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NOTFUVBRFOBER T v ERFAFELV, ChoD3bTR7 v EETF
ERRBKERFABEBREL LTHE LU,

EMER"BLIUR"IRB. &4, KFEEF. 7 /&, kBB, F4+-1
BT/ AFLE REBIPS 60T LFLE, REX2HAS60D7
Wir=)BE, REH2HAS6DTLF o NBELBIRERIIASEOT LD
FUONMBERDLDTN, 20507 I8, RILIABE, BEKI S 6
DTLFILEBLIUREZE2HASSDT ULENSHIBOEMNSEITN S
I1UEORZBHMEL LTHELTVWT LW,

TAEFLEELTR, KEH I S60EBERELEIEBEKOLOTE
W, HFE LR, AFLE, 2FLVE, V=L 7o LEBSLIUA YT
DELVETHS, Ty LEBELTR, REM2HAS60EHEKELZ RS
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HRERDLDTLIVA, FELLBEZILETHS, 7LFALBBELTR
IREHZHO O OEHRELFAAHBEROLOTIVUN, FE L¢3 F
ZVBETHD, NOFTJAFLED O L ELTR, Hi27 v BEFHIT
FLAL ZTOHRBIASITEV, TAIF U LEELTREZEHLH,S 6
DLDTENWN HEL(RAMFVLETSH 3,
EBMERBLURMELTER. TAFLBEBERRT I JENTFEL L
INoDIETRAFUVBELEEREBOT I JENFZ LU,
BIRER'"FALRIR"AN, 73 /&, IKEEBF B3 FA—-ALEDESIZ.
CHNoRBRERINTOLIREECLLI-TRESATOLTH LU,
COBRBREROFAEL TR, FIZE. ESH/T FE ALK LE, 9
2, 2-hUZ7O00TMFUANKRZILNESOTLIF U ALEZ LRSS
NI AFVANFEZNE XA PF RV ALAF AL ELE
T ORIV IOLMAF VALK NEEOTSAFLAFOALES L
BRE.TEFLE, A MFVTEFLE, PV IALADTEFAE, 200
TEFULE, EXNOALVE ALILVEBE XUV YALEZSOT U ILESE. 5
ERTFUVEXRVINE, RS boR VS LE, S LFFORY UL
B, M) 722X FLESOTAFLVERERITSIALFLEE. A b+
AFNVEBERTIFOAFAE, FhERFOESZ AR, 2, 2. 92—
PU 700X bFUXFLBEDOI—-FIUE, MIAFLYYULE, 497
ODELIAFULIYNE, EBERTFLIAFLYYLE, PYUNRY DL
DIVE, BEZRTFAC 7220V YLBEEDO VY LEEABIFZ - & NT
2d, CNOoDEBERBILI-TRESNABREEZETI/LAMIZ. 512,
REPRHIGFEELTHFELVWLOTH 3,
A 20X (1T 1)

Q§?// (111)

XZ
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TEDLEINLIHOIWETHEEE. X B, KERF. 7I /8, ~no¥r
BF. T /8. ~aFX /) AFLEOoF /A MFULE, BEHL»S
DT ILFLE, REH2IOO6DTAUYrZIVE, REH2ASE6DT L+
ZNVEFLEKER]IISE6OTLIFUALELEEDT, 2OS5HEDT7 1
B, fLILVE, REBINSE6DTAFLEBLIURER2AS5DT
IVENORIZBEORNOEINS IULOREREBERELLTHLTVLWT S
Lo,

TLFLBELTE. REKI»S60BEBERKETAEIHBEKROLOTE
WS, FELCRAFABBLUVIFULETHE, T rovEE L THE,
REHMZHPOSODEHREALRBHABRHERKROLOTI WA FELRE=L
BTHo, TLFZIVELLTHEH, REK2H,S 6 ODEMEE 3 EHEK
DLDTEIWMN, FEL(RBIZFZLETHS, "oOF /A FLED N
YELTRBIRIVERFIHFELL. ZOHEB I 253 TLV, 73
FULREELTR. REHIDPSC6DLDOTEINA, FELLWEA ML
BEThHs, "aF /A MF U NEBONOF L ELTR. BHIZT7 vy ZEFIT
FLALEDOHBIAS 3TLW,

IO DEBBRBEOILTRTAFALEETARTLIFVLENTFFE LW,
SSOILFFLLVWLORAFALEBBIUAMNFULETH 5,

IHIIDX? ER® L. BRO—8E25AT (R EALTWVWE
EXREFBLUX WHEAELTLEIREFEFEEAT) BIKEE (Bo k=
TRIEEMNS TERTH» T, fAMITH-TH., HH8AOTH. FTEANT
H-oThbde ) ZEARTAELIIC—FALTHLIVWA., CORR. BER
F.EBEZEFHI2VEMBEFEROERETFLLTEATHLL, a5
CORBIRFEHIDSEDTLFALELEBRBELLTHELTVWT L W,

At A R (V)
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TERLEINIBIBETHIEE. X' 3. KEEF. 731 /8, ~or>
BF. YT /78, "oF ) AFLE ~aF /A FULE, BEY]LHS
EDOTNLFILE, REKZAIALE6DTALYyZLE, REK2AL60T L
SABELBRFEHINS6DOTLIF U LEEEZEDT, Z2LTCoOT 2
B, ALILVE REBILSEDTALFAEBBIURER 20507
YLNEBNSUELBEOENSEIND I ULEOEEZBBRELLTHELTLT S
L,

TLAFABELTE, REKI»S60EHKT RSB KOLOTL
WAL HFELCRAFABBIVIFALETEH S, TAXZLBEE LTI,
REK2ZHDO6OHEHEKRELRUABBERO OO TI LA, FELLRE= L
BETH2. TOFZVELELTH. REH2AS6OBHEEE 2 30 B MY
DHLOTENN, FELCRZIFLVETH 2, "OF JAFLED OH
YELTRBEIvEEFAFELC. 208 1AL 3TL L, T3
FULBELTE, REBIDPS6DBDTEION, FF LIz ME L
BTHD, "OF /A rFULED QX L ELTIR, Bi27 v ZETAT
FL. 2OHEIBIAS I TEL,

IOIIDX ERMNEB. BHO—MERBAT (R'"AEALTVLLE
FERFBLUX PHALTVAREEFZAC LD Bik#EE (Box
SSRIBRISTEARTH- T, ANTH->TH, BHBMMTH . KT
TH->Thbdo ) EWRTI2LIIC—FILLTLEIVA, CORBIZ. BE
BF. BXRTFHLIVAMERTFEROBREFELTAATLLC . Tys
CORBERERIH»S6DOTAFLBEEXBERELLTHELTVWT b LU,

AKX (T T 1)

(IIT)
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TEOLINIEAEETHIEFEE. R'""EX? ODHEHASDODEELTEFE LWL
bOW. RN, 7T/ 8, KERF. kEEFLRIRER I HAS60T7 L
FAUET X? AW, KEHLIH»S5607LFILE, REE1»S 6071
FOoUE . NOTFUVEF.NOT A MR UL ETHRRIKEEFORATS
Do

ISRHFELVWHAEHLELELTR. R'D, 718, kKEEF. ki
B OECEAFLUEBT, XPHW, AFULE A MF VLB, 7o ERF, &
ERET. D704 02 b FVLBELIKREREFOBETH S,

FiIo, FELWHAEHLELEL TR, R'A, 7318, kEETF. Kt
B FAEAFLET. X?P W AFLBEFERLRAMNEVILIEDIBATE 3
N DORYHBLIUFX?P ICHLT, X' B, 7vEBEFAFFL L,
BREX' BLXUX? &4 o0F VREFOBE. X' B, 7vERBF
MEFICIFE LS. X2 B, 79 EBRFEFALREZEFAFELL,

AT ML R (V)

Y (v

x4

TROEINAIMBAWETHBHBE. R''EX OB ELEELTHELL
bR, RN TI/ B KERF. KEBEEEZLREE” I »S 6070
FABT, X' P, KEHI»S60T7TLFLE, RERIMS 60T LD
FOME, NaF VEF. NOF ) AMFULETLRKERFOBAETH
5o

SoIHELVWHEASGHEL LT, RN, 7178, KEBEF. Kk
B FLRAFLET, X* 2, AFLE, AMF LB 79 EBEF, &
FRF. V7L A LA FUNETLRKERFOEETS %,

i\ FE LVWHAELELE LTI, R, T3 /8, KEBEF. Kk
E FNRAFLET, XA, AFLEEREANF O LEDIBATH 3,
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EREX BLUX 2"E&Ax 0F VEFOBEAE. X' . 79 EEFH
FICHELO, X' @B 79y EZEFERREZEFIGFE LU,

