3.
65 (m, 2H}, 1. 95 {s, BBxFA), 1. 14 {t, BEBR=F ).

Ehifh 3 6
(38, 58, 6R) —2~Fut—5, 6-Vr/ppg—1— (Fr5e K

25— Fu®y—6— (EFEFIAFN) ~2H-—ETL—3—A1)

—1H— XA I FS—
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(73) JP 2002-504105 A5 2006.1.5

a) (838, 58, 6R) —5. 6—Y7mr—1— (FF5k Fe—5
—bRFeF®i—6— (ERFudvAFL) —2H-FFr—3—(A) —1H
=R A IH =)

2R, 4—a—R, 7R, 8—a—S—"—bFr—7—t Fa¥%i—2—
Jx=EZ /7 (3, 2-D)1, 3—VFF (Tetrahedron L
etters, 1996, 8147 &L20OPIHHMOBELHER) (2. 50¢g.
10. 6mmo 1), PV T7=z=pAFRAT7 42 (FARY T, 4. 16g. 9
9%&LT15. 87Tmmol) BLXUS5, 6—V7ruxy XA IFS—n
(TownsendéRevankar, Chem. Rev. 1970, 70:
389k%®¢m%ﬁ®§%1ﬁ)m.00g\15.87mmoU%$$
TTOTC Ukis) TEBAT FIE Fu75y (560ml) BTHEHEL, 5
FZeFrZZ7y (10ml) POVZFATOIAREL L—F (FAE
VyF, 2. 60mL, 97%&LT15. 8 7mmo 1) OEKE 3 042
DleoTMA T, RIGREMERRETED, 7 2BBERL, kWt Zun
FsA (300mL) THRL, ZLTERBT MY U AORBFAER (10
OmL) TYWHLEL. AHELEE FBTFDV7A) L, BBL. FLTE
BeRpETRBSEE, BELET2WES, 80CTIHE, 300mL®
8 0 %lFRKER CAE L, RKINEAYWZ100mLOKTHRL, PxF
AVr—F/ (4X100mL) THHLE, KEBEZEHEL. V5160
TD7Tyva/ue b 37 4k 0EHR LU=, EEILEYME S5 -2 5%
DAZ 7 —N=-7uuflizHEEE (2. 20g, 65%) & LTHEHLE ;

m. p. 197C;
‘HNMR (DMSO-d,, 200MHz) 68. 56, 8. 038, 7.

99 (s, %1H), 4. 92 (d, J=5. 5Hz, 1H), 4. 87 (bs,
1H), 4. 69 (¢, J=6., 3Hz, 1H), 4. 25, (d, J=12Hz,
1H), 3. 91 (dd, J=12. 6, 2. 7Hz, 1H), 3. 71—-2. 5
3 (m, 4H), 2. 28—-2. 25 (m, 1H), 1. 97—1. 89 (m, 1
H)o
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(74) JP 2002-504105 A5 2006.1.5

TLRZH : C,HN,O,C, #HEfE:C, 49. 23 H, 4. 45 ;

N, 8. 83:;C1, 22. 36. #EHME:C, 49. 31;H, 4. 48 ;
N, 8. 80:;C1, 22. 26,

b) (38, 5S, 6R) —2—7nme 1— (5—FEFFL— 67
EREVRAFN) —F RS Fr—2H 9 —3—AN) —1H-—R_VZX
AIFS—N

EAKEYVYY (10mL) o (38, 58S, 6R) —5. 6—Y7ou—
1— (Fh7EPFE—-b6—bFeF%¥—6— (E Fuxi2AFin) —2H-F
Fr—=83—AN) —1H- AL IFV L (ZOEHFDaE, 1. 00
g. 3. 47mmo 1) OB HIEIC, MANSE: (1. 30mL. 13.
9mmo 1) M7, 128HE, RESGYE. Mol bEBEELE
B, BWETIOHERRE~BE L. =& /- W5mL) 2 GrEsH»
BRTHRLREL). ELTRAME., BFiBRBS R RHE T, B, tr=
¥ (2X) THHBEELE, WREEZ 7ok A (200ml) THEML,
0. INHC1(50mL), ERMF M U AIRAAEE (5 0mL), BIW
BHEAK (50mL) TIERER L, AEELEE G- rUoL) L, %
D, BFR-F A THFLREL, 75 v v a5 N60 (3x4cm)
ZBLTHEFER L, BETTHREZRRBEIED L KAEXh- O/}
EhORED (1. 37¢g) BELRE, BAFFIEFEZ752 (20mL)
o = DEEOEEE ERFICERL, COMIEN-—7BEa s BA 3 K (7
MRV yF 1. 22g, 6. 83mmo 1) Z—FEiTMziz, B 1 05#%.
HERREZRECTHHAL, ZJoakis (75mL) THRL, FLTHERE
B M) U AOBFIAERK (3X50mL) THhELE. THREZSE ik
TRV UL L, @, EUCRE FEBHETSE, 1. 95¢g (86%) @
BELGYIBADTLAME L LTELR., TOLOIFEFRD LIBT3 - &
m{fERahE;

72



m —m —m ~—@ @ @ @ @ @ @ @ ™@ & & & /& /& /& /s /s /&, /s M/ M/} /e, /e, M/ e/ /e e /e /e e e e e e e e e e e o e e

(75) JP 2002-504105 A5 2006.1.5

'HNMR
{DMSO-d,. 200MH=z) §8. 45, 7. 88 (s, &4 1H), 5.
00 {m, 1H), 4. 81 (m, 1H), 4. 45—-3. 81 (m, 5H}, 2,
306 {m, 2H), 2. 31 (s, 6H)

c) (38, 58, BR) —2—FuE—5. 6—Y7uru-1— (FFk
FeFu—5—bFef%i—6— (ERR¥L2FL) —2H-FF5L— 3—
ANy —1H-_XAfIFF—n (3S, 58, 6R) —5, 6—Yruon
—1—(FrF7ePFue—5-—tbFa%xs—6— (E Fu®xs AFA) —2H—
EI—3—AN) —1H-_ XL IF/ - (ZOEHFHOLIE, 0. 8
Og. 1. 67Tmmo l) %2, 1:1DAXA% /) —-=&/—/ (1 0mlL) F
T.K (bmL) FORBFTFITA (0. 200g. 1. 6 8mmol) &,
EETHRM, WNT6 OCT2RHEFERELE, 0%, KB TpHE 5
MEL., BPEZBETICERBRESE, BELEZEREKFTTRT—Y—{kL,
L, TELTHRETCERBELT, E8airaa@Ef (0. 500g, 9
0%) ELTH/:m. p. 286—288C;:[al20D—47. 2° (c O.
125, 1:1 EtOH—CHC1,):

'H-NMR (DMSO-—-d,;, 200MH
z) 8. 60, 7. 33 (s, % 1H}, b. 07 {(d, J=4. 4Hz=z,
1H), 4. 97 (m, 1H}, 4. 86 (t, J=4. 9H=z, 1H), 4. 2
6 {m, 1H), 4. 04 {(m, 1H), 3. 7T4—3. 39 {m, 4H), 2.
18 {m, 2H)

LRI C,HBr C1I,N,O,:31EfE:C, 39. 42;H, 3. 31 ;
N, 7. 07:Cl&LToe ulFy, 17. 90. EHE: C, 39.
51;H, 3. 35;N, 6. 98;:Cl&LTnge s, 17. 88,

St 3 7

(838, 58, 6R) =5, 6—YZ7un—2— (L Zua7/mAr3iy)

—1— (FrFSEPFe—5—kFuxv—6— (E Fe®i AF1) —2H—

7 —3—AN) —1H—XN RAIFS—)

AR/ — (20mL) 9 (38, 58S, 6R) ~2—~-7Fo%s—5.
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(76) JP 2002-504105 A5 2006.1.5

6—Y/uu—1— (FrF7eFa—5—bFufxi—6— (t FuFiAF
V) —2H~EZr—3—An) —1H-_ XA IFV— 1 FOERHO
cH, 1. 00, 2. 08mmo ) BXULZururaA7iyv (FAKY
vF, 1. 50mL, 20. Ommo 1) 2ERT T2 4B L., T O
HTTLC (5%AZ/—/N-7uufRlATEBELEYY AL L—1) it
BR f £ ~DOFL2LERE R L, INOKBEFRY ZA (2. 10M
L) #llA. £ LTRSRBEWEBIE T CEMf L, BELEEEKEZS U B4
M6 OTHZuw N7 7N L, BEEWH., BEEARBICAARIAK
(0. 60g, 75%) LT, 10%AF /) —L—Z R ATEHRLE ;
m. p. 130C;[e]l20D+24. 8 (¢ 0. 25, EtOH); |

*H—NMR (D
MSO—-d6, 200MHz) 7. 77 (s, 1H), 7. 44 (s, 2H),
4. 96 (d, J=5H=z, 1H), 4. 83 (t, J=5Hz, 1H), 4. 6
6§ (m, 1H), 4. 22 (m, 1H), 3. 92 (m, dd, J=13. 8Hz,
4Hz, 1H), 3. 71—3. 55 (m, 3H), 3. 33 (m, 1H), 2.
79 (m. 1H), 2. 12—-1. 75 (m, 2H), 0. 75-0. 48 (m,
4 H)o

TLHRLGHT 1 C H,,C,N;0. 0. 5H,O:#&fE:C, 50. 41; 1, 5.
29;N, 11. 02:C1l, 18. 60. Eff§f:C, 50. 29 ;H, 5,
29;N, 11. 00:C1, 18. 66,

Eiafl 3 8

(B8R, 5R, 68) —2—-Fwux/5, 6—Y7upn—1— (FrFEF

v -b5—bFeFi—6-— (EFeHA2F)) —2H—FF—3 ()

— 1 XA I HE—)

L-Zna—x@¥EN2S, 4—a—S, 7S, 8—a—R—,%—k FE—
T—eFeFir—2—T==%/ (3, 2—D) 1, 8) A3 (T
etrahedron Letters, 1996, 8147&F+0HIEHKD
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(77) JP 2002-504105 A5 2006.1.5

BENE) POoHBL T, BELEWEEHEMA LISk Uk RS L 7= ;
m. p. 286—-287C:[al20D+0. 16° (c0. 62, 1:1Me
OH,/CHC1 3);'HNMR (CDC 1 3, 20 0MH z) F—F|Ixts#ik (=
W#H 3 6) DENER—TH-T,

kS CyHBr C,N,O, - §HEfE: C, 39. 42;:;H, 3. 31;
N, 7. 07;CltLToO& uF, 17. 90. EHfE:C, 39. 7
0;IHH, 3. 45:N, 7. 02;Cl&¢LTCEe s, 17. 85,
EHaBl 3 9

(B8R, B5R, 6S) —b5, 6—Yrun-—2— (r7aFa )73 /)

—1— G rZ7ERa—5—b Rkl 6 (EREFIAF1) —2H-

PS5 —3—A) —1H—RVXAIHX—)

L—Zna—2lkn2S8, 4—a—S, 7S, 8—a—R—2%—t Fu—
T—eEFeXy—2—-—Tx=0E7 7 (3, 2—D) 1, 3) ¥Fx > (T
etrahedron Letters, 1996, 8147&FOPITiEl&sho
BEXE) PHIRE LT, BECESHENEE (EEFS 7) EREOFET
WEL :m. p. 98—99C:[al20D—23. 2° (c0. 28, Et
OH) ;'HNMR (CDC 13, 200MHz) &k (EBEFEIS 7) O0Fh
ERI—TH o7,

JLERSH : CyH,,C 1,N,0. 3. OH,O :5[8fE: C, 45. 08 ; 1,
5. 91;N, 9. 86:C1, 16. 63, £ffE:C, 45. 00 ; H,
5. 87:N, 9. 79;:C1l, 16. 70,

Ehifl4 0

(3R, 48, 58, 6R) —2—FuE—5, 6 -VZue—1— (¥

ZeFue—4, 5=V Fuaxi-6— (ERFRaFiAFL) —2H-EF

—83—A)N) —1H—R2XAIFS—

a) (388, 58, 6R) =5, 6-YZ7mun—1— (6 (((tert
—TFAPRFALVY M FFI)AFA) ~F L Fu—5—k Faxy—
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(78) JP 2002-504105 A5 2006.1.5

2H—Y7r—83—A)) —1H-_XU XA IF—

1 5MLOEHEDMF D (3S, 58, 6R) —5, 6—YZ7uan—1
(FrZEPFu—5—EFRFY—6— (EFafIAFL) —2H-ET
—3—AN) —1H- XXM IF/—A (FEF36, 1. 50g, 4. 7
Smmo 1) DOCTHERBEINELBERKIC, 1IF—1(0. 40g, 5. 6
8mmo l), RNTtert—7FATVAFALLIAIBY R (0. 81 g,
5. 2mmo 1) #MxT, KEWEERETRED, —BEHRL, 0%, X
(LOOML) THKL, LT/ undkis (100ML) THELE, &
LB M) UVATHRL. EREL, 2 LUEEEBRETHRELE. 50%
FER T FN—~FH L CEMNTE, YIS 6 0 THD T Iy asuw b5
T4 —IZEBEET, 0. 40 gOEIRENEEEE K, EELAYERA
Bk (1. 00g, 50%) ¢LTH~E:im. p. 143—155%C:
IHNMR (DMS

O—-dy, 200MHz) 68. 51, 8. 09. 8. 00 (s, &% 1H),
4. 90 (d, J=5. 6Hz, 1H), 4. 89 (m. 1H), 4. 26 (m,
1H), 3. 31 {(m, 1H}, 3. 86 (m, 1M}, 3. 55—-3. 42 {m,
1H), 3. 32—3. 24 (m, 2H), 2. 29-2. 1% (m, {H), 1.
97—-1.83 (m, 1H), 0. 81 (s, 9H}, 0. 97, 0. 78 (s,
&2 3H}a

TEROH 1 CpH,C 1,N,0,Si. 0. 40 H,O:5EflE: C, 52.
03;H, 6. 62;N, 6. 39:C1l, 16. 16. EHfE:C, 52.
20:H, 6. 57;N, 6. 39:C1l, 16. 02,

b) (838, 6R)—5, 6—YZmuu—1— (3, 6—Ye Fue—6— (((t
er t =7 FAVAFATIMNETRI)AFIL) —2H- I —3 —A 1)
— 1H—_U XA I F—

20MLOEKAF V7] R (3S, 58, 6R) —5, 6 U
ar—1— (6~ (((ter t—FFATAFALIAARL) AFL) —F
FoERE—-6—b FEF -2 -EF—3—a1) —1H-RVXA3
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(79) JP 2002-504105 A5 2006.1.5

H = (ZOERFIDaE, 1. 51g, 3. 58mmo 1) ®0CTHEE
SNEERC, PI=FA473Ir (1. 50ML, 10. 74mmo 1) %
Zy WNTRAZUANVF=7aY F (0. 42ML, 5. 37mmo l) %
WT L=, BUC%E 1 0oL, £o%kk (5 0ML) iohif, £LT
AFVvrruyvF (2x50ML) THliLE, Sbi-FEMHEY 2 EfiE
b7 = sbREK (45 0ML) TIERESEL, FOEHRBRT M &
ATHBRLL, BBLEUTEEZBETRELT, BARRAEE LTHA Y
L—bh (1. 83g) 5B, Z0obD%, b=z (25ML) THEMHEL.
1, 8=Y7Y¥vZ7u [5. 4. 0] 9o FH—7—xv (1. 40ML,
8. 95mmo 1) TAHEL, RW\WT4 SEMNEER L., KISESHEE
BEETmAL. FEg=F/1 (1 00ML) THKRL, ZTLTHEMELT E=
7 LKW (5 OML) IRWTREAK (5 0ML) Tk Lz, Atz
PIoa IR INDTT IR LUTRIERL, BINOEEE-F L (50
ML) THEL, €L THETCREESAREIET, 1. 37¢g (94%) @
B2 EBEMRE L UTHEE, ;

'"HNMR (DM30—d,, 200MHz) §:8. 39, 8. 14,
7. 98 (s, %%1H), 6. 25 {(bd, J=10. bHz, 1H)}, 6. 1
0 (bd, J=106. 2H=z, 1H), 5. 15 (m, 1H), 4. 28 (m, 1
H), 3. 84 (m, 4H), 0. 81 (s, 9H), 0. 11, 0. 97 (s,
#%23H.

c) (38, 48, 58, 6R)—1— (6— ((ter t—FFATRAFALL
VM ZFxy) =75 ku—4, 5-Y Faxi—2H- PS5 —3 —A
M) —5, 6—Yrunu—1H—R_2ZXA X)L

SOMLDTER K (8: 1) hoF vy (ZOEEHODE, 1.
30g. 3. 14mmo 1) OERINZBKIZ, 4A—AFNLEAKRY N—
FHXFF(0. 42g, 3. 45mmo 1), RNTHEEFZRITAL (0. 6
OML®D2. 6%ter t—7%/—NEHK 2ilk, KEWs 2 4600
L, ZOREMDO. 6MLOMEBR AR 7 ABKTAIEL, &5i224
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(80) JP 2002-504105 A5 2006.1.5

REHRE L, KIGEABWEER L. V560 Tnra~w N F 7okt
Uiz, EBEEEWIT2%A S ) —N—7 o afimAATHE L., BEEEEIC.
HEEGELLT (1. 14g, 81%) %%, im. p. 128—130C;

'"HNMR

(DMSO—-d,;, 200MHz) §:8. 52, 8. 01, 7. 98 (s,
%%1s), 5. 49 (d, J=4Hz, tH), 4. 68 (d, J=6. THz,
1H), 4. 58 (m, 1H), 4. 18 (m, 2H), 3. 95 (m. 1H), 3.
84 (m, 2H), 3. 66 (m, 1H), 3. 48 (m, 1H), 0. 20 (s,
9H), 0. 96, 0. 07 (s, HL3H)

TS 1 C,H,C1,N,0,Si. 1. OH,O:&3&E{H:C, 49. 03 ;
H, 6. 50;N, 6. 02;C1, 15. 23. EZHME:C, 49. 03 ;
H, 6. 54;N, 5. 98;C1l, 15. 13,

d) (3R, 45, 5S, 6R)—5, 6—-Y7ree—1—- (FrFkFr—
4, 5—VeFuxv—6— (EFafd2FA) —2H-EIL- 3 ~A 1)
—1H-— A

THF (LOOML) fid> (3S, 48, 58, 6R) —1— (6— ((te
T t=TFNATDAFAIWIHY) ~FrF5e Fue—4, 55—V Fusd
—2H-¥52—-3—4A) —5, 6—Yruru—~1H— X138V —1
(ZoEmAOcE, 1. 08g, 3. 00mmol) ¥1INHCI1 (3ML)
OFWEEZ—WHEHF L, RISREDERET CERL. HEEMES U 5L
60TDT7Tyar/uv b7 —CLVBR L, EELAWITI1 0%
AR —A-ZuuRAATER L, BEEERZIC, geFEREEMEL LTO.
704g (88%) 27, im. p. 160—162C;

'"HNMR (DMSO-
dg, 200MHz) 6:8. 59, 8. 00 (s, &#%1H), 5. 46 (d,
J=4. 1Hz, 1H), 4. 72 (t, J=6. 6Hz, 1H), 4. 73 (d,
1H), 4. 58 (m, 1H), 4. 15 (m, 2H), 3. 96 {m, 1H), 3.
70-3. 39 (m, 4H).
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(81) JP 2002-504105 A5 2006.1.5

TR C,HL,C1,N,O,, 1. 5H,O :58EfE: C, 43. 35 ; H,
4, 7T6 N, 7. 78 ;C1l, 19. 69,

EHE:C, 43. 6351, 4. 60;N, 7. 53;C1, 19. 94,

e) (3R, 48,58, 6R)~2—Fux—5,6—-Yr7on—1-— (4,
5—YTEMFV—6— (TEIFEIAFN) —F FFEFu—2H-F¥IF
—3-AN) —1H—_XAIFS—

ALYy (50ml) #® (3R, 4S, 58, 6R) —5, 6 -7
ve—1- (Fr7eFu—4, 5—2Yr Fuxi—6— (E Rufxiy AFl)
—2H-VEFr—3—AN) —1H- XA I FZS =N (ZoEHRHDOIE,
0. 600g. 1. 80mmo 1) OEHINE-ERIC, EAkFE (2. 00
mL, 21. Ommo 1) M%7, 1 28H%, RNESHE. bz b
HHBEELRR S, BUETICHEIRE~BRE Lz, =%/ (®5mL)
ZMAZ GMERP LK TIHR LR D) Z LTRAYE ., FIBRRRL R ET,
B, hxr (2x) CLlEELE, REEZZoadAs (500mL)
ICHEMEL, 0. INHC1(100mL), EREF I 7 A88FAEBK(1 O
OmL)., BLUREK (56 0mL) THEKMES L, AEBEEZLE BT b
Dwa) L EOB, Zuuf/VATRELZEBL, 79y val s Ne
07727 (3x4cm) ZBLTRINERLE. BMET CHREZERESES
&, RERProTBEREA (0. 867 g, 1. 89mmo 1) AELIL
COLDEEKRKF I RS (TR yF, Sure Scal, 15
mL) ZHEHL, HELABRLERTICMEGERL, ROTN-—FaTany
BAIFN (NVFYoF, 0. 670g. 3. 78mmo 1) 2—ElLiNzi,
%ﬁlOﬁ%\10%%ﬁ/wﬂ#?HU$WAﬁ%%Lkaf$w7V~F
TOTLCHE, RISPET LEZEERLE, BOBEKREEREETHAL, 2
vorfRAs (200ML) CHIRL, ZUTCERRT MY T LAOFKEKR (3
x5 OML) T¥#LE, AHBELEE B> rU 7a) L, BEL. 2L
CHE FEAE L7, MBREMES Y B 6 0TOT Ty asaw kIS5
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(82) JP 2002-504105 A5 2006.1.5

A= LE, 2%AF/—-ZnuRAATHEBT L, BEY %
CHEAREERE LN, =& ) — - KT TR L, BT 5 . EE
fhErpaEattEEAE (0. 98g. 83%) L LTAS, im. p. 196 —
199C;

'HNMR (DM
350—-d,, 200MHz) §:8. 27, 8. 00 (s, L 1H), 5. 5
8 (dd, J=8. 4, 3. 1Hz, 1H), 5. 17 {t, J=2. 8Hz,
1H), 5. 09 (m, 1H), 4. 55—-4. 17 (m, 5H), 2. 15, 2.
04, 1. 93 (s, &% 3H)s

RN CyHyBr C1,N,O, 58 C, 42. 40:H, 3. 56 ;
N, 5. 21;ClELTome&~aly, 13. 18, EHfE:C, 42. 5
8:H, 3. 64;N, 5. 16;CltLToL2 usr, 13. 22,

f) (3R, 48, 58, 6R) —2—7wmE-5, 6—Yruu—1— (¥
FoEFua—4, 5—YeFr®y—6— (E FaFd2Fn) —2H—-FS
¥=3—AN) —1H-_VXAIF/—n (3R, 4S8, 55, 6R) —2
—7uE—5, 6—vVr/uur—1— (4, 5—V7kErFv—6— (FEIF
VAFN) —FFFERFR-2H-FILr—3—A)) —1H—_LX [ 3IF
V- (ZOEREHDeE, 0. 810g, 1. 53mmol) %, 1: 1D
AE =N~z Z 7= (100OML) ML, K (10mL) ok -
YL (0. 163¢g, 1. 53mmol) WERTUHEL:, |ETO. 58
. TLCHOWIZE—OHERARy bERLEEIIFA, 1 0%RAE
—A-Zmufvh), TOH, KEFETp HE 5B L., BT TIoH
Fodh, BRELEZEAEZ, BESAHICEET5E T, KFTRF—U —{k
L. €OBRESIEAL. £ L THRIETC—BRBRL T, EELEYE aaEE
(0. 510g. 81%) ¢LTHA%E m. p. 207—209C;[al20
D—162° (c0. 26, EtOH):
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(83) JP 2002-504105 A5 2006.1.5

‘H—NMR (DMS0O-d,;, 200MHz) §8. 3
0, 8. 28 (s, %%1H), 5. 26 (d, J=5. 5Hz, 1H), 5. 1
3(d, J=4. 2Hz, 1H), 5. 05 (t, J=4. 7Hz, 1H), 5.
04 (m, 1H), 4. 78 (m, 1H), 4. 33—4. 00 (m, 3H), 3.
84—3. 68 (m, 3H).,

TERON 1 CsHBr CuN,O, 5 EfE: C, 37. 89;:H, 3. 18;
N, 6. 80;Cl&tLToenubr, 17. 20. EJME: C, 38. 0
8:;H, 3. 2:N, 6. 86;Clé&éLTOE\2s Yy, 17. 15,

EhEf 4 1

(3R, 4S8, 58, BR) —5, 6—Yruu—-2— (YZ7a/utiL7

/) =1 (FrIEPRr—4, 5=-VEeFeXy—6— (L KX AF

V) —2H-FEF2—3—A4N) —1H—-RVA[fIFI—

BARkzy 7—n (10mL) #@ (3R, 4SS, 58S, 6R) —2—7nm%E
~5, 6—YZuu—1— (FrSt Fr—4, 5—VE Fr%i—6— (&
FRFVAFA) —2H-EITL—3—AN) —1H-RRL IFV—n (E
HFA40, eE, 0. 300g, 0. 728mmol) By rursurin
T TAFYvF. 2. 50ML., 36mmo 1) OFEKEEETT24
R L, INOKEB{EF Y 7A (0. 73ml) Mz, T LTEE
BEMZBIET CEMELEZ, BELEBEEZY VI FAL60THOI IR 7S
AT Uz, EREEWS,. 1 0%AF /——Z7uauRVATHHL, Bl
FEBIZHEREME (0. 100g. 34%) ELTELRE :m. p. 24
4CE 5 [el 20D+6. 4(c 0. 25, MeOH) ;