RICR® gy /s vrsnZoblgiconwTikxz,

ERT LD VRERFELTE. 7v ERFBIUEERFEE T2 - &
MTEBN, FICT7 v EBEFMNFEL W,

COMATONKMFENTRERZ, Y7070 VBIZEL, ~DrvE
%&EUFthfy@%ﬁﬁvzﬁﬁféémﬂﬁuﬂiLmo

CORP DYR=2-1OF /v s07ublBar3Tuby 25k
REOREENEETZD, ChASOVTRI LB OREEHE SV L ok
ML SN T,

ﬁ%%ké%?@%ﬁ(l)@ké%ﬁ\971%&77—@ﬁ&?%$
EDLDTHBBE. ARPLAYEZE M PHYIIRE T 2R EIE—D D7
ATVAR—DHBBLDERETEENAFEFLL, O, B—DU7
ATVAR=N6REB) LB OV TRFLAT—%22AFLEVES
ROTRUECLENICHBRTH I RBEDBAE2 AL EBANL, 021
EEHCEEESE I L TEEN LS VWEBETHAE MO TR F LA <
—MBENTLTHLLVWEERIN B,

TN ALFRICE -] L@, LAYELB VW TREREET S 2
NALDIT, BUGHERENIEMENELETABAIIEA S0 50—
DHITHRINLODTHEIEE2E%RT S, COEJIIBVWTLoD T
Bt CKHLTbERERBRIZER 2,

ARPOEY FUANK U EBFHERIBEREOTEITo L 0N, BEMME
CLlTHBVRALRFYALEDOEELTHL G, BAMEE T 21880 F
LT, BBIE. WEE. MBS, B(OKEEE. 39(kZEE. v
MEFOBBMBIER, D3VRAKHEE. A7 2Lt vBiE. NVEY 2L
TUBIE. PV VR UBRIE. ST VBB, LA VB, T LRSS
HBBEFOERBEEE R A LN TE B,

itﬁwﬁ#vwﬁwﬁétfu\ﬂidU%ﬁLﬁ\thﬁAﬁ\ﬁ
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DO LBEFEOTILAYEBE. <739 LE ALV LESDOTILA Y
THREBE. TUVE_TLE, L MIIZFULT I VEDPN-AF LY LA
IV PUR-(EFOFUNUMAFL) TI/ A9 VESTEBIESR. &
BIERORINTDL LW,

FRNINLOEY FUANLT U BMEREOEREPHEMAME., # L £+
NEDOERKIIYMELTEET LI E LD B,

—H. ALK UVEBEBANIIATNTHEF /0 FZB8EET, &P EED

o

TorI vy J7ELTHERTH. AR, TLFLZZAFLEPX L I LT

ATV TLVIFOTUAFNZIATVE, 7220 TFTIUFILZIZATFLES
10 V722V A7 VEAREGRYHEEE LTERTH %,

g2, 7Jao RSy SELTRHVWONZIATFALELTR, EKRNTERIC

Ve TAHALE VBEOHBMEETERTAEORIZATATEHED . FlA .

TEMFIOAFILNIZZAFTI, EXNOANFFOAFLIATFA, T bF R

NWHERZINVEZZRFN, IV VZRATFA, PAFAT I ) ZFALIZZFIL, 5 —
15 A NI ZFAVBLIUE TV ZNVIZATFIN, S—TiFEi—-2 —FF

V=1, 3=-UFF V=N 4 -ANAFLIZZAFLELT, 3-T M+

V=2 A F YT FINIRATINEFEDOFFYTUFNZZATINEEITE I EMN

T& %,

X (1) TEHLINIFRADIGMIE LA DHFEICLDEEIN M,
20 ToFELuv—0EZEFhid, A, X (VI

R 0 0
X 7 7 oy’
X SN e (V)
i

(X, X2 @3, 7vFBEF. BEFEF. REFEF. Bl LCIIEBHRD
T2 VANKRZNLNBTHRREEZEH I HAS30BHRLLCBEBEROT L+
WAL RZNED, REBEE L THIETIERELZFHD L.
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YPROA (L) TEELEY TH2h, 3R (VI 1)

Y31
Y32

(VIT)

(X Y BLRUY R 79y REFHEVRREH 2 AS50T L+
ANVFZINAF O EERDT, )

TELSINBETHD, R'C R, R A BXUX . = (1 1)
TEFRL, WETHMBICHEELTWVWAR® . R . R'', A! BU X'
LRILTH 3]

TERbINsLEM. /23, R (VIT D)

R 0 0
8
X ~ "N | 0y *
D (VIII)
Rlﬁ

(X, X7 B 70 REF, EXZRT. BEXZEF. BHROLLRESHO
T2 ZVANFRZNBEELRRER LIPS IOBRLLUEEERO T L&
WANFZINBFO, BREgEEE L THRETZBREELREDL, R'*, R'7,
AV XTBERUY BR(IV) TEELA, T3 0BISELELT
WBHBR''V R, A? { X® BLUY? ERILTH B, ]
TEbaha{Lahs.

# (1 X)
(CHy )y
Rlll R?
>N
e -
B g N—H (1X)
8.4 RS RG

[RXep. R @3 K (1) TEHLAR' LRALTHBhEREBT: /B
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DirEEEZEZEDLL. R? V. R V. R* { R { R . R” BLUnli. & (
1) TEZLAL, WCTANBREELTVWALDERLETH B, ]
TEDLINLILEMOESIVEBETOBMMEERIEIEEI Ltk > TalEd
5 EMTE B,

Ricid, G =@ERL, $23BEREEALESFTHIENTE S, RIEIC
FEATIERE. REEFHTTAERE T IR F L. MAIF. UAF L2
FEINEYVD U TR MIA, 25—, sOORLL, UAF
WHEILLT IR, PAFALTERFT7IN, N=-AFALEOY Fy, FF5¢E
FO75 00K 3= X MF 275 /- LEREINSOREMA ST S
EMTE S,

R, BRERF/LZIEREEDIINBEZEK,. fla . 7LH 1 4
BLLARBTALAY LT HEBREESCRBERBKEE. 203 Y5
TIVv.EBEUVYUyHBa0E]1, 8-YVTHE Y /O L FE VEOTEETT
TODMHEL L,

RICERER, 8%, ERUTVWL200CoBERBTILA, 7L 13
CBETL25CHhO IS5 0COEHETHS, RIGHMIZ 1 5905 4 88
MTEWHA, BHEE3I 0920 2B TEET 5,

TI/EORBEELTER, CORFTEFEFRAINATVWIEEETHN
WE, R, BE=ZR TV FoAMEZLE, 2, 2, 2-FrYy 200z
PFYANFTZINBEOTLNIF ALK ARBE, RO LAF o hAE
ZNVERFIANFIRVOLAFVALFEZLE, RS baRy IS
FUVANMAZILBEDOTSILF N AFOALEZNEE. TEFLE, £
FrT7EFUE, PV TLALFOTEFLE, JoaT7EFALE, ENOoq 0
E.FRLILVB. RV IAVEZOTVLVEE, E=Z7FLE, R VU LE
NS b ORVIUILE. RSAMNFIURVILE, M) T2 AFILE
FOTLFLVEH, FLRTIVFLEE. AMFVAFLE, E=7 4
VAFLVE, FRFFEPFOESLE, 2, 2, 2-FYsoox hFoA
FLEFEDL—-FILE. PYAFLVYLE, A7 FabLSAF LY N
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B.BZTFNIAFLVYLE, PIRVIALYLE F=ZTFILT D
VYU LNEZEO VY ILEEEBIFBZIENTE 3,

Y BEUY'' 2 REH I »S0 60T VFLE, BEK2ASTOT L
TFVAFULBELRRERINPSEDOTAF UV UELE 722 L EN SR
SNET =T UFVEDEE, —RRICALE BT LT LOMKDERIC
OB Es REEMEAE T TUETZ L Is-THNYTZHILE LE
WCEBRT A ENTE 5,

YO, KX (VI

—B. (VID)

TEROLDINZHEDHE., L& (V1) &tad (1 X) 2R
CEBMECREEMEAH T TAET A LICI0ESTAALE VEEICT R
TEHEILENTE D,

Tl BRRENLELSHER, REBCHELABYBEGTRELZ LR
ZLTH (D) TRINZ2ENLEMEBLI LN TE 2,
ARPOMLEMRI. BORBEEAZATI LA OAG,. INBLURE
AOEREL L THBRECPASOREHNE LTHEATE I EMNTE S,
ARPOLGYMEANGHEOERE L LTHEMTIEE6. 85812, KA—H
H72050mgnslg. HFELLER1I00megAS300mgo@mETH
%o