'H-NMR (DMSO-d

6, 200MHz) 6§ : 7. 65, 7. 41 (s, &% 1H}), 7. 37 (bs,

1H), 5. 33 (m, 1H), 4. 91 (m, 2H), 4. 36 (m, 1H), 4.
10-3. 90 (m, 3H), 3. 69 (m, 3H), 2. 80 (m, 1H), 2.
45 {m, 1H), 0. 72—0. 51 {m, 4H).
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(84) JP 2002-504105 A5 2006.1.5

LM CeH,C1,N,0,. 3. OH,O:HEfE:C, 43. 10 ;
H, 5. 74;N, 9. 42;C1, 15. 90. ZAfE:C, 43. 27
H, 5. 56:N, 9. 37:;C1l, 15. 64,

Ehpl4 2

(88, 4R, 5R, 68) —2—7JuE—5, 6—r7uug—1— (Fhk

JbFue—4, 5-PEFEFY—-6— (EFaFIAFL) —2H-—FF

—83—A4)) —1H—_VAAfLIHFS—1

L—Zna—xHkn2sS, 4—a—S, 7S, 8—a—-R—/,%—t Fua—
T—eFe¥vr—2—T==0Y57 (3, 2—D) 1, 3) VFFxyr (T
etrahedron Letters, 1996, 8147&:#*DPICEHED
ZEXE) POoHRB LT, BEEMEGHEERG 4 0 R Uiz sdk L Ao
HETHEELZ im. p. 207—208%C;[al]20D+175° (c0. 2
5, EtOH);'HNMR (CDC13, 200MHz) F—¥ixstEZEnzh
EFE—Thol,

JLESH  C,H,Br C,N,O,:5lEfE:C, 37. 89;:;H, 3. 18;
N, 6. 80;Cl&LTomEnuaFy, 17. 20. EEfE: C, 38. 1
7:H, 3. 24N, 6. 76;:Cl&LToenuesy, 17. 13,
FEhtl4 3

(88, 4R, 5R, 68) —5, 6 —YZupn—2— (Z7u7agL7

/) —1—-— (FrIEFr—4, 53—V Fuxi—6— (B K%l AF

N —2H-Y¥53—3—A4N) —1H—NV IS4 IFS—)

BAELEHIE T FA~— (EHFl4 1) CRABCL - ra—x—5%E
28, 4—a¢—S, 7S, 8—a¢—R—UEFr—7—t Fufi—2—7
==VEZ/ (3, 2—D) 1, 3) ¥4FFL> ((Tetradedron
Letters,1996,8147R8LCZ03H)A0LEE BIA164°C:
[e] 20D~—~8. 4(c0. 25, MeOH) ;'H-NMR (CDC13, 2
0O0Mh z) EmEfld 1ICERHL=bDEF—,
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(85) JP 2002-504105 A5 2006.1.5

CH,C 1,N,O,D5#HEtEHE, 0. 60H,0:C, 48. 16 ;H., 5.
10, N, 10. 53, Cl, 17. 77, E}fE:C, 48. 18 :H. 5.
05, N, 10. 38, Cl, 17. 65,

Ehifi4 4

(38, 4R, 5R, 6S) —5, 6—Yrupn—2—- (L IFuAT3

/) —1— (FhSkFr—4, 5——YE Fukxi—6— (E Faidi s

M) —2H-EFY=3—AN) ~1H-RXV/ A IFJ

AYFrEATIY (10ml) iIZBiF5 (3S, 4R, 5R, 68) —2
—7uE—5, 6-Y/un—1— (FhFkFa—4, 5—Yc Faxi—
6— (E Fa®iAFN) —2H-EIF—3—A1) ~1H-—RIIFS
— (EfEfla2, 0. 328g, 0. 795mmo |) OBKEBEHER T
—BET1 0 0CITMAALE, INKEIFTRI DA (0. 80ml) ZFEML
FISREMZBET CRE L, BER LI IFAV60DIu= /57 41—
THRE L, B8 (0. 15g, 51%) O0&EEE, AEDHRTHH52~10%
DAF /== ATEBRILEDEHEH L (iR 122C; [e]2
0D—23. 6(c0. 25, MeOH);

'H-NMR (DMSO—-d6, 200Mhz)
d7. 59, 7.39 (s, &1H). 7. 15 {bs, 1H)X 5. 44 {m.
1H), 4. 90 (m. 2H). 4. 39 (m, 1H). 4. 14-3. 61 (m.
TH). 1. 23 (d. J=6. 4HZ. 6H), -

CHxC 1 ,N,OD5#E5fE, 0. 30H,0. 0. 20EtOH:C, 4
8 82;H, 5. 66;N, 10. 17;C1, 17. 16, EH{E: C.
48. 84;H, 5. 69, N, 10. 08;C1l. 17. 07,

EHp 5 3

2—7BE—5, 6—Vr7uu—1- (4-FF%L—p D-—=y hu—

NREZ ) —1H-_S A I —

TownsendBLTDrach CKEEFS5. 248, 672) Ol
CE>THEAMRER 2 —TnE~5, 6 —Yrun Ry AfIF/—1 (0.
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(86) JP 2002-504105 A5 2006.1.5

5g, 1. 9mmo les) #1, 2—YZunx&y (FARIvF, =
Ty—, 35ml) WHEMLEZ, N, O—ERX (FYRAFALUA) T
7IK (0. 23ml, 0. 95mmoles, 1%&) *FENLEEHE 3
0439 OCHOMBTHMEER L, Kinoshita% (Carbohy
drate Research, 1982, 102, 298~301) OFEC
FURARAERA - FTAF -1 A PFV—2, 3—VFEFAL—D- =V
fE—_ T2V F (0. 5g. 2. lmmoles) & Az PTH
BERTKRERE L, BRIO M UERECHERELEES 1, 2—Y2n
rrF (15ml) CEMLE, RAKCHERZKISHTHEML ) AFL
vuw-}y7»fujyyzw$$m%(o.Sml\z.smmoles\
1. 2%8) Klk, RIGYE 1 SERIMAEA L, XAk (100m1) &M
Lz, AEZERD TRMERBR T M VATHESR L FA v 2RMLE, &
IR AEMe SO, Tl B L. BAEZBITCHRELE, 2. 5X10cm
DYVHBTNDIT LI N TTT7 4 —CHEBRBEZRERLZaaRN b/ R
7= (982, v/v) THEHLE BZEECARBDEZADRERES
BETHEELE, 6 5%DRED2—TaE—5, 6—Vrpe—1— (4—
FAXY—2, 3—UTEFAL-B-D—=) bu—r 5/ —1
H—_y YA I = Nahl, MS(GC-Cl+) im/ 2z, 465, M+
H', EtOH/H,0% (1/1. v/ /v, 16ml) Na,CO, (0. 1g,
0.95mmoles.448) TERETIRHESTEFEEHO—ESS (0.
11g. 0. 24mmo les) ZUELE, FEEETFNL,/ ~FH> (1:1,
v/ v) CTBHTEYIIFALDAXE. 5ecmDITLIaw hF 5T 40—
TAERDERE L, MS(GC-C1+) :m/ 2z, 381, M+H",
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(87) JP 2002-504105 A5 2006.1.5

'"HNMR (BDMSO—dg) &
7. 98 (s, 1H, ZY—H), 7. 92 (s, 1H, PU—Jk). 5. 67
(d, 1TH. H-1", J,. ,-=9H=z), 5. 18 (bs, 1H, OH). 5.
02 {(bs., 1H. OH}. 4. 06 (m. 2H. H—-2", 3" ) 3. 8 {m,
Z2H, H—-5" ) 2. 1 {m. 1H, H-4" ). 1. 67 (m, 1H. H-
47 Jo

Ehafi 5 4
1 — (2, 3, 4——%‘9—O—T“TZ?JI/_(M—L"‘U5?‘?1:“7/‘“/}?/*2,
5, 6 —hY oA IS —

BB ELILE=H100m ] DAVWED TS R=22, 5, 6— LU Zna
ny A IF = (PCTHMEWO9 2,707 86 7TIERSHI-HE
WEoTHELTXY, 354mg 1. 6mmo 1) #HEELVAT AR
[RILTNIE 2RI, @R LAETEF=RFIV (40m 1) 2Z0KE
WICHIMLKIEN, O— YR (FUAFATINL) TEFTIF(325mg.
1. 6mmo 1) ZHEMLE, BELEEKCL, 2, 3, 4A-FF5—0—
TEFAN—a—L—UF/EF /YK M. Fuertes, J. T. Wit
kowsk iBLUR. K. Robins., J. Org. Chem.. 4 0%,
(1975). 2372~2377H, 488mg. 1. 53mmo ) ®EM
LEEBE NI AFAT YL R TAFaArAZ A LEE—k (466mg.
2. lmmo 1)} 2[FEHNBCHRMN L, ROSEZRE T 8 Reilfks S w7,
FRZBECERISTRERAO MY T A2 u< NI 7 4 —%iToT
(UA, 40X200mm, P70 RAZLHAD2%RAR ) —), Y70 HE
SERPET303me (42. 7%) OBEE{EMEEROKEE LTEE,
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(88) JP 2002-504105 A5 2006.1.5

'HNMR (DMSO-—
ds; 200MHz) §8. 012 (s, 1H). 6. 013 (d. 1H, I=
9. 4Hz). 5. 502 (d. 1H, J=9. 53Hz). 5. 426 (s. 1
H). 5. 051 (d, 1H, J=3. 81Hz), 4. 220 {(dd, 2H., J
=13. 70Hz. J=22. 45Hz)} 2. 269 (s. 3H). 1. 801
{(s. 3H)

EHH 5 5
11— (a " L-VUXIEF L) —2, 5, 6—brUrpap /134

S —

100mlDAVEDTZTR=AIZ1— (2, 3, 4— ) - O—TFTEFL—
a—L—UFIEF /L) —2, 5, 6 —hirzuurJLIFS— (3
03mg, 0. 65mmol) ZHEELTINES0mlD=F /) —L ke
DES TRSWICEM Ulc, B LEBIRICEKRET P YA (21 2my.,
2. Ommo 1) 2N LSRG EEIRTIRHEHR L. BELERT
FRLUBRZRIETRB IS, BONEBEEZEBF TR L ik,
BN aHCO, K, BLCHEANaCIBKE H1X50ml) ClEkES
Lie, ARBZRERT M) UL L CTHBISSEFZHMT CER S, HEgE
T205mg (89. 1%) OEEEYEHECDORELTEL, BLA184

~184. 5T,

'HNMR (DM30O~d,. 360MHz) §7. 980 (s. 1H).
7.822 (s. 1H) 5. 644 {d, 1H, J=9. 26Hz}. 5. 48
9 {(d, 1H. J=3. 24Hz), 5. 40t {d. 1H, J=3. T6Hz).
5.266 (d, 1H, J=6. 52Hz), 4. 245 {m, 1H), 3. 92
4 (d. 1H. J=2. 81Hz)} 3. 805 {dd. 2H. J=11. 64

Hz. J=72. 50Hz).