ERHBMALLTORSRI. B#508M (BAETH 31, 5301 FH
THENF) . LETNEHYOBBHEPLPKRZSI, RELAFEBOEE. £
BERE-TRNLZN, —ABELT—HBOHIIRHYOEKE L Kk gM47%D 1Im
gnro200mg. HFELLWR5mgnS100mgD#aH<TH 3,

CO—HE 2—HBI1EB. 50VE32»5 48133 TRSE5T 2, £7:—H
B, LECL->-TREZBOEBEBATL I,

AHERPAO(LEMEI., BHOBRREOFRR LS ALFEHOMEMEIZH LT
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EHETHO., CNoDORBEEICL-THHERIINBERELEEL. FEHL
CERRERTSEILENTE S,

ARPOILEMREN AN T ) THERXI N7 7Y THBEYRE LT,
TRORER. ALBL VKB, dlLCYERE. BRE. BARE., ~F
PRMLVT hayAZRE. KB, KBE. Yhonrs sy —B. V¥ 5B
REBHE. 27005 -B. ¥3FTR. 7orv 2B, GBEE. 17
WIZVHE, Toa bR 9—-B. AvEORs s —B, bSa—-—=<45 3
DTEERTBHILENTE 5,

FRNINCOFRBHEICL-THHEZEIINBFERELTR,. EFL. ¢
EDL FE. BER U UNE (B . 0 OE. RTERE. TR,
EREtE SR, REnnEm. MPMEARRE. FUIRKE. /E - 85 - Fiely
OREE KRB, WREAR, BHEIEXR. BHE, BHSEIXR. &F
XUGRIE. VEAMNAMIEIR. BHEFREBO KK, ML, BEE
Ry BMR, BIALIRR. Bl MEMRER, EHESERERX, Bo>S
Z.BEER, MEERA. BR, FEMBER. FERNKE, <L LY Vg
Z%. REBRZE, XHME. RER, BRRX. ARAEB. PEL, JI8BX. B
B, wHaRER, AR, EER, CHKRL, BUMAE. $ER. KE®
FEFEPRTHIENTE B,

FRARPOMAEHE. BYVOREEORRNE L I2Z3BOHMEY . FlZ 1T
IVIUFTREHALELRTB. SAVUIB.AETLALZIB, ELF
TR, A0y ARB. 23S ARBRFIILESNTH L, BiEW
BEREGEFART 2L, BETRABEE. VEEM., B35 F 72E. ¥
BaLS, mHEEIY -, 7VIEREE. 1375 X<BREEH. BT
FABEE. YLVERSE. SAYVUSE. AT T4V ABRRE., ZTHEHS
R BHERRR, 241375 XREES. S TRABEE. Y LVEX S
E. HMEMME. <1373 X<BRE, $HE. LIBERE. ATlRAE
EERIMAE. YA EF T BAE. HOHROE. TSZERE. BRAS, 7
LT TRBHERER., BRR. BHEAR, NET7 4 VZAREE, FlH0
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THI. AT S X RBREFEZEEB TR LT3,

ARPBONLGMH SR 2 MERANG. F5FI00 U HY 08I 28R L.
EBHRAVONTOAZHERMOBREICL - THE TS, ARBLAYE
THRETHNBARAOREE LT, FlAE. &H. 8H. BEH. /7 +
LEIS . BA. voy TH, T UF S LEL LSO LABOBBES 2
EORBHELTHRTE 3,

EFHBELTE, "HAP LTS, HRE. FRBHREEATLE b
BO. INOoOHPHEBL L bHIBREBTEITNPE., B BRE -
SoTEEHAME LTHBEAY MM ELTbL Y, $1-—B582 2%
KIRMLTHEC, TREREBER—DOERITNMLT L X,

FIAREBELT, BigHl. BBiE., ILBiK. KB, XL, 7y — L.
D=2 v BLUXTLV—FE2FRTE 2,

BREHAELTR, BHAAYE L bIIBRZLEEIATVW AN
FH MIAARRAFECREFE. S45E. PEIGE. BREENE. &
MAE. MAMESFELBICG LU TERLTEAL., 8ALT 3 - T
%,

MEEAE L TR, B, MBRBLUVALBASEE BT 2 LA TE 340
ERINAE L THERBLA. FLEHSESC L L 5B,

AEPAOEMEHMICBRETEIHEL L TR, BiES 3V IREHDIZE
GLTREOMNICRET 3k, $/0—BiFEime Lk, BEiEL L 1B,
BRI GICRN L TROMICEREST2HE, il -TR5T2H5E5% 6
TTAIENTE B,

ARPAOIEMEHYICIEE T 24-P08HE L TR, CORFIzRWT
BEAVONTLAHEMITE>T, BHE. #H. WA, TEMA. > o
TH. BREISEZVREHMET I LN TE B,

RACHEIN L G %R
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Ewfl 3 oLam 00. 0 mg
a— VA —F 23. 0 mg
CMC AN L 22. 5 mg
EfoFoAF o —2x 3. 0 mg
ATT YV vEE= T vy L 1. 5 mg
REt 50. 0 mg
BEIG 2. [(Big#)
EHf S DLah ~ 10 g
Bl 2 7KBEAL+ ~ U Y L 5~ 2 g
NI F O ERERZF L 0. 1 g

X5 &K 88. 9 ~ 98. 4 g
it 100 ¢
B3, (fEHRBREMHEH)
EWH T OLEY 1 ~ 10 g
I—-VRY—F 98. 5 ~ 89. 5 g
BH KT A B 5 g
it 100 g

RPETEHET S 00ORKBORRE

RICARPLEERG EBEFICIOBRAT A, ARBICNICETEIL
5bDTRIB W, g/, BHLEYORBEEHORB A EIZ. BA(LEHEE
FRIEFDEBEFICELTHV., FOEREMIC (tg/ml) THEIZE

L7,
(&ZH 1 -1]

(E) —xF )V 3- (1l —-F=Z{k T hFohALE= LTI/ v 070r
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Y FaxXy) 77—k

0 g 0
H/UKN\ng\é — XO%(%K:AO/\

F-FZR T F AR AT I/ vrarav sl L7t F (1

0. 99g. 59. 3mmol) BLY (AR 4510 pY T2
SEAERS L (27, 6g, T5. 2mmo 1) 2V 2poA4y (30
Om 1) KEMBRLTLBRMARER. BREREELL, BEYE L yHy
NAZL7ORbMST74—1XfF L. n—"*FH 2 EBEBIFL=9. ]2
RurEhiElns 9. 23g (61%) 0RO EE:,
'H-NMR (4 00MHz, CDC1;) 6:6. 48 (1H, d., J=
15. 62Hz). 5. 84 (1H. d, J=15. 62Hz), 5. 090
(IH. brs), 4. 18 (2H, q. J=7. 33Hz), 1. 45 ¢
9H., sJ>, 1. 28 (3H, t, J=7. 33Hz)., 1. 28 (24,
brs), 1. 16 (2H, brs).

(&0 - 2]

TFN PISVR-1 =R Ih—4 = (| —B=ZB T+ ALE= LT

i/vrso7obEl) ko) Yy -3 -HLEFL S5 — K

(E) —xF) 3~ (1 -FBEZBT M+ v HLFE=Z LTI ) r0F0
) 7oxX/7—F (2. 91g, 11. 38mmol) BLUN-~°
PI=N=(n=-7bFIAF)L) PUAFILDYLAFLTIY (T, 4
3g. 26. 59mmol) #Ys0oAsy (40ml) KERL., =F
SEST. P72 LA oOBBEOS 700450 IMEGHE (2. 66m], 2
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66mmo 1) ZMA. ERICTIHMERLL, RIERTER., RIGEx
BAFNIRBRKFEF b U T LkBw. BMELF MY Y LKBEDNEIZ &S L.
BB MU D LICTHBRE, BRERE L, BEME L UAF LA S
L7ORbMIIT74 L. n-A"NFH L BRI FAL=2:]145F 7
BHENSBRERMEER2 /7 00FLA-n —~"FH L IDERLL. 86
fHHIR&3. 06g (69%) DELZO{ILEMEBL,
'H-NMR (4 00MHz, CDC1l3;) é6:7. 34—-7. 21 (5H
m), 5. 14 ClH, brs), 4. 13 (2H, q, J=7. 33H
z)., 3. 60and3. 56 (2H, ABd, J=13. 19Hz) . 3
21-3. 11 (lH, m), 2. 87-2. 76 (1H. m). 2. 1
5—-2. 64 (1H, m), 2. 55-2. 45 (1H, m), 2. 43-
2. 33 (C1H, m), 1. 43 (9H, s)., 1. 25 (2H, t, J=
7. 33Hz), 0. 98—-0. 88 (IH,. m)., 0. 86—-0. 73 (
2H, m), 0. 72—-0. 63 (1H, m).

[(ZEH 1 - 3]

PSS VA1 =NV ONh—-4 = (| —"B=ZFTrFoHANE=ZLT I )l

oD7obE ) —3 -t RNFIUAFALEDY O

BETHSIT. KEMAVFILTLI=ZYL (381mg. 9. 54mm
ol) TWAKF P Fo7352 (30ml1) IcBMBLTKAT. =F1
P VA1 - RPNV 4 = (1 -FBEBRTFFOALE=ZNT I VY
D7oEL) oYY r—-3-AAEFrS5S—k (1. 24g, 3. 18m
mol) OBKTFISENOTSY (1 0ml) BilE 1 5B THTLLE

2 6
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o FBICT4BFREREK, RICICKGEKRKERAICMA 7, RIESEHAE +
T4 MEE (700K LBER) L. BHEBEZOMLE, KBx /7 o0o% L
L (5 0m1X2) THEL. BREBLXADE THAKEE > MY v L1 TE
B, BEZEELELZ0MED. 1. 12g (>99%) 287,
'H-NMR (4 00MHz, CDC1l43)6:7. 34—-7. 23 (5H
m). 5. 01 (IH, brs), 3. 61 (2H, brs), 3. 59
(2H. s). 2. 95-2. 87 (1H. m), 2. 63-2_ 449 (2
H,.m)., 2. 37-2. 27T (1H. m)>, 1. 98~-1. 88 (1H,
m), 1. 43 (9H, s>, 1. 25 (2H, t, J=17. 33Hz),
0. 94-0. 84 (1H, m), 0. 84-0. 70 (2H, m). 0.
T0-0. 62 (1H, m).
(EMH 1]
S =TI/ =-T=[b53vA=-4-(1=-TFT3i/)v%0FokFLl) -3 -

Fo* A Fh-1-Foyv=)] —1l-vyroFabi—-6—-7i4+n0

— 1, 4=V RO-8—-AFh—4-FFIF) ) -3 —-HILEE

HO NOOA<
gfﬂ* ST

PSR-l =RV =4 - (1 -FZF T rFoa0E LTI )0

sa7ob ) -3 - FFUAFAETYYY (1. 10g, 3. 18m
mol)%2x% /-0 (50ml) ICEMBL. KEEIL/SS DL (500m
g) ZMA. KEZHKTERICT]. SHMERLL, REMEBRE S
1A MEB (25 /- Vil LTHERERELL, BEMB X5 -7 3 /
—l=-Y72o07abir-6, T-Y7)040—-1, 4—YtFo—8§ ~ 2+
=d=FFVF /)Y -3 -ANVKEUBE (4 T7T1mg, 1. 60mmo |
) BEVAFNANLKFLF (20m]) KAEARL, EETEST. MY 1 F
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73y (5ml) 2mMA. 150°CIET ] R LA, BT E%
CEREIC]I 0% UBKBE®R (50m 1) 2EMA. ook ALL (50m
I X 2) THMELTHMBREBKEEE > MY Y AICTEBER. B2 EL
Poo REWNICHEER (Sm 1) ZMA IREER LA, T2k (5 0m )
) FMA 700K L (50ml X2) THhE LA, KEAZKEILF Py~
LAKB@WIWTpHLI 2., 00ICHBL, 7o0FA L (50m1] X2) Tk
Bml7c, RBICIBEEEECTAKEBEDPDHT. 40ICHABL., ookl L
(300m 1 xX5) KT L2, MR EBAKTEF DY D LICTHBE
EEREABEL. BEWMELS ) - LIDEBEHEE L TEZOLAY 1 6 5mg
(38%) %187,
e 179-182°%C
'"H-NMR (4 00MHz, CDC13) 6:8. 40 (1H, s), 4
06-3. 97 (1 H, m), 3. 85~3. 79 (1H, m). 3. 6
8—-3. 48 (4H, m)>, 3. 47-3. 39 (I H, m), 2. 50—
2. 40 (1H, m), 2. 42 (3H, s)., 1. 7T9—-1. 70 (1H
m), 1. 17-1. 03 (2H, m), 0. 82~-0. 67 (2H, m
>, 0. 67T—-0. 46 (4H, m).
TFESE ; C.oHiFNy O4 &L T
it . C, 61. 38;H, 6. 32 ;N, 13. 01
zMi#E,C., 61. 15;H, 6. 31;N, 12. 78
(&2 - 1]
IFN 3~ (1 -BZHETbFIAHANERZ LTI ) vs7a0Fob ) 7o

45—+

0 —
O?Hymwo%‘ —» »___@

EFZFTZHKT. 7004 F LMY AFLKRRAFKZDL 209 K (5. ]
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56g., 14. 85mmol) 2EKF 5L K075 (30m1) 126
BL.NBREZ-S5SCICBEHE. n—7FLYFILD]. 68M. n—~
FHUoEm (8. 87ml, 14, 90mmol) 253MTET L. &
ERBEEKGTICTI 049, FBICTIBRMEIR LK. HEE-55C
KL, CORGEBBIEIC ] —F=ZHT7 b+ VAN EZ LTI/ o sn
TRy AL FTAFERN (2. 4988, 13. 50mmol) 28
KFPZEFRFOT750 (10ml) CERLAERS 1 03B TE TR, -
SOTCTIME, ROUTKETICTI 0AMEBRLEL, RISEE®EE — 7 8
Citmiil. 1. 6 8M., Nn=7FNYFOLDODn-—~FHEim (1 7.
68ml, 29. T0mmol) 21 0AMTHT®. —78°CT2 04
Bl CORGEBRICTFL sookilbe—F (1. 61mi. I
6. 88mmo 1) Z#HTH., RIGHSHE—-T8CT 1. 5. Ki&T
WTIBREEE LA, KAET. RIGEHBRICHMIIAEK (30m1) 24
 ERBESME. KBEYVZIFLI-FL (30miX2) THEL., &
DU BERELZENAEK (30m1) TH#E%, BAEE< 29 AT
AR L7, EBKR., BELAEEEBL. BEME TS5 9 ol UnrLhS
L7ORPITST74 -l L. n—~"FH L BEBIFIL=5 ] %87
BHENS2., 178g (63. 9%) OEZOILAMEEEBE/MIENE LT
B,
'H—NMR(4OOMHZ,CDC13)5:5.04(brs.IH)
4. 27 (a, J=7. 16Hz, 2H), 1. 44 (s, 9H) . 1.
28 (t, J=T7. 16Hz, 3H), 1. 15 (m, 2H). 1. 06 (
m, 2 H).
(&2 - 2]

IFNL ] =RV — 4~ (I-"FBEZBTrNFVALE=Z LTI ) oD

TOEN) =3 -FoUvy—3-HLFE+os5 -
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N-ANYPNL=N-A(n—TFrFIAFL) PYAFLIYNAFILT
» (2. 006¢g. 7. 17T6mmol) . BXUTFN 3- (] -F=
BT bFoANKZNLT I/ v a0FO0bEL) TabEA S - b (1. 13686
g, 4. 485mmol) Z¥BLAY /7005 (9m]) IEEL.
ERTHERT. 1. OMMY LA OKBEOY 700445 Vil (0. 72
ml, 0. 7T72mmo 1) ZMA. RIGIHE% 3 BEIEMR LI, RISHICH
BEK (20m1) 2#MA. Y2004 (20m] X3) THE Lk,
EOEILHEBBEEMAEK (30m 1) TPk, BAEE< %20 L
CTEBLI, BBk, BREBARGBL. BEMET7S5 922U hu 0
NTL702 7574 -1 L. 700FRLVLAEHVCBEEES 1. 4
49¢g (83. 6% oELoftahrEEmikineE LTiE%,
'H-NMR (4 00MHz, CDC1ls3) 6:7. 40-17. 11 (m,
SH), 5. 17 (brs, 1H), 4. 12 (g, J=6. 83Hz, 2
H), 3. 85 (m, 2H). 3. 72 (m, 2H), 3. 67 (s, 2H
). 1. 44 (s, 9HY, 1. 24 (t, J=6. 83Hz. 3H). 1
14 (m, 2H), 1. 01 (m, 2H).