COGWEEHEME, 40. 76 :H, 3. 14;N. 7. 92, EHf{E: C. 4
0. 78;H, 3. 28 ;N. 7. 75,
EhafFl5 6
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(89) JP 2002-504105 A5 2006.1.5

2—7ua¥®—5, 6 - YVZuu—1— (83 —F4&%>—3’° —C—t Fu

FLVAFA—B-—D—UREFT ) —1H-- RS A5 —)

a. 2, 4—V—0—TEEFL—4, 6—F L Fu—38—FF+F%L—3—
C—bPFpEiAFi—a—D - UREST ) —RA

3—FAFY—3-C-EFuFVAFIL—1, 2—AV7rbYFr—0q
—D—-URT7T/—RR (2. 8g, 13. Tmmoles) FActon. G
cerner® (J. Med. Chem. (1979), 22(5), 518~2
5) DHFHBCLVHEHETETHLS, P4%¥> (75ml) BXU0. 1IN
HC1 (75m1) iIZHEML 8 O COMBT—BMBALE, Ko pHEO.
INNa OHTHFICEBREL SICHREI Lz, ADIEL A SIIHETHERICE
VERE LT, =& /= RFEMUBE (3X) THRESEEREAEZRELE,
Mz ZRMURFESEL(3X), REZEBECY VY (50m 1. EX,
Aldrich Chemical Co.) IKIEMLEKER (10. 4m !,
100mmo les) #WMLE, MEMERETREIRLE, A% ) —1
ZWNUEBAZRECHELE, Mz (50ml) 2FMLEET (5X)
BRIERECYY U, BAER, BLUERLZERE L, ~3¥ 2 B~
F (73, v/ /v) CEHLEVIAFALDAX1 5 cmDOIT AT 2~
T 7 4 —=IC KV A EREL . MS(GC—C1+)im/ "z, 350,
M+NHA4",

'HNMR (DMSO0—-dg) §5. 2 (s, 1H. H1) 4. 9. (m. 1
H. H4X 4. 75 (s, 1H. H~2), 4. 1 (d. 1H, H—-6), 3.
85 (dd. 1H. H-6). 3. 75 (dd. 1H, H-5). 3. 2 (t. 1
Hi H-5) 2. 8 (m, 1H, H-3), 2. 05 (=, 6H, PEFI),

b. 1, 2, 44—V TEFA-F—FTAFL—3-C—b Fuxi AF1
—D-UVFET /-2

2, 4—V—-0—7%FA—1, 6—TreFu—3—FF%—3—-C—
EReFIAFL—a—D—-UREF/—2X (0. 5g. 1. 5mmoles)
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(90) JP 2002-504105 A5 2006.1.5

ERKEAR (7. 5ml) BRUOE® (19. 5ml) CHEMLE, B
(1. 83m 1) WML EZERTBBELE, GC—MSIE—"20E
M DAERERL : 1OMETSDOEETRVWERBICH > TRLE, K
(50 g) ZRISMICHEM L. £l E =T (2X) THHLE, A
BREWMBR~ /2 U LATRREL, BiRL, BAZBETCEELE, Loy
EREICFENLUBE (3X) THERIETBRBEAEZRELE, ~%9 2 B
TFNA(T 8, v/ v) TEHLEVIIFADAXIEcmDOIT AL 0
v NSTT4—lcdoT, EOERY., 1, 2, 4—FYTEFA-3-—F
AHY—=3—C—e FuFLAFL—D—-URES ) —RET ) v—0DEAY
ELTEZAEBITR - CTREELZ, BEWIZ., A EOBRATHY 2 i
SROBRETHERM LT,

c. 2-7uE—5, 6—-Vrou—1— (3 —FF%—3° —C—t

Fa®dAFN—0-D-—URET iA) —1H-—RUSALIFT—
Townsend®BLUDrach CKERFS., 248, 672) OFE
L VRBFRER2 - T —5, 6-Jruu—_ VL IES—0 (0.

36g. 1. dmmoles) #1, 2—Yruuxiy (FALRY vF_ o
27—, 20ml) KEMLE, N, O—tER (FJAFATIL) T
F7IF (0. 19ml, 0. 76mmoles. 148 »BRNLEEHE
30RO 5 COMBTMEER L, 1, 2, 4—FIVTEFA—3 5%
FV—8—-C-EFuRLAFA—D-UREF/—2X (0. 45g. 1. 4
mmoles, 138 ZMZUHRBSETKkERELE, BEO Lz
VERETEELERELZ1, 2—VZuouxZy (15ml) KEELE, 5*
MEBERZ R HEM LRIC R Y AFAL YL NI TZAFa AR 2L
AA—F (0. 365ml, 1. Tmmoles, 1. 2%E) 2HEMLE,

504F 8 5 COMBTRIEMEMBALE, Rt E=REETEBH LXK (1
00m 1) %ML, AEEL2ED CTHMERRT M TABLUT 540
THF LT, ABARAEMg SO, CHMZL, BRL., HoBH%2HBECEEL
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(91) JP 2002-504105 A5 2006.1.5

oo 7R RVEAZ = (98 : 2, v,/ v) TEBHLELYBFLD
AX15emDITLZu~ NSTT7 4 ~CERBHERR L, BYEShE
Bz SbE TREAEHETEHEE L,

RSERPEIT TN EE ST LIk o TRBELAE, 15ml=X )
—/K (L1, v/v) BT EFACAERM S M LN a,CO, (1. 2g)
ERNMLRIS =R TR\ L, 1 NHC 1 OFRMTESHE F s &
ek, fAfiNa C 1l (1F®E) THRLE, BiE=FA (2X) TERD 5 H
WL, BRIZRETCHRELLEE, Juadih/ AZ/7—1 (95 : 5, v
V) TEHLEVIIZANDAXE cmDIThru~ NS5 7 4 —CHERE
MEB#L7, MS(ES+) :m/ "z, 411, M+H, 1-Br., 2—C 1
NE— BB,

'HNMR (DMSO-d,) 67. 99 (s. 1H. 71V —
Wi 7. 96 (s. 1H. 7V—N) 5. 94 (d. 1H, H-1" . J,.,
oo=9Hz). 5. 45 {(bs, 1H, OH), 5. 25 (bs. 1H, OH),
4. 45 (bs, 1H, OH} 4. 25 {(m, 1H, H—-2" ). 4. 1 (m.

1H. H—4") 4. 0 (m. 2H. H—6") 3. 8 (m. 1H. H-5" ).
3. 7(m. 1H, H-5" X 2. 3 (m. 1H. H-3" )

FHis] 5 7

2—7vE—5, 6—Y/upu—1-—-_—F—-L-FLut5 L 0—1H

RS IHES—

a. 1, 2, 3, 4=FbrF7—O0O—TFTEFN—_"—-F—- —-FLat’5 /-

A

L-F%3m—2Z (11. 48¢g, 76. 5mmol) 2V Ty (FAKY
vF, 250ml) ZHELGDETE50m ] OFEE CEMF L, Bikska
THWAIL, #AEEE (FARFYoF, 30ml, 321mmol) %3050
FF Ui, A%, REWEREE CMEL Tl L, =% /—1 (1
00m 1) ZFMUTRIEME L FEEBE Lz, RGWE 5 0m 1 = TREEL.
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(92) JP 2002-504105 A5 2006.1.5

200m 1= /= A THRRLEARIEE, BELZEERB-ITIILLKIZHEBRLE,
K. 7TRERET MU U LAKEERR L CEAET U T A KEE Tl 5
NEIRRTET L. IRICEARBR~ 72 7 ATEBLEARSEL, BEZLH
LECEREEZA Y 7aX/ b BERHEL13. 99g (44. Omm
ol, 57%IZE) 01, 2, 3, 4—FFF—0—TEFNL—_R—F—] —
Fuvs ) —RxBk,

'HNMR (DMSO0-d,;) 65. 79—5. 77 (d. 1H).
5. 28—5. 24 (t, 1H), 4. 89—-4. 82 (m. 2H). 3. 98—

3. 894 (dd, 1H)X 3. 67—3. 62 (dd. 1H) 2. 03 (s. 3
H), 1. 98 {s. 3H) 1. 97 (s, 3H). 1. 96 (s, 3H)

b. 2-7v®/5, 6-Varun—1— (2, 3, 4A—rJ-0-7%

F—_R=F 1L —FubTF /) —1H—R A IFS— —RE

IBITT ICREENTWB LS, 2—TuEs—5, 6—Yr7un Xy L3I
Y—A(1l. 0g, 3. 8mmol), N, O—FR (FURXFLLIL) Tk
FPIFOTARY S, 1. Oml, 4. Immol), BXr1, 2—-7
MR Zy (TARYyFarir—i, 25ml) #HAEHETEETO.
SRRIBRSET, MEZ50CETHRAL NI AFALYI L - Y 700
}&’.‘/Z}I/ﬂ?fﬁ“F (FVEVyF. 0. 8ml, 4. Immo 1) Z¥{ML
Tzo <, 1. 4g (4. 4mmo 1) EfE1, 2, 3, 4—?%?—0—4
TEFA—_R—=F—L—-Fubt'S /) -XHEMLE, BiRkrEZTEEIE
BH0. 25RFMBIHL, THERBET N VAKBRICEEY 7aury
YTHHB L, BB 7R A (BK) THEBAEREL, BB, AR
i, 7R ABLIUNFF U RbEBREZEHLL. 11g (56%D
NE) O2—FuEh, 6 -Vr/un—1— (2, 3, 4—+rV—0—7&F

MRt — L —F L uES L) — TH—RUY A I F T — L%t
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(93) JP 2002-504105 A5 2006.1.5

'HNM
R(CDC1,)67. 80 (s. 1H). 7. 76 (s, 1H), 5. 68~5.
64 (m, 1H), 5. 565—5. 51 {m, 1H), 5. 32—-5. 25 (m,
1H). 4. 48—4. 43 (dd. LH). 3. 69~3. 861 (t. 1H).

2. 15 (s, 3H) 2. 10 (s, 3H)X 1. 90G (s, 3H)
c. 2—7uF¥—5, 6—-Vrupa—1 —RenHF ] -7 i —

1H— R A I8 —n

—RIFIE VI OBRHNBNTO0. 64 g (6. 03mmo 1) DREEF N
YO ATEml Ok, 2-Tu®—5, 6-Yruu—1— (2, 3, 4
F) =0T EFA=—TAT7—L—-FvurEF /L) —1TH-_Y A3
Y~ (0. 81g. 1. 5Admmo 1) DTF /— A ¥HEBEE L7,
JABIRE TR L, —RAFIE VI CREH S TH 3 X 3 ITiRE Y24
BlLTl—Zun7%y FBIFLBIU~ET UL HERDEESEL
0. 21g (0. 53mmol. 34%NLE) O2—F x5, 66—/
B—1—_R=Z—L—F2ubt’Z3 ) N—1H- VA IFS— BhifE1
64~165CEHE,

'HNMR (CD,0D) 68. 04 (s. 1H). 7. 83 .(s. 1
H). 5. 53-5. 50 (d. 1H). 4. 14-4, 09 (dd. 1H). 3.
93 (bm. 1H), 3. 83-3. 75 (m. 1H), 3. 55—3. 46 (m,
2H),

Fhif] 5 8

5, 6-VZup-N—1 (1-RFATF)) —1—_—F_L-%u

=1 H—_ A IFT——2 T I

2—7uE-5, 6—-YZun—~1— (2, 3, 4—rY -O—7EFN—
NS —L—=FnET i) —1H-_ A IF—1 (0. 25 ¢,
0. 48mmol) 210ml D= F /—LIZEEL., 5ml DL Y7
EaAa7ir (Fluka, Ronkonkoma, NY) TAHEHL, 5 2F
/1% (Ace. Vineland, NJ) TMRLBSERECER L, h
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(94) JP 2002-504105 A5 2006.1.5

Cid¥x v 7 TELZEHAL 8 5 COMPBPTL ORFIIBA Lz, ZDB, TLC
IXHFEM B OSELE R FH %R L nEmERB CERAZBRE L, Zurhi s
10%DAE ) —NVTEHTAYIIFNRy FCHREBTEZ L0k - TAR
MBEEZRBRELS, 6-Y7ue—-N—-1 (1 —-2FATFL) — 1 —~1—X
—L-Fiuvri /o vA—1H- Y AIF ) —n1—2—F73Ir (0. 15
g. 0. 40mmo I, 8 3%I=xK) &7,

"HNMR (CD,0D) 6§7. 38 (s, 1H) 7. 3
1 (s, 1H). 5. 34—5. 31 (d. 1H), 4. 10—4. 02 (m. 2
H), 3. 90—-3. 84 (t, 1H), 3. 77-3. 60 (m. 1H), 3.
51—3. 42 {m. 2H), 1. 30 (d. 3H) 1. 28 (d. 3H).
LR 5 9 | - |

2—78FE—5, 6—Yruru—-1— (3, 4—V-0—TFTEFL—2—F

AXL TN T77—D—=2J ;- b5 20 —1H-NS A F

SABI2 TJue—5, 6—Yruu—1— (3, 4 -V—0—TFEF

N—2—FTAXY—_—F -D—x) bua—_XU R T JIN) —1H—Y

SAIF T

—ROFIREITT CREINTWDH LT, 2—72E—5, 6—-VrZup
PIAIFET—A(0. 52g, 2. Ommol), N, O—¥FR& (rURAFL
I TERMTIRFFARIyF, 0. 53ml, 2. 2mmo 1), BL

Gl, 2-=Y7Zunxfy (FAVRYvF YaFi—A, 20ml) 32HEE
DETERTO. 2 5B L. BEES OCIKHBHALFI AFAL Y -
FITZAFBRAZAAEFR-F (FARYyF, 0. 42ml, 2. 2mm
ol) ZHMUL%Z, EbIZ, 0. 51g (2. Ommo 1) OEER1, 3,

4—F)—O0—=—T7%tFN—2-FFFL—D—-x) fu—XU S ) —2%
(R. AllertonBXUW. G. Overendick¥%J. Chem.