(&2EH2 - 3]

TFN YA-1-NvIh—4—- (| -BZRT I+ HNLE=Z LT )

v/oZoabl) Fold -3 -pAlEFLS5 -k

30
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EXRJ[AT. Ex (Ev2o (2. 2. 1] A9 -2, 5—-Uxy) o
J@A(I)N—7D5—F(54.5mg.O.l4mmol)\$&U
Lo 2-E2 (9722048274 7) 242 (67, d4mg., 0. 1 Tm
mo l) ZEMBMIALAAS /- (25m 1) TERL,. TET] 04
BIER L 7co COMBBBICIFIL | -RUUl—4 - (] —B=8H7 h
FUANRZANT I/ v 7070EL) -3 —-FOov-3—-ALltrss
—hFC1. 090g. 2. 820mmol) %8B, BELiAs /) - (
Loml) RERLABHREMA., CORGESKETHEST (1kg /¢
mz)\iﬁufz.Sﬁ%ﬁﬁbto&mﬁuﬁﬁﬁ(lg)QMi\i
BIST3 0NMBE. 74 PE2BEUTHEB (A5 /- L. Bitdn
ERE®R. BEME IS v v av )AL AS LI O IS5 9 4 =12 L
s N EANFY BB F =5 | EMOARBEREEAS]. 0T 1g (9

T. 8%) OREDILAMEERERE LTELL,

'H-NMR (4 00MHz, CDC1l;)6:7. 40-7. 19 (m,

SHY . 5. 07 (brs., IH), 4. 13 (g. J=7. 33Hz, °

H) . 3. 63 (s, 2H). 2. 87 (m, 1H)., 2. 67 (m. 1H

). 2,54 (m, 1H), 2. 35 (m, 1H), 2. 15 (m, 1H)
1. 79 (m, TH), I. 46 (s, 9H). 1. 23 (t, J=1.

33Hz, 3H), 0. 85 (m, 2H), 0. 69 (m, 2H).
[ZE/ 2 - 4]

YAZ L =NV IN— 4= (1 -FEZFG T VF ALK LTI /)~

OEIL) —3—-bERoFo2F )P0y oy
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0{0_?“40 Hogm{«z "é
o~ N
" O
EFRTFHKAT. KEMRYVFOLTLIZYA (195, 6meg, 5. 15
dmmol) ZHEAKFFFEFOT75Y (40ml) %BL. —15°CIz
THEHET. 250 V2= 1-XUIh—d~ (| —E=ZHBT o H L+
T I/ vzaF7aobdl) oy vy -3 —-HAAEEFL S5k (1. 00
lg, 2. 57TTmmol) Z8KFFZEFO 752 (1 0ml) 1248
Licimiiz | 5OMTET LA, RICHBHEEKETIZTS. 5miElg
CIHEIK (5m 1) ZRAICMA, BILERBICT] 5 9MBERLA., RIEM
BEEELSA M EBLTESR (PTFLI-FL8E) L. Bt RERE
HEBRLT, 833, 9mg (93, 4%) OEROILAYEEEHEY &
LTiHF,
'H-NMR (4 00MHz, CDC1l;)8:7. 39-7. 00 (m.
5H)., 5. 10 (brs, IH), 3. 69 (m, 2H)., 3. 58 (s
2H), 2. 99 (m, 1H), 2. 61 (m, 1H), 2. 51 (m,
THY , 2. 27 (m, 1TH), 2. 00 (m, I1H), 1. 94 (brs
I1HY ., 1. 74 (m, 1TH)., 1. 42 (s, 9H) ., 0. 90 (m.
lIH), 0. 74-0. 61 (m, 3H).
(&#&f2-5]
VA4 (V-FBEHITrFVANVEZALT I/ v SO l) — 3 -

EvNofoAFrny oy
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HO NH4 0
4
N o—é . HO}?NH : :
@ N
H

9x~1—Ny9w—4—(1—%Eﬁ7b%vﬁwﬁ;w7i/v7m

7obElL) -3 -t FoF*xovAF ooy 2y (8§20, Ilmg, 2. 317
Emmo 1) 247/~ (50m 1) IC/ERRL. SX%/NS Uy LR E R
(K%;SS.6%,750mg)%MXt%\KﬁMET(4.Skg/
10 cm’)~§ﬁﬁ#tto%ﬁ%t54bﬁﬁ(X?/—w%@)Kib%
EH. BEEHTBRBLT578. 8mg (91. 0%) OoBRo{Lams
HE&TENLT 7 R&ELTER,
'H-NMR (4 00MHz, CDC14s)6:5. 05 (brs, 1H)
3. T2 (m, 2H), 3. 15 (m, 2H), 2. 82 (m, 2H),
15 2.28 (m. 1H), 1. 94 (br, 2H)., 1. 76 (m. 1H) .
1. 42 (s, SH), 0. 92 (m, 2H)., 0. 82 (m, 1H) ., 0
61 (m. 1H).
[EREH 2 ]

5—75/—7—[9x—4—(1—7i/v7m7DEw>—B—tFD

20 FUAFN -1 -FoUo=)] -1 -2 F0O EL—-—6—-7l40-]

4 -JE F‘D—B—X%}l/—ll——?f—*ﬁ‘/—‘?-/'J‘/—B—ﬁ}brﬁl/ﬁfx‘

N, 0 0

N, 0 0 0
P L2 Ho NH4 F " OH
W - 0{' — T~y N
F X N
25 A H @ A

OH
yz—4~(1~%Eﬁ7h$yﬁwﬁ;w7£/97u7mew)—3
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—bEFEFIAFAEOY Y (550, Img., 2. 146mmol) %
PAFNLANLFFRN (1 5ml) ICERL. MYJZFALTIY (3. 5m
1Y) 5=-T7T73I/—-1l-vzafobl-6, §—-C704+to0-1. 4 -3
EFO -8 - XFL—-d-FFUF /) -3-AHLEUE (300. 2m
g, 1. 020mmo 1) ZMA. EXZFHEKTFT. 1 50COMisET? 9
BREER L7c, MGE. PAFLZALRFURE2REDEL, B9 A 2 D
ODARAL (1 00mlI) ICEREK. 10%7 = VBKBIH (100m1),
ROTHRIAEEAK (5 0m 1) TPl ARBEEAER 7 %o~ 412
TEBLUIL, #B%., BRETREBHBL. KET THEZYICEERM (1 0m
1) 2@ T L. I|HEERLAL, RISKBR*Y 700422 (20m ] X
4) sEidtk. JKEX 1 5 %KEEL+ MY Y AKBHEIZCTPpHL 2& L., U7
oAy (20ml X2) THFLIL, COKGBiEE | NIEBEICTp H T
SICHABL, 700K AL (1 00ml X4) T LA, &bdis
BREZEHKME 2 v 7 LICTEEL. BBR. BRrREBG L., &
SNIHEERYE2 - TaoR ) - -V, 7oL ~-FLETHERE
SBL.BoNBRKRETOCIKT] SHMEEZBLTI12. 4mg (2
5. 6X%) DELEOILEMETHRBHER L L THEI,
BEE 158, 8—-—159. 9°C (5D

'H-NMR (4 00MHz, O. IN-NaOD) 6:8. 39 (s, 1
H). 3. 99 (m. 1H), 3. 80 (dd, J=11. 23, 5. 37
Hz, TH). 3. 62 (m, 2H), 3. 51 (d, J=7. 32, 2H
>, 3. 41 (t, J=T7. 81Hz., 1H), 2. 45 (m, 1H), 2
37 (s, 3H) . 1. 71 (q, =7. 81, IHY, 1. 18 (m
ZH), 0. 74 (m, TH), 0. 70 (m, 1H), 0. 55 (m,
4H) .
TTHERME; CooH:yFNy 04 &L T

itHE®E; C. 61. 38;H, 6. 32;N, 13. 02

KfE; C, 61. 25;H, 6. 32 ;N, 12. 74
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(&0 3 - 1]
(3R, 48) - 4—- (l-xbFHLFEZ v s70Fa0FN) — 3 - 4

FN=1—-[(S) =1 =-Tx2=)VzFN] —2—-Foy Ky

IS4 AN
o N : - o7 N 0
LTOREREZETHKTIRTT-%, U1 70 ELzFILT7 I (]
37ml, 9. 75mmol) ®F 5RO 7S5 viEiE (40ml) (s
—T8CRKTn-7FNYFYL (5. 39ml, 1. 68N, n—~%+
YEM, 9. 06mmo 1) EMTLA%. 0CETREL. 3 04RIHH
L7ce SRIZ-TB8CIRT (4S) -4~ (- h+oAalFE=Lorn
7aEL) - 1-[(S) - 1~=7z=20xFL] —2-FayFry (2.
10g. 6. 9Tmmol) DF S EFOT75 UK (20ml) 2@T
L7ce 301 S HMB®E. 3av{tAF0 (2. 1Tml, 34. 8Smm
ol1) ZHTL. 0CETREBLANS 3 05MBIHRLL, RIGKRT®%. X
HTICTIAMELT v E= D LKER (150m 1) 2MAAH. ¥ ~5¢E
o735 2@k, BEMZEZ700F%0 L (150m1X3) Tl
 ARBEEKEES M) LTEBRLTEREZELL., BEYME LY 5
TNASLI202 bS5 70— (UAFL160ml, BEEETF L - A%
YTU=203) KTHEL, BXokAaml. 90g (87%) 2187,
‘H-NMR (4 00MHz, CDC1ls) 6:0. 67—=0. 75 (2H
m), 1. 06 (3H, t, J=7. 33Hz), 1. 14—-1. 19 ¢
2H. m), 1. 24 (3H, d, J=7. 33Hz). 1. 52 (3H,
d, J=T7. 33Hz), 1. 98 (1H, q, J=9. 08Hz). 2.
40 (ClH, dq. J=9. 03, 7. 33Hz), 2. 84 (1H. t,
J=9. 03Hz), 3. 39 (1H, t, J=9. 03Hz) , 3. 95
—4. 06 (2H, m)>, 5. 53 (1H. q, J=7. 33Hz). 7.
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28—T. 35 (5H, m).
(ZEF 3 — 2]
(3R, 4S8) —=4-(l=-xrFrhAarfzilvroSfortiLl) —3 -4