Soc. 1951, 1480~1484HZEERBITREEINLTVE LD
WMLz, R T50CTO. SRFE., BHZBHEL7%OEREST MY 7 A
AKBEICEA LY 7 un A2 TR L, BB~ 7230 A (EK) THIE
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(95) JP 2002-504105 A5 2006.1.5

Bl MBLEAERIEE, 0. 1%~ 1%0BRMAROAZ ) —LTY
ZUuRAFZRTHENTAEY I AT T A ECTHEESEHELTO. 47¢
(1. Ommo 1, 52%INE) ©2—TuaE—5, 6—r7ur—1— (3,
4——0—TEFAN—2—~FFFL—TFTAT77—D—xl ha—2 bS5
YNy —1TH—R_YV A IF S — 5B
~ 'HNMR (CD,0D) §8. 11 (s. 1H). 7.

80 {s., 1H). 6. 11—6. 07 (dd. 1H), 5. 37—5., 32 (m.
2H). 4. 24—4. 19 {dd, 1H). 4. 05—4. 00 (dd. 1H).

2. 68-2.56 {gq. 1H). 2. 32 (s. 3H). 2. 20-2. 15

{m, 1H), 2. 01 (s, 3H), ¥5iZ0. 13g (0. 28mmol., 1
A%UE) D2 -TDE~5, 6-r00—1— (3, 4-9—0—FEFN
—2—-FFFY-R—F-D-2N PO - IFES VL) —1H—m VA

Iy J—n#E$BiE. '"HNMR (CD,0D) 68. 02 (s, 1H), 7. 78

{s. 1H), 6. 13—-6. 10 (d. 1H). 5. 62 {bs, 1H). 5.
29-5, 23 (i, 1H) 4. 15—4. 03 {(m. 2H), 2. 76-2.

70 (t. tH) 2. 19 (s. 3H). 2. 15—-2. 14 (m. 1Hx 2.

00 (s, 3H).

L 6 0

2—7wuE—5, 6-Vrun—1— (2—FAFL—TFATZ7—-D—x

F = R ) —1H- RS A IFT— 1
—HA)FIE VI OEBHIZBWT0. 12¢g (1. 1 7mmo 1) OBEFF
VOATIml DK, 2—-ToE—5, 6—YV/pr—1— (3, 4——

O—TEFN—2-TAFXFV—TA77—D—x] hua - 5 0)
—1H- RV AIFS—ADTH ) —VEKE (0. 21g. 0. 45mmo
1) ZRGAELL, BERECT BB LA%., —BROFIE - KBRS hTn
5L ICREMERE LT, BT CHARYEZERLTO. 11 ¢ (0.
29mmo l, 65%WE) O2—FuE—5, 6—-Yruwg—1— (2—5F
AR —~TAT77—D—xY fr—_XU fES V) —1H-RUYVAIF
=BT,
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(96) JP 2002-504105 A5 2006.1.5

"THNMR (DM30—dg) 68. 15 (s. 1H)X 7. 96 (s. LH).
5. 80—-5. 77 (d. 1H), 5. 12 (bs, 1H), 4. 87 {(m., 1
H). 3. 97—-3. 90 (m, 2H), 3. 78—-3. 70 (m, 2H), 2.
42—-2. 35 (m. 1H), 1. 83—-1. 79 (m. LH),

Ehif 6 1
5, 6 —Y7vu—N—-1 (1l—-RAFATFA) —1— (2—FFFL—7F

NZ77—D—x2J b —_U T2 0) —1H— RS A IFS—— 2

— 73

2—7u®x—5, 6—¥r/un—1— (3, 44—V -0-TEFAL—2—F
FHY—=TAT77—D—x] br—_bEF /30 —1H-RUVAIHF
Y (0. 098g, 0. 21mmo 1) Z4ml DX ) — VICIERE
L. 2ml DAY 7Faoeir7I (Fluka, Ronkonkoma. NY)
THUHEL, HT7RAEJE (Ace, Vineland, NJ) THNELBESE
BETHEELL, RUAF Yy 7 TEEZEHL 8 5 COMB T2 4 BERIME L
o ZOR, TLCIIHEMEORELERE R U MBEARBECEANEZREL
o VZunmrFop, REZEHRLTO. 062g (0. 1 7Tmmol., 8
2%E) 5, 6—Yr7ua—N—1 (1—R2AFrxzFi) —1— (2—F
FxRL—=TNT77—D—x) br—= T /1) —1H—RV S AIF
=2 =T 2w E,
"HNMR (DMSO—-dgs) 67. 63 (s, 1H). 7. 38 (s,
1H). 5. 64—-5. 60 (d, 1H). 5. 06 (bs. 1H). 4. 93
(bs. 1H). 4. 02—-3. 89 (m. 2H). 3. 80—3. 65 (m. 2
H). 3, 60-3.55 (d. tH), 2. 41-2. 29 (g, 1H). 1.
68—-1.65 (d, 1H), 1. 23 (s, 3H. 1. 21 (s. 3H),
il 6 2

2—FuE—5, 6-Yruu—1— (2 -EAFy—_—p-D-x ]}

2 X bRES V) — 1 H- RV IFS—
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(97) JP 2002-504105 A5 2006.1.5

—HREIFIE VI OBEHICBWTO. 077 (0. 73mmo |) OB
FIZATIm]lOARP, 2-F -5, 6 -YVr/uu—1— (3, 4—%
—O—TEFAN - 2—FTHAFY—R—=F—-D—2Y br—U R 5 /1)
—1H- RV AIFS =D Z ) —AEK (0. 13g, 0. 28mmo
1) ZBiR#E L, FERET—HREBERLLE., —RYFIE VI TR T
LHESWTESHMELE L, V/unRF B~V o CEARY B
#LTO. 06g (0. 16mmol, 56%WR) ®2—FuE—5, 6—
Vrina—1— (2—FFFV—-F-D—x] fu—-2 FEF )
—1H—&Vf4iﬁf~w%%to

'HNMR {(DMSO—-d;) 6§8. 01 {(s. 1H). 7.
92 (s. LH) 5. 96—5. 94 (d, 1H), 5. 02 (s, 1H), 4.
90—-4. 89 (d, 1H), 4. 01 (s, 1H), 3. 94—~3. 86 (m.
1H). 3. 74—3. 72 (d. 2H)} 2. 42-2. 39 (m. 1H-%&
FICEEDMSOESTT). 1. 90—1. 87 (d. 1H)

EHfl6 3

2—7UE—5-708—6—AFANFF—1—_—F—-D-UREF
N IH-—NVAIF—ARBEBR2 T us-6—2opag—5—AF,L

FHA—1—X—F - D—FEREF /)L —1H— VA IHF S

a. 4—7un—2 =k —5—RAFNLFFT

8O0m 1 DYVAFINERNVAT I FICAZFA—LBT I 7L (4. 06
g. 58. Ommol, 7WRU vF) ZREIEE, 4, 5—V27no—2
—=braT7=Y (10. 0g, 48. S3mmo l, 7AFRU vF) 24 LF
DM LTz, BMORAZ T4~V Y TA (4. 38g, 62. 5mm
o 1) ZEEMATCHEMLULEMEZHEE Lz, KISEREWEAT (400
ml) KEALGLONAZEEDEEB L CTEDERT AT LICEY 9. 05¢
(41. 4mmo 1. 8 6 %NE) OEFELEWER:,
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(98) JP 2002-504105 A5 2006.1.5

'"HNMR (CDC1,) 68.
15 (s. 1H) 6. 44 (s. 1H) 2. 52 {s. 3H),

b, 3—7vvu—4—RXFLFFt—-—1, 2—T ==L 2IF I
200m1O=E /) —ABICR80m I DABPIERMOG. 05¢g (41. 4

mmol) D4—7/uv—2—=bua—5-RAFAFFT=YL28. 82
g (165. 6mmo l. 7/ARY vF) Ol Fudbiryr A FEORESY
BRI LI, RISBAMEARBESE, BERZKTHERLY 7o 2 & L THiH
Lic, Y7 unX&r@gefafiififtr b U U AkERTHRE L, EBXFEE~ 7
RV ALTHRLBR L, BMETHEAZKRELT7. 58¢ (40. 2mm
ol. 97%IE OEELEWER,
'HNMR (CDC1,)66. 79 (s, 1

H). 6. 73 (s, 1H)\ 2. 44 {s, 3H)

c. 56— —6—RAFLFFAL IS A IES—1

FI=FAFANREALA-F (6. 6ml, 39. Tmmol., 7K v
F) BLUOZsE® (0. 51ml, 6. 6mmol, PR vF) T7
SmlDEF /) —=APFD3—Jun—4—2FAFF—1, 2—Tan=L P
Ty (5. 0g. 26. bmmo |) OIEKZME L, 0. 2 5EEES
L7z, BISREMEWECEF L, PrZunr2 7y BBEFAB LU~
XV POEREZHHLE-NRET2. 19g, HETINET1. 54 g D=
et eBic, 2NEIL3. 73 g (18. 8mmo 1. 7 1%ILE) Tho
7

'HNMR

(DMSO—d,) 68. 49 (s, 1H)., 7. 80 (s. 1H). 7. 52
(s« 1H) 2. 56 (s. 3H). |

d. 6—7vu—6—AFAFA-1— (2, 3, 44—+ ) —0O0—TFEFNL

TR F DI RT 4T N) —1H— RN IFE— L BLIE —2

HE- 5 —RAFAFF—-1— (2, 3, 4—F)—O-FTEFA—_—%F—D
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(99) JP 2002-504105 A5 2006.1.5

—UVRT7 45 /)3 A) —1H—RSAIFS—
—HEEITFIE 11T CREH SN TWaH LS5k, 5- 7 rm—6 —XFLFF4
SAIKEY—A(3. 73g. 18. 8mmol). N, O-F=& (FJ AF

YUA) TERTINFARYIyF, 4. 9ml, 20. 7Tmmo 1), Bk
G1, 2-vr/upzfZy (TARYF vaT7—A, 100ml) &%
APETERFO. 2 5EMEBRLE, FKEA0CIARLF) AFALY
Ve PV TNFORAZ L ANER—RF (FARToF, 4. Oml, 20. 7
mmo 1) ZHEMLI, EHiZ, 2. 17¢g (22. 5mmo 1) DOEERKTL,
2,3, 4T F7-0—TFN—_A—F-D-URLT /) —~ZXEHRMLE,
BXTTINH. BREBRIERBLBHEL 7 %OEREF MY & AKEWR
CEALYZ7nu A2 TR L, B~/ 3T s (BK) CHEEYE
BL, ERLARIYEE, P70ai 20 CHEHTA - >0OEBLEL Y B
WHTHLEDO~E0%DTE N ORBARTEELRERLTO. 36¢
(0. 8mmo 1, 4%IE) OEEEDEZMEBELESY (~1. 7:1)
L LTRE,

'HN
MR (DMS0O—ds) 8. 46 (s, 1. BH). 8. 22 (s, I1H) 7.
82 {(s. 0. 6HN 7. 72 (5., 0. 6H), 7. 58 (s, 1H), 6.
12—-6. 03 {m, L. 6H), B. 79—7. 76 {m. 3. 2H). 4. ¢

6—-4. 00 (m. 3. 2H). 2. 63 (s, 3H). 2. 27—2. 286 {d.
7. 8H)W 1. 78 (s, 6. 6 H),

e. 2= 0E—5—JHUE—6—AFAFF—1— (2, 3, 4—rJ —

OT7EFN—_—F -D—URELF L) —1H- VA IF/ -1

C2—-7uE—6—7nupn—5—RAFLFF—1— (2, 3, 4A—krJ—-0—
TRoFN—_R—F-D—URET 2 N) —1H- RS A IFS

—HHIFIE IV ICRE > CHBERMEERE LTD5— Y rr—6—2F1F4— 1
— (2, 3, 4= V-0 T7EFL—_—FX-D—-URKIF/2N) —1H
RV A IFS - ABEPE - un—5—RXFAFF-1— (2, 3, 4
—hr)—O0=TEFN—R=F—-D—-URETF /) IN) —1H-RS A IHF
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(100) JP 2002-504105 A5 2006.1.5

Y—=A(0. 36g. 0. 7T9mmo 1), 30m1DF rSE Furzs (71
FUoF raT7or—n, IATr—%—), BIO2EMMTTEMLESE
1. 68g (9. 4mmo 1) ON-7uERAZ =3 FEFHWTEELEY
ZRE LT, P7uanAZTHD0~0. 5%DRAE 7 —/LiE oA
TYDTTANTT A LT—HRAOFIE IVICE A RiFEmaRE® L, Zh
i2L9 0. 18¢g (0. 34mmo 1) OEBEELAMEMNEENEESYE L
Thic, MEBRMEEREGYIL. 9 0% BIREBIVLI0%DAZ /—1
OBHHBLC2. Oml,/minDHEETHEHTEEREUOFIAELOD
By MEFS0L70D00C]—HCO001LTERBIZ3000p s i DFE
73, A0CHBEEBLTV254nmOEEHRETSFCIZIY 8 LE, 2 —
TuE—5—-r7vu—6—2AFLFF—1— (2, 3, 4—rJ—0O—TFFEF
N=_—=F -D—VRET /I N) —1H-—_ VS IF— A BEIICEH
L (RT=5. 78%) BAIDER%KO. 047 g%,

THNMR (DMSO—-d;) 67. 78 {s. 1
H). 7. 68 (s, 1H), 6. 03—6. 00 (d, 1H), 5. 78—5.
74 (m. 2H) 5. 57 (m. 1H), 4. 23—4. 17 {(m. 1H). 4.