FAU—-1—-[(S) =1=-TxZ)VIFN] -2 —-Foy oo+t

S 0/ ‘\J\_X(o\/
/]/: Nj 0 N) 0

0

—_— S

(3R, 48) -4 - (l-zbF Azl rsaoFob L) —3 -
AFI—=1-[(S) —1-Z7z=LlxFL] —-2-FoyFKry (l. 85
g, 5. 8Tmmol) ZXry¥y (1 00ml) IKEEL, o—v v (L
awesson) ®AE(l. 31g. 3. 24mmo 1) 2mMA 2 045MHMm
MERLIC. RIDHRT®R., BHE2FEL. BEYWE LU A»¥ VA5 L0207
F7274=(o0A7FM160ml, BEEEZFIL ANFHU=1:4) Iz
THHEL, SiZofteéml. 80g (92%) 287,
'H-NMR (4 00MHz, CDC1;)6:0. 63—-0. 69 (2H
m), 1. 11 (3H, t, J=7. 08Hz), 1. 15—-1. 18 (
2H, m), 1. 41 (3H, d, J=7. 32Hz), 1l. 58 (3H,
d, J=6. 84Hz), 2. 02~-2. 08 (1H, m), 2. 7T3-2

80 (I1H, m>, 3. 11 (lH, dd, J=7. 81, 11. 23H
z), 3. 65 (1H, dd, J=8. 76, 1. 23Hz), 3. 95
-4. 06 (ZH. m)>, 6. 44 (1H, g, J=6. 84Hz), 7.
28-7. 39 (5H, m) .

(ZEZH3 - 3]
(83S, 4R) =3 -(l—-—ITbhFLvALFZLyr7o0Fab ) —4 -4

FIo-—1=-[(S) -1 -T2} FI] Foyoy
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;[_/X(o\/ \TX(O\/
T . o

(3S, 4R) -3 — (1—1%4’—:/77)1/,'}-:‘;»:/7[37’:7&“)&) -4 -

S

AFA=1-1(8) =1 =Tx=)lxFL] -2 -Foysorsity (]
80g, 5. 43mmol)%17/-—)11(100m1)£:’@ﬁ¥t\'371
—Ev T (1 0ml) Z2MA 1BM3 0OMWAEREL:. REXRTE. &
Bz 4 MgB L. BEERERK L. BEWE 7 ooH L (1o
Om 1) RERRL. 10%7v2=7KE®R (100m1).K (100m
1) BEMAREk (100m1) Q%S ®R. BAKEEF ~ Yy LI TE
L, BlEEEL R, BREMEe VATXAAS LI IS5 T 4~ (o
VAT L6 0ml, BFEETFI : AFH =1 1) cTHYL. Bap
LaM558me (34%) 2817,
'H-NMR (4 00MHz, CDC1l.,) 6 :0. 75-0. 83 (2H
m), 1. 02 (3H, d, J=6. 84Hz)., 1. 1 -1, 14 ¢
ZH. m), 1. 21 (3H, t, J=7. 08Hz). 1. 30 (3 H,
d, =6.59Hz).1.70—1.78(1H.m).2.04-—2
IS5 C1H, m), 2. 19 (1H, dd, J=6. 35, 9. 03Hg
>, 2. 42 (1H, dd, J=9. 03, §. 83Hz)., 2. 58 (1
H, t. J=8. 55Hz), 2. 67 (1H, t,. =8. 55Hz),
3. 13 (1H, q, J=6. 59Hz)., 4. 05—4. 1 1 (2H, m
). 7. 21-7. 33 (5H, m) .
[(Z2Z0]3 - 4]
(38,4R)—1—N>9wﬁ$9ﬁwf;w—3—(1—1b$th

Ty s7o7Forl) -4 - AF oy oy
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o
S0 “mx(o\/
0

A —
K@ y
Z
(3S, 4R) =3-(l-xzhrFvhalFzpvrosobil) - 4 -
AFNN=1=-[(0S) -1 =7z=0xFL]) EFoyvr (1. 24g, 4
I13mmol) 2970045 (40ml) AL, 70DLFEN
U (0. T66ml, 5. 3 Tmmol) B FLA,. HFETKR. RIG
mE 1 BE3I 0N MARERLL, RICKTH®R., BIRE*FEL. BZHE o1
RNTNATLIOZT TS50 = (UAF LT 00m], BEEEZ F L - A
FHr=1:4) ICTHEL. ZLZ0L&W 1. | Tg (88%) 287,
'"H-NMR (4 00MHz. CDC1l,;)6:0. 69-0. 77 (2H
m), 1. 04 (3H, dd, J=6. 83, 7. 81Hz). 1. 20
-—1. 26 (5H, m), 1. 75—-1. 87 (1H, m), 2. 27-2
37T (IH, m), 2. 91 (1H, dt, J=2. 93, 10. 25H
z), 3. 32 (1lH, dd, J=10. 74, 21. 49Hz), 3. 5
9-3. 75 (2H, m>., 4. 07-4. 13 (2H, m). 5. 12 ¢
2H, s), 7. 21-7. 33 (5H, m).
(%63 - 5]
1 - [ (3S, 4R) — 1 =RV INAFVALFEZ L —4 -2 F ) -3 -

oyo=)] vr2aoaX A ILE B

\rﬁ(o\/ \ y OH
0 — 0

N N
l )
/A A

(3S, 4R) =1 - RuoAFIVHLE=ZIL=-3 - (1l -2 rFp
VWE=Z v 7o07obL) —4-AF M0y (1. 1 7T7g, 3. 66
mmol) Zx7 /- (1 00ml)ERL. | HEKELF MY > L

3 8
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AREW (11ml) 2MA. BBEREMAZER LA, RERTH., Atts 3+
LTE%MKO.Sﬁﬁﬁ@*@M(BOml)%mitoCh%ﬁ@l%
V(5 0mIX3) THEL. AREEK (50m 1) BXUmis(+
PUDLKER (50m1) OIEICTHA L. ThEEBKERF Y > L
CTEBRE, BREFEL. ET0a]. 20 g s ERBIIZE -,
‘H—NMR(4OOMH2,CDC13)5:O.77—0.85(2H
m).1.05(3H,t,J=6.84H2),1.25—1.35(
2dH. m), 1. 69 (1H, q. J=9. 57THz), 2. 34-2_ 4
6(1H.m),2.90(1H.dd.J=6.35.9.57Hz%
3.39(1H,t.J=10.26Hz),3.59—3.75(2&
m). 5. 12 (2H, s), 7. 30~-7. 38 (5H, m) .
[(ZEH3 - 6]
(BR., 4R) =1 =NV INUAF v HLEZ L -3 (| ~E=Z@HT + +

VAHNEZLAT I/ v s0FabEN) —4 —AFLEDQY DY

' OH ) NHBoc
0 —

¥
Z

N
)
Z

L= 0038, 4R) =l = RUUUAFUALEZ L -4 — X F )L -3
—EOUTZN] oo ToS U ANLEVEE (1. 20g, 3. 66mmo
L) ZHREZRTFALTL2-0 (50m 1) KERL, V72201 VET
R0, 846ml, 4. 39mmol) BXUIYUZFAT I L (],
0O2ml, 7. 32mmo 1) #MA. | 9EMMMBRL:. RIEKTE
EREREL BEVEVUATLASLIOR NS T 40— (LY By
M120ml, BEBEXF L AFH =1 2) cTHEHL., E20LAY
0. 793g (58%) %187,

'"H-NMR (4 00MHz, CDC1s) 6:0. 52-0. 60 (1H

m), 0. 70-0. 82 (2H. m)., 0. 90—-1. 01 (1H., m
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>, 1. 15 (3H, d, J=5. 3THz). I. 41 (9H, s). 1
43-1. 50 (CIH, m), 2. 08—-2. 17 (lH, m), 2. 9
1 (1H, dt, J=5. 86, 10. 26Hz), 3. 28 (1H, t,

J=10. 26Hz). 3. 57-=3. 73 (2H, m)., 4. 80 (1H
d, J=7. 82Hz), 5. 12 (2H, s), 7. 29-7. 37 ¢
5H, m) .