09—-4. 01 (t. LH). 2. 64 (s. 3H) 2. 26 (s. 3H). 2.
04 (s. 3H). 1. 80 {s. 3H).

2—7HE-6—Inu—5—AFLFF—1— (2,.3, 44—+ J—-0—7F
TFN—R=E—D—UVRELT ) —1H-— RIS BT
AT EPLRBICEHL (RT=7. 224) BROEREZO. 057 ¢ 248
77

'HNMR (DMSO—d,) §8. 2
7 (=2, 1H). 7. 51 (s, 1H)Y. 5. 98—5. 95 (d, 1H). 5.
78—~5. 72 (m. 3H). 4. 1 7—4. 16 (m. 1H). 4. 06—3.

88 {t. 1H) 2. 26 (s. 3H). 2. 04 {s. 3HX. 1. 79 (s.
dH),

f,. 2-70%—5—70u0—6—RAFLFF—1—"—F—-D—UELrS

S — 1H— A I H S — )

98



L T e T e T e T e T s T e T s T e T s R e T e T T T s T s Y e T e, T e T e, IO e, TR e T e, T e T e TR e T e T e TR e TR e T e T e T e B s Y s B s B T T e T e T e T s T e T e B s |

-

(101) JP 2002-504105 A5 2006.1.5

—ROFIEVI OEFHIZBWT0. 036g (0. 34mmo 1) ORET
FYZATO., 5mlDAR, 2—Fut—5—-—2r0u—6—AFALFF—1

— (2, 3, A= P —O—TEFA—_—F—D-UREF /L A) — 111

— VA IFESTNDEE ) NVEER (0. 047g, 0. 09mmo 1)
iR L, ABRE T1 RS Lo, —ROFIEVI CEHShTn3
LSRG HENE L, WETARYZ BRI T2 —Fae—-5—7rn
H—6—AFATFHA—1—-_—F -D-URET /I N—1H- RV 3IF

Y —/ (0. 0835g, 0. 09mmo |, 9 8%INE) »Eik,
'HNMR (DMSO—d
s 07. 73 (s, 1H). 7. 37 (s. 1H). 5. 63-5. 60 (d.
1H). 5. 16—-5. 14 {m, 2H). 4. 91-4. 89 (d. 1H). 4.
00—~3. 985 (m, 2H), 3. 86 {m. 1H). 3. 71—-3. 68 (m..
2H)} 2. 52 (s. 3H),

g. 2708 —6—70n0 -5 —2AFAFF—1-_—F_D-UJRES
JIN—1H-R AL IFT

—HREIFNE VI OEFRFNTEBNC0. 044¢g (0. 41mmo 1) ORERS
FIOATO. BmI @AY, 2T oE—6-ruu—5—2F1F4—1

— (2, 3, 4= ) -O—TEFN—R—F-D—URET /) —11
RS A IFES =D )= VEER (0. 057g, 0. 09mmo 1)
ZEREE LT, FEEETL. RS L%, RMFIEVI CEREhT
WBRSIREMELE L, BT CERYEY BEBRLT2—Tus—6—
Z7RE—5—AFNFF—1—-—_—F -D—-UVRET /) N—1H -2/ A
IFY— (0. 042g, 0. 08mmo 1, 9 8%IXHE) »E~,

'HNMR (DMS
O—dg) &7. 79 (s, 1H), 7. 49 (s, 1H), 5. 61—~5. 589
(de 1H). 5. 16—5. 12 (m. 2H). 4. 86—4. 8§84 (d, 1
H). 3. 98 (m. 3H). 3. 68—-3. 65 (m. 2H). 2. 49 (s.
3H)
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(102) JP 2002-504105 A5 2006.1.5

EiE#HI 6 4~6 8

O— OH s O— DAc
fnwL;Y S Aﬁﬁijy

~ - . - -

~ —~
HO OH AcO OAc

D-lyxepyranose 1

N Ci Cl
S g
Cl . H Ci
—~ O b
—_— ——
f from 4 z

L
-

= -
RGC OR HO OH
2:X=CLR=Ac 6: Z = isopropyl
o . 4: X=ClL,R=H 7: 7 = cycloheptyl
¢ ¢ LX=8Br,R=Ac
> 5:X=Br,R=H
a) Ac20, pyr. b) 2or 3, BSA, TMSOTF, CH 3CN. ¢) NazCOs.

EtOHMHM0. d} ZNHz, EtOH, 60 bC.

—MEMEEFIE - BiRidThoma s ~Hoove r E@BCHELITELT
WY, YUBFA Si1icAR40~633I7122230~400Ry
Yz Mallinckrodt) 2F5A7u~v /o7 —0EHLE,
TO#HE2TES11icARTGFRIEERZ n~ 757 40— (TLC)
ZfTol(Analtech, Newark, DE), UTOBRI AT ACE
WTTLCHREZBB LI VAT ALL(35%E tOAc,/~FH v, v),
VATALZ2(BO0%BEtOAc/ ~FHr, v,/ v), YATAE3(10%MeO
H/CH,Cl, v/ v), YA5F454(15%MeOH/ CH,C1l,. v,/ v),
FAR(254nm) OBFBIV/ £72131 0% DA F J —LFiEE COERL.
IR ETRIET D Z LIC Ko TREWETHEIL L7, BlLa&nRnnEy .,
BRETHBETT (KFTAVL—F—) 5 0CEBLAVBRTITbAE, Br
uker300BLTS500MHzFHBOWTHNENMR AR M 35EE
Lic, ALFHBITIIEAIDMS O— d K& Eh3BEDMS0 —~d, (d 2. 5
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(103) JP 2002-504105 A5 2006.1.5

0ppm) DEEMBITICHLTIME (ppm) THRY, BEENLTWANM
REBBITTRTESEECERICL o THE, BICZ 2 0LRWIRYD | #ET
TRTCEENSAF L,

Etip 6 4

1, 2, 3, 4A=Fb+7—-0—TFTEFAL-—D—-IHFVEFT/—X (1) :
ERCEY Py (90mL) KB TD— U % — XD (4. 5.
3Ommo 1) WEKEM (23mL. 240mmo 1) 2FMLAE, 1 56
HE. RISES®MEARK (200ml) TEALY /R (1X300
mL) THHLE, AEmESEK (1 X50mL) THEL, Na,50,ET
W12 L. B LB R BE TR L, M=y (3X 1 0mL) CHE.
LR LR, BBz T LVBLIOANET Y (11, v/ v) OBRRBREZEAL
TV IGnrue b5 7 04— (5X15cm) EEIIIToF, BS7IX
AR L1l [Ry (VAT A1) 0. 40] OfBRa7 / ~v—%1. 6
g (17%)BFL.HEHS8~4 0FRICEREFERLLEZL[R,(ZRAF A1)
0. 40 (K) BETO0. 35UN] o7 /~—E6HW% 6. 8g (71%)
EH Lz, fika 7 /< — 05
S : 96~98C:

IHNMR (DMSO—-d.):d5. 89 (d. 1H. J
=3. 1Hz, H—-1), 5. 20 (dd. 1H, J=9. 1BL03. 4Hz.
H—3), 5. 12 (t. 1H, J=3. 3Hz, H—2), 5. 1—5. 0 (m,
1H. H—4), 3. 92 (dd. 1H, J=11. 68Xxt4. 9Hz, H—
5). 3. 7—3. 6 (m. 1H, H—5"),

arFr (C;H, O, C, H,
T)w—RBEMOBER BE:87~89C,
a6 5

2, 5, 6—F)Zuu—1— (a—D—YXVETF L) Ry AL IF

—u (4)
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(104) JP 2002-504105 A5 2006.1.5

2, 5, 6—hYZau_YAIFS—1 (3. 0g, 13. 6mmo 1)
Z7E =P (250mLl) KBELESME S5 5CTHEBLZ, BSA
(4. 9mL, 20mmo 1) ML, XBIT1 5 HMRGRAYEIBRL
oo 7=V (20mL) BXUOTMSOTSf (3. 8mlL, 20mm
ol) KBIT5EH1 (4. 8g., 1 5mmo 1) ZBRHEKICEML, 5
5CTTELIZ] SHMRBEHEREH L, NaHCO, (1 0mlL) DffikiE
REFNMLUEBESYEZERT L (100mlL) THERLE, B EK (3
X10mL) TH&HL., SKMET M) A LCHEBL, BB LETT CERE
Lic, BTV IO INI 0w N7 4—%1T-7I5X 15 cm., BHIH
DIaaRAZ BT EAZ = (0~1%) OAER], {t&Y% (4. 9g)
iTE9~48 [R(ZAFAL): 0. 16] "EHBEELEN, =& )—A )
KEDEK (9:1, v/ v, 150mL) CEFELREEF VYA (6. 5
g. 6 lmmo 1) ZRIZHEMLE, KINEAYE | SEEEBE L. KRICHRR
(SmL) ZFMUEBEWERRRRIEE, K (20ml) BIUWEB-TF
v (100mLl) ZREICHEM U, FHaHEEK (2X10mL) THEE
L. Na,SO, ETFEL., Bl LARRRS S, BREAETTHETHEY
sunAZy (50mLl) KBWIEREEZMELAY J—AEHRNLE, b8
AP OEBRPGEBLE(2. 47 g, 44%),

R.AVATAE3):0. 24 :@m:170~172CHEE ;

'HNMR
(DMSO—d,}:d8. 00BXUT7. 97 (2s. 2H., H—4BLH
-7 5. 64 (d. 1H. J=9. 2Hz. H—-1" ). 5. 50 {(d. 1H.
J=2. 9Hz, D,OXMHTEE). 5. 41 (d. 1H, J=3. 6Hz. D,
OZ#unlfg)., 5. 28 (d. 1H, J=86. 4Hz, OH—2"), 4. 2 (m.
1H, H-2"). 4. 02 (d. 1H, J=11. 9Hz). 3. 92 (m. 1
H). 3. 8—3. 6 (m. 2H, H~5’ BLUTH-5");

48 (C,H,,C 1,N,0,1,74H,0) C, H, N,
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EifF 6 6

2—7uE—5, 6-—YZuua—1— (a—D—=VFIET I /) X/
ALIFI—n (B) :

2—7uT—5, 6—vr/uuAIFS— (1. 06g. 4. Om
mo ) 7=k (70mL) BB LESYS. 3 5CTEHLE,
BSA (1. 46mL, 6. Ommo 1) %ML, X5 50MRIGSESY
FEE L, 7ERF=FUAL (1 0mL) BXETMSOTf (1. 15mL,
1. 5mmo 1) KRBITAMEH1 (1. 52g. 4. 8mmo 1) ZHEAE
WML, 35CTEHI1 TRHHESHEZERLZ, NaHCO, (5mL)
OREFIKERERN LIRS BT/ (20mL) THERL:, B
A (3X5mL) CHAL. SOKBIRT Y &a ECRIB L. WGE LIE
TTRME L, BELV ISV T A 7a~w N5 7 4 —%fTo7[3X15
cm, WHEK: 70BN AIBITDAF 7~ (0~1%) OAR], {L&W
(1. 15g) i @H8~21 [R,(3?AF A1) :0. 18] holElLE
B, ZF I —=NEREDER (9: 1, v/ v, 46mL) [THEMLREET
Ys (1. 5g, 14mmo 1) 2WMUE, KSEAWE 1 7 SHEEL.
HICEEE (1mL) ZRMUBEHERRBEBRITZ, K (30mL) 2BE
CIRMLE NI E X BHIZK (2X 1 0mL) TEHEL., RICHEY
BB LT, BEOERBETTHAETAZ /=L EREMNLE, 5
BREDOEHE(220meg., 26%), EHLITKEKE (150meg. 18%) 7
L L7z, My FEHRENMREZRH Li-, KICHE L 5 058,
RA(VATAL3):0. 25 8UH5169~17 1°CE&HE ;

'"HNMR (D
MS5O0-dg):d7. §9BLXTT. 95 (2s. 2H, H—4BIUKH-TL
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(106) JP 2002-504105 A5 2006.1.5