[EREH 3]

5—73/=-T-1(3R, 4R) =3-(1=-73i/vr2a7ogtl)

!

4 - AFN—-1—-Foyo=)L] —6—-—7NA4Ao0~-1- [ (1R, 28) -

e —-—7)NFaovrsoFoEN] -1, 4 -k RFo~-8—-AF)b—4 —-F*F

VF )Y -3 —hIH U

N, 0 0 N, 0 0

(3R, 4R) -1 XNV INUAFIALRKZIIL-3 - (1 —-E=ZHTH
FOoANKZNALT I/ v7aoFaobEN) -4 —AFLEQYY Y (T93m
g, 2. 12mmol) 2% /=0 (50ml) ICBERL. 5%/55o0
LEFE (T90mg) 2MASKEICTKRKERMULU:z, RIGETH. 5%/
SUOLKRFEZEEL. Y/ L ERELL, BEMEIAFILINLRF
YE (8ml) wEEL. PV F LTIy (2ml) . 5=-T73 /-6,
T-V7n04o—-1—- [ (1R, 28) ~-2-7lFvsasabl] -
l,. 4-2bFa-8-XFI—-4—-FF/F)Y) -3 -hHNVEKE B (3
30mg, 1. 06mmo 1) 2/MA150°CIcT 1 8BMBHRLL, RIL
MTHR. PAFLANLFF Y FEBEL, REYIC/7o0o0FkIL A (100m
1) ZZ. 1 0% 7= V8 (100ml1) . fafu&EARk (1 00m1l) @
Mok Lico ARBEZEKTBE > MU 2 LICTHBR., BHE2ZEL 2,
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REYITKET, BEBR (1 0ml1) 2FTL. FBICTIEEER (L7
o RIGHTH. RIGKEZV 700452 (20ml) KTHEEL:, kKEE
KBRS b U O AKEICTPH ] 2 & LABREMICTPHT, 4108 L
7B ERLLA (10 0ml xX4) ieTiit L, ARELXALE TEKE
BEF bU D LICTEBRE., BREFELL, BREVE LY AXLERB Y 0 -
h7574—XffL. 700KV A A/ ~=3: | BEAROTETE
BN E L oy U AFVEREBRICTHlE L, BRAFEL, B85 hs-
BEME 1 HEOEBKER (6m 1) ISARL, TEICT] 05mERL
oo BREZBEER. BoNHBERKE AV 7TOEALT LI - L LD EEE
Ly 20, Img (4%) ofE2oltamriae,
REE:203-205°C (542)
lalo®=-162. 93, (c=0. 205, 0. I NKBE{+rYy™
LKIE®R) .
'H-NMR (4 00MHz, O. IN-NaOD) §:0. 35-—0. 4
1 (1H. m), 0. 48-0. 60 (3H, m), 1. 10-1. 15 ¢
IH. m)., 1. 12 (3H, d. J=6. 35Hz). 1. 40~-1. 5
5 (ZH., m), 2. 26 (3H, s), 2. 18-2. 24 (1H, m)
3. 30 (1H, t, J=8. 55Hz)., 3. 29-3. 51 (2H,
m), 3. T6-3. 78 (1H, m)., 3. 89-3. 94 (1H. m)
4. 96 (JH, dm, J=Hz65. 91), 8. 25 (1H, d. J
=2. 93Hz) .
TTHESHE; CooHoeF2 Ny O3 *HC1 - 1. 25H, O& LT :
itEfE; C, 53. TT;H, 6. 05;N, 11. 40
#£iMifE; C, 53. 68 ;H, 6. 05;N, 11. 12
(B0 4~ 1]
4 - (S) —(l-xbFvhLF=Nyr/DFBEL) =3~ (R) -

Po+v—-1-[1-(8) —T7=x=/AxFN) —2-Foy Ky
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z
v
O

=z

EEFHEKT. V4V 7obEAL730 (3. 93ml, 28. 0Ommo |
) ZEMAKTFPIEROT7T Y (200ml) ICHARBRL. —T8CIZiBHL#-
B, 1. 69M. n -7 FNYFILDOn—~"FHUEK (15, 9m 1,
26. 9mmo 1) 1 0 TET LA, RIGHEZ0°CIcT2 0B r
L7, —T8CIRKEL. 4 - (S) = (l-zhFovHaAE=LsD
JobEl) =1 - [1—-(S8S) = 7z=LxFNL] -2 -FoOYF> (6.
T4g, 22, dmmo 1) DEKRF IS LR 75 B (4 0m1) %
1 5 THT L, RIGHEEX - T8CIZT 1 04R8I LAK. RigizT
MBRLABETAVCTRAZBETESE L, RIGEE - T 8°CI2T2 0
SEERE. RIS 7 v 22y LakiEsiE (200m1) 204
oo SNZERETHBELAK, BREBEIMLA, KBEVZF LT —F
W (200mlX2) THHL., @bealELIBAKERE 2y 41z
THB LI, BBR. BEEMERBEL. BEWE T v va v YnsriLy
U2 r7 74— L. n—"FH L BEIFL=2 . 152BVIEYN
Hmos5. 21g (7T3%) OEZO(LE&YEzmEmKEME LTEL,
'H-NMR (4 00MHz, CDC1ls:) 6:0. 86-0. 96 (2H
m), . 13 (3H, t. J=7. 08Hz), 1. 18—-1. 30 (
2H., m)>, 1. 56 (3H, d. J=6. 92Hz), 2. 38 (1H,
dd., J=18. 06, 9. 28Hz), 2. 81 (1H, t, J=9. 2
8Hz), 3. 50 (2H, t, J=9. 28Hz), 3. 99—-4. 07
(2ZH, m)>, 4. 11 (1H, d. J=9. 28Hz), 5. 48 (1H
q. =6. 92Hz), 7. 26~-1T7. 36 (5H, m) .
(&6 4 - 2]

3= (R) —BEBTFAIAFALLYNLAFL 4 - (S) — (] —x b

4 2
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FoANFZN s OTOEL) -1 - [1 - (8) -7 )T FN]} —~

2 —Foy KNy

4—(s)—(l—ll\fr:/ﬁfb#f:_}b:/7u7“mt°}b)—3—(R)—
EFDFY -1 - [1-(S) =722 ZFNL] —2-FoOUyFy (7.
26g., 22. 87Tmmol) MK AFARLLT I F (T5m]1) Iz
BEL. A3V =0 (3. 90g, 57. 3mmol) £I0Ar-1%. =&
KT 0oMERLL, ChEFE=ZR7F L0094 F L5 (4. 3
2g. 28. Tmmol) 2MA. 4EMEIR L., BEEREBRE L%
 BREVEFBEIFL (300m 1) WEHEL. K (150m1) . 8f0E
BARKCIS0mIX5) $8FAEA (150m1) OIEICESE. EKE
BEF bUDLICTY R L, BB%. B MERBL. BEME TS5 .5 o
2 VATN7O0R b5 T 4 —12fF L, n—~"FH L BERIFL=F -
L ERVIBHENS 8. T4g (88%) OEROILAMEERGIEY
LT/,

'H-NMR (4 00MHz, CDC135) 6 :0. 043 (3H, s),
0. 122 (3H, s>, 0. 54-0. 63 (1H. m). 0. 79 (9
Hos), 0. 95 (3H, t, J=7. 08Hz), 1. 03—1. 15
(3H, m), 1. 38 (3H, d. J=6. 98Hz). 1. 61-1.
90 CI1H. m), 2. 83 (1H, t, J=9. 28Hz). 3. 13«
IH, t. J=9. 28Hz), 3. 81—-3. 90 (2H, m), 4. 4
8 (1H, d. J=9. 28Hz), 5. 36 (1H, q, J=6. 96H
z) ., 7. 14~-7. 19 (5H, m) .