5. 63 (d. 1H, J=9., 1Hz. H—1" )} 5. 49 (bs. 1H. D
LOZMuEE), 5. 41 (bs, 1H, D,Ox%MmE). 5. 22 (d. 1H.
J=6. 2, Hz, OH-2" ) 4. 24 (m., 1H, H-2" ). 4. 0—3.
8 (m, 2H, H—3’ BXUH—-4"), 3. 8—-3. 6 (m. 2H, H-
5 BLUH-5");
S% (C,H,BrC1,N,0,l1,0) C, H, N,

EHEF 6 7

5, 6—Y/upn—2—A4Y7pATI/ —1— (a—D—UJXJ¥EF )

) RS A IET— (6)

ItE%4 (300mg., 0. 85mmo 1) &%/ —/L (6mL) T
Lice 47 72ENTIY (5. 5mL, 65mmo 1) ZEECHEML, 7
FRAAFEHURSESGYE 6 0OCT2 HMBR LE, BAWEFTH L FLE
REHREET, BRPOOBERFE=FL (50mL) KEMLEEZKA (3
X5mL) TH#H L, AEMNYERET M) T ALTHEL, BHLRE
TTAREARREER, RELVIATNIT AT avw b T7 4 —%ToT
[2X156cm, HHE : P/ un 22 BB AX )= (5~8%) DOF
il EEAF Y b [R(ATA3):0. 24] 25DELSPERIEELR
TcEEZHES oo R L ACRE L, BROBMPIZETIBETAZ I —L
ERM U7, (bLEBWEeNZDOWHE (260meg., 81%) EFEHLE, 7n
DRV ADBRRBRNLSIC6E2BLDHLPEBENEIToT,

Ry (ZATA3):0. 24 ;@521 4~218CHMHR ;

104



T T e T e T e T e T e O e O e O s O e, O e, O e B e, O e, T s R e R e N e T e T e T e T e T e T e T e T e T e T e T e T e T e B e B e B e T e T e T e B e T s T e B e D e T e B

[

(107) JP 2002-504105 A5 2006.1.5

'HNMR (D
MSO—d,):d7. 55B8L07. 36 (25, 2H. H—4BITFH-T7).
6. 47 (d. 1H, NH. J=6. 8Hz) 5. 5—~5. 3 (m, 3H, H-
1, OH~4” BXUOH—-3"). 4. 94 (d. 1H. J=7. 9Hz.
OH-2") 4. 2 (m. 1H. H—-2°) 4. 1-3. 9 (m. 3H, H-
3, H—4° BXWGCH (CH3) 3) 3. 7 (m. 2H. H-5". 5~ ),
1. 21 (d. 6H., CH (CH,) ;. J=6. 4Hz);

o (CzH,C1,N,0,1,/10CHC1, C, H, N,
ZREBI6 8
23 7u~FFAFI)—5, 6 —Pruu—1— (a—D—UFJES

Sy RS AIFES = (T)

ka4 (200mg. 0. 57mmo l) #Zx=&F /) —/ (4mL) ITHM
Lz, Y7 u~7FFr7iy (3. 6mLl, 28mmol) FML. 75 %
2 EZEALKNREYWE 6 0OCT2 HHEEELE, BAMET I FLE65T
EEET CARERSEL, BETZER-=FV (20mL) EMEL. B
TUNTFNT BT LAOFGEZIBBICE Y BRE L, SRS AR
M UALETERL, BBLBIETFT CAREZARSE, BEICS U5 AN
FLhIue N7 4 —%fTok[2X1 6 cm. BHE: Prna2x i 4me
FoAZ =N (0~6%) OHE], EEARy + [R(ZXFA3):0. 3
0] 2R DHESEARITHEONEEREBBES 7o 22 CBE LE, H
ROBMMPETTEDETRAY /) —AEBHEM LI, LAMTRZOBE (150
mg., 61%) b LT,

R, (X7 A3):0. 30;BS160~165C(HfE
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'HNMR (D
MSO—dg):d7. 528LU7. 36 (2s, 2H, H—4BLUFH-7),
6. 43 (d. 1H, NH, J=7. 0Hz), 5. 5—5. 3 (m, 3H. H
-1, OH—4" BXUFOH—3" ). 4. 95 (d, 1H, J=8. 0Hz.
OH-2"). 4. 2 (m, tH. H=-2" )} 4. 0—-3. 9 {m. 3H, H-
3, H—4" BLXUTFCH (CH,) ,)» 3. 7 (m. 2H, H=-5", 5~ ).
2.0-1. 9 (bs., 2H, ¥Zu~7FJ)), 1. T—1. 4 (m. 10H.
SEONTFIV)

57 (C,H,C 1,N,0) C, H, N,

FHEF 6 9

b hEEREIR Y A VA R

9 6 DEFFT L — MIBWTAMOKEME (MRC 5M8E) OBBIZHCM
VERAD1 6 9 Z@REIW, 1MIEIE22H0. 01 0REY A AVRRT
DEETHRBBRLEHE, 6 DERIBET, FEEC X 30ERshE
ZEPTCT A M 5{eamEHRM Ui, (LAY OMBREE 2303 5 7= D IR i
LTWRWHROERE e ZcF CREDLEMBEMLE, 71— Rt
5 AMEEL. EREREN L REOHRESAESHEL, Gadler
TIFEANLERE 1 98 34, 24%, 370~374H) oFkEMAfE, &
REBLUBENRHEDNANA 7V v FERICE Y SEFCEIT 5HCMV
DNADOHEBEHBLHIANVZAGED I CS5 0 EHE L,

FEa ] HCMV

IC50
1 1. OuM
2 0. 7uM
3 22uM
13 6 uM
24 0. 9uM
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FEHEF 70

BERIFRVANAEE

Jansen, R. FOHEHBLIMEERE, 37%, 358, 441~4
A47H, 19 93FITHEHEINTVDLIEBEFE YA VR ITHT 2864
OIERZFME L7z, ABAICXDEEHORENR T CLHEIZ0. 001~10
r MOSEHE TH -7,

FEhapl7 1

BERISLA|

LUTFOHMA A, BBIUC X, R FUVBKR TR ZEEER L, ROT,
ATTYV VB T7X VT AERNL, FRET> THMLE,

B A

mg/ &
HEESY 250
92 h—AB.P. 210
RE R B.P. 15
FoTTY) a-AmF Y T A 20
ATT Y BT RV T A 5

500
A B

mg/HE
HEE 5y 250
77 h—AB.P. 150
7 BBl (Avicel) PH 101 60
AE R B.P. 15
VANV B= Sl % 3 ul NA R N 20
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(110)

ARTFT N U~ TR T A

A C

BRI

7 h—AB.P.
FrT

RE R

ATFTT VB~ TR T A

JP 2002-504105 A5 2006.1.5

250
200
50

359

BELERSEEEEHRTAIZ Lo T UTORADBICE 258 L,
HAECHEND T 7 bR IEBIEME X 1 7 Dairy Crest—" Zeparox” ) TH

E)o
A D

B sr
o JE¥ NF15

BHAE

HEERST
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72 F—AB.P. 150
TR 100

500
A F (REEAD

ZORANT, AY PR TR FEEERI L. RNT, XFT7 Y vige s
AT AEERENL, EEEITRoTHRYM LA,

mg/
TS 500
e e AF A m— R 112
(Methocel K4M 7L 2 7 .4)
7 F—RXB.P. 53
AE R B.P. 28
ARFT VB TR T A 7

700

AN DBRHGIR 6~8 REFEIMIT TR v, 12 BREMBICEAKIIR T LT3,
Ehit) 7 2
F 7 VLA
A A
LREERS 1 OBA D OFRSEIREL, 200D LRBEHEOTTF T
TEVEREETDOZ LD, AT N ERERER L, CUTO)MA B R
DFETHE L,
A B

mg/ 51
HHR 5 250
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5 27 h—Z B.P. 143
FoX Ty a— VR ) A 25
ARFT U B TR T A 2

420
2AC mg/ A 7L
B 250
S/ &}1/ (Macrogel) 4000B. P 350

600

~ 7 15 (Macrogel)4000B.R AR L. FOBEMMITERRS &40 S, 2
DO DB FF AT EAMMCTFETAILiIcy, BE Cc ob
TN ERELI-,

A D

mg/ A TN
BRES 250
LFy 100
WAL 100

450

VT RB I UBERAEMCERS T8 S8, 205BEERECEED b
LSEFFUHTENCHRETDEZZLICLY, BRDOI S AR LT,

SAE

mg/ A A
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BRES 150. 0
v# I E TPGS 400. 0
RYF L2 7Y 2—/1 400NF 200. 5
Fu ¥ a—a USP 39.5

kg DY F I 7 E TPGS(A — R b= I /W4 (Bastman Chemical Co.) 7> 6
AF) 2L T HETHCTR L, LAY I E TPGS 12, 50°CE T
BTz 2.006kg DAY =F L7 Y a—jb 400(PEG400) X7 /L7 & K. 10ppm
R, 2=AH—_ A FEEZZF 7 7 I 5% (Union Carbide or Dow
Chemical Co.)PDAF) ML, HW—EREBETLETRE LE, £b1
TR % 65 CETMEA L, ¥4 I E TPGS 35 L U8 PEG400 DAL L - Bikic
HZRSr 1.0kg BWBfELT-, BIB T2 YL 7Y c—/1 0.395kg 2IRM L.
H—EREEETDHETRE L, TOREE 28~35C THH Lz, F 0%,
WRORR T RoTc, TOREME. HE LI, 28~35CITB VT, R
HEME G ERNMEEY 150ng HETHREERES, ¥ X 12 OEHEMN#H,
AGBARBH., BEOESF o T~ PN TEEE AT AL
oo K3I~6%D—EFREAKGEBLIVT~10 =a— DL = ABEICR B E
THT BN = VR L, Y RSBk,

AL F (B 7 L)
MLEHLEEERAL T, o a, bBI W e 2HMT L, kT, FHBO
HREINME L BREITS LIk o T, ROBRBEI FEAEZRHE LT, T0%,
FORB LISV y BB (release—controlling membrane) (d) THEEE L.
YU —RAOBEEIFF AT EMCTE L,

mg/ T
(a) HEhRks 250
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(b) HoEdEEEA T —2R 125
(¢) 74 h—AB.P. : 125
(d) =FrErm—2 13
513
Lhif] 7 3
T F A
HA A
mg
B0 % 200
0. IM SERRESIR E 7213
0. IM7KERIL T b U 7 AVEHK g. 5. @ pH 4.0~7.0
BEK q. s. 10m1

TR & B DK (35~40°C) IZHME L. vl ORISR S 5 W ikk
FRtT b U U ATpH4. 0~7. 0 DRFICHE L7e, 2ORAWEATEY a— A7
7L, BEOBHALZ +AZ—BLTRELE 1nl ©7F 2 _—F 5 25 E
D~E@L, BELERL A — = — A TH LR,

SA

=}

B 125mg
BE L, BEWEZEE2\0 pl7 OBEEEEK .. 25ml

2

#l
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ZEEi)n % 200mg
N UNT v a— 0.10g
1) 27 v—j1{(Glycofurel) 75 1. 4bg
BN AZAEK q. s. 3. 00m1

7V avu— PR FER L, 0%, SUPAT AT ENL
TEMREL, SOIKE Snl FMLT, BELEHMELT s A2 —BLTEOR
EWMEERL., BELE 30l 7 23— F5 REE 1) ~ANTEH i,

sl 7 4

u oy 7Rl
HENSy 250mg
VIVE h— PRI 1. 50¢g

T Eu—n 2. 00g
ZREBRT ) T A 0. 005g
7 L= B 17, 42. 3169 0. 0125m1
FEEUK q. s. 5. 00ml

FVeu—L R BOMAKDOERADCEYSRSEER Ui, FO%, TOHB
WIZEZBRHFBRT N D AKBRZFEMNL, RWT, YA —AEKRESMNL.
BRI L= L, MAKTRY 2—AT7 v 7L, E<EELE,

EHEI 7 5
2A
mg/ 7 7z AL H]
G} % 250
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/»— K757 b (Hard Fat), B.P.

(Witepsol H15-Dynamit Nobel) 1770

2020

EIT 7y PET, Hm 45 C T Witepsol HIF D 54D 1 ZEB LI, H&h
BAr % 200 pm DERIZHNT, EOBELAERICMZ, e boRnB—aiic
RABETHY T 4T~y FEBITEIV AN —Y 2 (Silverson) Z VW TES
Lz,
EDIRAEYE I5CITHER L. FIRO Vitepsol HI5 2 Z DBBRICINZ, BH—0
Eﬁ%t&éiiﬂ%@bto%@%%ﬁéﬁ%zmummx?yvxx%ww
fRICE L., HEEHRT T ABCETHA L, 38C~40CDRET, TDOREY
2.02g B WH R 2l DT FAF y 7 BNCHKE L, T O8F 2 RE L THA LT,

ERif 7 6
e
mg/ AL A
o) % 250
AT HFR ba—2 380
RT R AZ—F 363
ATT Y B TR T A 7
1000

RO EERE L,
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*x o # H

3

1. %L (1) D{bét

N

N\ .
>
;

Z

&

¢

(ERZBWT, RYIHey . e Fuefd 7UR, C L FTA%FN, CT
Np=iv, CogTAFZIV, CoyTUNVC,  TAT=/, Cuy 7 V—1C,,
THAF=) EE-—NRPR®(ZZTCRY BLUR HRICTHE L ->THT
BESIAKR, C TN, T/ C L, TAFL, BEFRXsC  TAFL,
NAC g TAFN, Co V7 aT7AFN, C g ThENC, P 7uaTAFl,
CooTNT =, Coy 7 uTNFNC TAEN, Cpy TAFZNA, CopyT
U=, Coy7V=NC TAFN ~TaHALI71C  TAEL, C T
XNVANVR=I, Coy 7T V— VRN FR=I, B LIRS, RPIZFND NS
LTWOHNEFLHIZ3, 4, 5EHiI6 BEEEREZMETS). ORM(Z T
R¥FBKE, CyTAFN, Cpy v Zu7 i, 5 LAIEC TV L), £
IS R® (ZZTR¥IAR, Co 7T, B RuFPC L TAFL, C,,
IaTAEN, B LEC TV —N) THY,

RYIIKRFEZEF 2T ThHY,

RIBIVREFLTHLER> T TH I KE . ~uFr C T Axl,
Cors TV =N, ~NTEYAINVC  , T =N, CyTAaks nucC,, 7l
FAEIE-S R (ZZTR*IIKREK, C,7AF/N, Co TV —, H 1<
TC T V—NC TAENL) THY,

ZiR(T a) E2(I b)DERETHY .,
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fBL.

RPGAER, C i TAFL, m"aC FAFLEREC  TAAZITHY,

REEAR. B FaXxi ~aFy C,T/AFL, ERrdxiC  TAFIL,
NEC Gy TAENVELEC L, THIFrThY,

RUEAR, E Fud naly C7T/Fil, bk FuxiC  TLxl,
NRC TAFN, Cy7haxy FEERBIVCR EFEBIZF P B LL
WX T AT BT L.

R~RY BRICTHER-TH LK, KkFE. e Fuxdy ~aHFr. C,, 7
NF, B RadFdC  TAFAL, "aC ThFL, C T7raxy, ik
HREBIUVR OWTFRM, TERRYBICRYZEBICF P LS ET L
i3 AN

F“ﬁi@ﬁ@?%%ﬁofwf%i<\$$\EFH%V\CHTW#w,
ElFe Faxs C 7% rThs,

ALK (1) ofbe®miie, 5—YAFAL—-1— (2, 3, 4—FJ—0—
TEFN—_R=F—D—Furt’F/iil) —1H— RV A IFS—Fi
5, 6 —VAFAL—1— (2, 3, 4— ) —O0O—TEFNL—_—F—D -
TZE/ETZ /N —1H-RUVAIFS—— 2 —FF L TREY 270
(AN

SRIZHK (1 a) OBBRETHHES,

a) R, R’ BIXUOR'BETATETHEDY 242, FLT

b) R'UENRYR? THEH Y 2R VB I TR BLIUR T LS L
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TWANFRFE EBICSEELe s BERBEER L.

EHITZHRR (1 b) OEHEETHLEES. RUINRURY TR® Y 272WVR
ZIZTRYBXURIIZNLBEALTVAENETFL L HIESEET b BER
BREBRLTWD,)

FRIIEENZTFEEIN DS 2 b OFEE,

2. fLZEX (1 1) OE®:
RZ

g g R ()

(ERXizBWC, R aFr, B Ry TR, C  TAFl, C,7
M =v, Co o7 HF =, Co TV —NC, TNV =v, Co , 7TV —NC,,
Trd=j, EFEEF-NRPR¥>(ZZTCRYBIVCRPRFEICTHRZR-TNWT
HELL AR, Cu7AFxA, 7T /C L ThEA, EFrXC Ti%kl,
NC TAFx, Cvrzurixdil, C,TAx/NC,  r7a7ilIi,
Cog 7NT=jv, CouPZuaTNAFNC TAFN, C, TNhF=/l, Co 7T
J—i, C6;147‘U‘—}I/C1_67’JI/3F)I/\ ~TEYATNVC ,TAFN, CTh
FNVANETE=N, Co TV ANR=, b LLHERY, RYIXENLBES
LTWSNETEBIT3, 4, bELIL6 BEFRBEERTS). ORM(IZZT
R*IEFKE, Co7AFN, C,v7ur?iFxi, b LLIEC,,, 7TV —N), %
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7EIXSR® (ZZTRZIEIARE, C,TAF/N, E FRrFTC L, TAXL, C,,
vrZuTEL, bLIEC, TV —N) THD,

R¥*IIARZFZ I FrThY,

RPBIVR'BEALTHREARZ-TH LL ., KFE, ~uasFr, C,TA¥V, C
g1a) V= ANTRYPALITAC, TV =, Cy,Thakxl, mnuC,  TiFx
NVERIZ-SR” (ZZTR*IEIKE, Cy7AF, Co, 7V —R, LT
Cou 7V —=IC,THF/NL) THY,

RPIEIAKRFE, CyTAXN, m"aC  TAELERIFC TAIFLTHY,

ROEARF. B FrFi ~alfy C L Th%A, B FudC L TA%L,
NRC TAFNVELRC ,TALIFLTHY,

RYUEFAKE. e Fef ~nadfv C TAF/L, B FaxsC  TAFIL,
NBC TRAFN, C g7 Nhady ERERBICRIIEHBIEZFUE LL
BT Nr BB L.,

RI~RM"IALCTHRERZ-TWTHEL, AFE, B Ruxi, ~aFr, C,,
THhHEL, ERRXVC TAXKN, NBC  TAFL, C TAakl, =
FHRHRPBLICR OWTRM, ¥RERYBIVRY ZIE DA ML LT
WV BTERRT 5,

BELX (I 1) ofbd#ix2, 5—YVAFA—1— (2, 3, 4—FY—0
—TEFAL—_R—F-D—-FEET JN) —1TH-R_ A I F—F
k5, 6 - YAFNA—1— (2, 3, 44— ) —O—7TEFAL——F—-D
—TIE VT VN —1H- RV AIFY 11— 2 —FF Tl 2
AN

BT,

a) R:N R, BIXUR'BETARETIRBV 2B, 2L T

b) RUENRYRY CHH D 2 WA I ZTCRUBIVRIZIFHLBESL
TWAHNRTFLEBICSZELL BEFEZERLTNS,)
EREFHCHFAE SRS b OFBEE,
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3. {BFEXK (11 1) ofted:
RZ
Rl

£
R

< R i

(B2, RUiEAvSFr, B Fuedy POR, CL,7A%L, C,, 7
WT=I, CogTNhF=N, Coy TV —NCo T =, Coy, 7TV —AC,,
TRz, EE—NRPRP*(ZZTCRY BLUR? BRI TH R o TNT
HELSIKE CuTARA T/ C L TAEAL ERrFLC, ,TAFL,
NEC TFXN, Copy, ¥ ZuTRhEN, CL,TAFLC,, L7 a7 AxA,
Coe TNAT =N, Cou T BTNHFAC TAFN, CopyTAF=A, Co, 7
U=ty Cou 7 V—=NC TAHL, ~FafL7C  TAFA, C T/
XNVHNVEZN, Coyy T VN AAR=, b LERPRYIIFALBEAL
TWOHNEFEHIZ3, 4, 5EII6 BERREZEMTS). OR"(Z 2 TR
TRARR. CyTAXN, Couy v a7 AFA, HLELIC,, T V1), £
IS R*” (ZZTR%IIAKFK, C iy 7AFNL, B FuxsC TAFA, C,,3
7aT7nEN, b LLIEC TV —A) ThHY,
REEFAFBELIICF L THY
REBIVRBALTHER o TH XL, KK, ~usr, CLTA%A, C
e ) V=M ~NTUFAINC T IV—N, C Thaxs »uc,  Tix
WVEIF SR (ZZTR™IIAE. Cy7AFN, Cop, 7V —ib, BLLIL
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Cony TU—IC L TIENL) THY,

RYIEAKE, Co7AFN, "BC TARLERIIC TAIFLTHY,

RPWEAFR. e Fuf ~asff v C 7%/l B FadxiyC,  TAXA,
NEC TAFRAVEREEXIC TAaxITHY,

RYEKSE, B Fax ~alfy C  TAfxil, ERFexiC,  TAFL,
NEC TAF, CyT7raxdl £FRRIBICRIZE BT FBHLL
BTN EBTER L,

R~R"IFFICTHER>TH L, AFE, e Fuxy, ~naFfr C,,7
AFEL, B FRFVC,  TAFL, "uC TAXN, CeThaxl Eic
EREB L UR? OWF D, ifcﬂiR“’a‘fsltﬁR“}i& BIZT bbb L<ETH
FUERBET S,

BLX (I I11) okaHize, 5—VAFA+—1— (2, 3, 4—FJ —
O—7TEFAN—_RA—FZ—-D—F2ubt’T7 /)N —1H-_VAIF/ 1
X5, 6—VAFA—1—- (2, 3, 44— ) —-O—TEFNL——F—
D=7ZE/¥7/vN) —1H- XA IFS—N—2—FFTikh b
AN

EhiT,

a) R:% R’ BRUR*SETKETIRBY 220, 2L T

b) RUINRYR CiEH Y AW BZZTCREBLITVRP IIZN LRSS L
TWHNEFLLEBIZSEETe 5 BEEREZBRLTVS,)
EREEEEBCHFREND Zh b OFBER,

4. & (1) ke -
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N
Ny
& N>_-
" 3
Z

®

(EXREZBWT, ZERA(T a)FEERF(ID)DOBHBRETH Y,

Rg Rg Rl 0 R‘ 1 Rll RM

(ta) (b}

ZLTR'BEAB U THY  RIIIAETH Y . RPBITCRIEIAF L THY
ROBIURIIAETHY., RUIL FoFxTEHidAETHD . REBLIURY
BE R THY, REBIURMEARZETHY, RPIEIAE. C T FL,
T FaFvC 7AFLTHY, RENRE Fufi thy, RUITAHEY
LIFE FuxiThs,)

EEEENICHEEIND 2 b OFFEE,

5. & (I 1) kel :
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L R (“)

(ERizBWT, RUEA2FrThy, RUEAZETHY., REBLIUR I
FUTHY, REBIURTIEIAERTHY., RO FuxT EhiIkETHY,
REBEIURYZE FrF T ThY, REBIUVUR"IZIAZFETHB,)
ZRREPHICHFRESND 2 b OFEK,

6. X (II1) ofbE&d:
R.'Z
RJ

Rl

R

I pit ("n

(ERIZBNT, RMENARFUTHY . RUIAETHY, REBLIURY I T
FrThh, REBIVCRTIIAETHY, ROUIEE Fudri shidhkETho,
REBIURYEE FrRrThHY, REBIUVRYIEIAEZETHS,)
EREFEFNCHEEIND 0 b OFFEE,
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7. (88, 4R, BR, 68) —2—7uwE—5, 6-Yrum—1— (Fh
ZebFue—4, 5-YeFr¥%r—6— (EFefI2FL) —2H-FPF
—83-AN) —1H-—RUISALIFS—1,

2—7u®E—5, 6-V/oue—1—8—-D—-UARELS /I A—1H—
VA IE S,

5, 6—vY7un-~N— (1—-2FrxFi) —1—8—-D—UVRS 3
NW—1H- R AIFT——2-T I,

2—7uE~-5, 6—Vr/uu—4—TJAFu—1—-—-D—-UVEKR¥T /L
N—1H—_ A I HS—

2—-7wuE—5, 6-vYZune—1— (2, 3, 44— ) —O0O—=7EFA—
B—D—-UAREYZF /i) ~1H—_ISAIFS—N,

2—7mE—5, 6—¥Y/ou—1—B8—L—0RELF /A~ 1H-—R
A IFE =,

2—7mE—6—2vu—5—RAFNL—1—B—-D—UKREI /i i—111
— XA I =)

2-7mE—5, 6—Yrun—1— (4-F4Fv—B—-D—xVU hua—
RXURETIUN) —IH- RS A IET Vb R AP OBERAR B
B, EREFEPNICHRAING 2 b OFEE,

8. WRE1 DL 7 OWVTPICEROIEH OIRFHIICFE SN S HEK,

9. H, TRATFAFFRT AT VB THBHRE S ICTHOTHERE,

10. FRELDL 7 OVTUNCEED AW ETPERS & L CRBMICH
BENHHEELE & HICEH T 5 EAF Y,
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