(ZE0 4 - 3]

S— (R) “HBEBRTFNIRAFNL YA F Y =4 — (S) — (] —x F
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FoAhFZ N s7aFabENL) —1 - [1=(S) —Tz=0xFL] —

2-FoyUrFiy

(o) (@]
TBDMSO TBOMSO
e jag
0=y > STON
ae as

3—(R) —BEHZTFUIAFALYYAAF Y -4 - (S) - (] -z

PEYANFZLY70FOEL) -1 - [1=-(S) —Zx=pxF]
—2-FOoOU N EGEBEXCEY (200ml1) cEiEL. o—-v Y (L a
wesson) #AE (4. 49g, 11. Ilmmo ) Z2MA. 3
Bl RIDEEZMSH. NVEVEHEREL. BEME TS5 92 2 o
WATNVI7O0% bS5 74 =L, n-"FH>  FBEEBEIFIL=4 1%
AuwradHEnsro 7. 96g (88%) OELOLAYMALKERBIKD &L
TH7,
'H-NMR (4 00MHz, CDC1,) é6:0. 176 (3H, s),
0. 327 (3H, s>, 0. 63~-0. 68 (1H, m)., 0. §82—-0
95 (1H, m)>, 0. 95 (9H, s>, 1. 11 (3H, t. J=71
08Hz)., 1. 15—-1. 20 Cl1H, m), 1. 29-1. 34 (1
H.m), 1. 58 (3H, d. =6. 84Hz)., 1. 68~-1. 79
(IH, m>, 3. 27 (1H, t, J=10. T4Hz)., 3. 44 (]
H, dd, J=10. 74, 8. T9Hz), 3. 99—-—4. 01 (2H,
m), 4. 93 (1H, d. J=8. 30Hz), 6. 38 (1H, q, J
=6. 84Hz)., 7. 44-7. 46 (5H, m) .
(ZEF 4 - 4]
3= (S) " BZRTFLALIAFLVYALAF -4~ (R) — (] - b

FoANF= NI TOENL) -1 = [1=(S8S) —TJz=pzFIL] ¥

oYyoy

4 4
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3 — (R —HBIEZRTFAIAFACY LA FS -4 - (§) — (1 ~-=x
hFoALR=ZNYIs7oTOEL) -1~ [1 - (S) -7z F I
—2-EBYYYFAL (T, 96¢g, 1T. Tdmmol) A#MAKT S J
L (49 0ml) KERL. 32— v 7 Lt (25m 1) £2MMA 7%
A OSRMARER L, MBELS A MEB () —LBS) mLDR
Th. BREEHEBRBLIZ, BEYE 700504 (400m1) 1AL

LOX%T»®=7Kkig (300m1) 7Kk (300m1l) . 89fAEK
(300ml)mﬁt%ﬁﬁ\ﬁm%&+hUﬁAtf%ﬁLtoE@%\
BREBERBEL. REMETS v va v VAKX LI 0% NI 5T 4 —icfd
Len="FH%Y BEBRIFL=6: | Z2HVCEHEASS5. 48g (7
4%) ORTO(LemrEmEmkne LTBx,
'H—NMR(4OOMH2.CDC13)6:O.023(3H.s).
0. 038 (3H., s>, 0. 61 —-0. 64 (1H, m), 0. 83-0

85(1H.m).0.84(9H.s).1.11—1.13(2&
m)'l.17(3H,t,J=7.33Hz),1.29(3H.d.J
=6.83Hz).1.74—1.79(1H,m).2.35(1H.t

J=9.27Hz).2.62—2.67(1H.m),2.74—2.
77(1H.m).3.16(1H,Q.J=6.51H2).4.00—
4. 06(2H,m).4.33—4.37(1H.m),7.23—7.
30 (5H, m) .

(ZEH 4 - 5]
| =N INAFYANFEZN -3 - (S) —FEZBTFALSAFILLY L

f$9~4—(R)—(1—1#%7ﬁ»ﬁ:»97u7u5»)EDUJ

<
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b4
v
Sz

3-(S) =EBZH/TFALCAFAYIALAF -4~ (R) — (1 -z
PFANFR=ZNVsoTobEL) — 1= [1 = (S) —7x=0xF)]
oy oy (5. 48g. 13. 15mmol) 2B o449 (]
20m1l) IC/EBL.KET, 70l FBEXC UL (3. T6ml., 2 6.
mmo 1) @ TFLc, REKRZ2HEMBRER LK., P27o0o0445
AREEELL. REWME TS v v a v YA LI O NS5 T 4 —isit L
snANFY ORI FLA=5 l EFRVWLBEEEN~AS L. 52g (17
%) OFELEOLamrB|mEmAME L THEK,

'H-NMR (4 00MHz, CDC1ls)é6:0. 049 (6H, s),
0. 66—-0. 71 (1H, m)>, ¢. 87 (9H, s>, 0. 93-0.
97 (1H, m), 1. 04-1. 08 (1H,. m), 1. 22 (3H, t

J=3. 42Hz). 1. 36—-1. 39 (lIH, m)., 1. 7T7-1.
87 (I1H, m), 3. 08 (lH, t., J=8. 29Hz), 3. 43 (
l1H, 9, J=10. 42Hz). 3. 60-3. 82 (2H, m), 4.
08—-4. 16 (2H, m), 4. 54-4. 63 (1 H, m), 5. 10
-5. 18 (2H, m), 7. 29-7. 35 (5H, m).
(&E0]4 - 6]

] =NV AFVHLEZIN -3~ (S) —kEFoFr—-4 - (R) — (

|-z hFANFRZ Ny 70TolE L) Foy Dy

(o] O
TBOMSO | HO
"(?u °\ (?4\
N
PN

o” O (O

0 O

46
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I =R TUAFANLEZIL -3 - (S) —FEZZTFULIAF LY
WAFLY -4 - (R) - (1l -2 bFvALRzrasobl) Eoy
v (1. 78g. 4. 00mmol) 27 F5EFRO75Y (40m1)
CERL.KET. 1. OM7 9 b7 b3S T7F AT VEZm LADF PS5 E K
o752 @B (5. 33ml, 5. 33mmol) 28 TF L7, TRIZTK
B3 0 0MBIRLAKE. TPFSEFO 7S V2 BERELE., BREY A
75w av AT aR S5 7 0 —1XfF L. n—-~NFH Lo BifikT
=1 1 2HOKBEHEMS 1. 04g (T6%) OEZDILAEER
miktm e LTiBr,

'H-NMR (4 00MHz. CDC1l;) &:0. 80—-0. 89 (2H

m). 1. 21-1. 28 (5H,. m), 2. 57-2. 73 (1H. m
>, 2. 85-2. 98 (IH, m)>, 3. 23-3. 33 (2H. m) .
3. 62-3. 67 (1H, m), 3. 82-3. 99 (1H., m), 4.
10-4. 25 (3H, m), 5. 12 (2H, s)., 7. 28—-17. 39
(5H, m) .

(&0 4~ 1T7)]
L= [1 - XNy PhAFoANE=ZL—4 - (R) — A bF—-173-— (SH

~ oy LN] vroFanshLE U R

HO ° MeO o
o\ 7 OH
i R N
o e
%ﬁg@ﬁT\GO%*imbeﬁL(O.1498,3.73mm0

1)%%K%F5EFD75>(20mI)K%ﬁL\OTE@MLt%\
1—Ny9wx%Vﬁwﬁ;w—3—(S)—tFD%9—4—(R)—(

(o}

l—lb#Vﬁwﬁ;wy7D7DEw)EDUV&(O.98g.2.9
2mmol)@%ﬁ%b?tFn75>@ﬁ(20ml)%SQmTﬁTL
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oo RIGIEEKIETISTL S MBI LAcE. KBTI TY A FATHE (0
441ml, 4. 66mmo 1) ZHT L7, EBICTRILIKE 4 150958
LB K (0. S5ml) 2MA. 7 PS5 FOT75 V2 REREL 7,
BEDE=s /=) (40m 1) ICEREL. ERBICT. | MKEE{LF r Yy o
Lok (8. T6ml) 2T L, RIGHEEZE 2RIMBSEH%, =45/
—LEREREELL, RAYICKBTTIMERKAR (15ml1) 2@F
LTEHELAR, BFBEIF AL (5 0m 1 X3) KTHHLE, 2TOHI
BEAEOLETINEMKBER (50m]) BXUMMAEK (50m 1) s
TkmE. KBS YL TER LI, BB%., BEEABTEEE L.
0. 935¢g (EBN) CREOILEMEEEBTEL T 72 &L TiBE,
'‘H-NMR (4 00MHz, CDC1ls)6:0. 84-0. 89 (1H
m), 0. 89-1. 01 (IH, m), 1. 25-1. 35 (2H, m
>, 2. 33-2. 40 (1H, m). 3. 22-3. 30 (2H, m) .
3. 35 (3H, s>, 3. 74-3. 91 (3H, m), 5. 12 (2H
s), 7. 32-17. 38 (5H, m) .
(ZEH 4 -8]
| =NV VA AFIAME=ZN -4~ (R) — (1 —FBEZHTrF AL E

—NWNTI/)vsafobil) —3—- (R) — A bFoFoy oy

o] Q /\<
MeO o)
’ OH MeO NH

= [l = RNovIoUNFAF I ANLKE=ZL—4 - (R) A b+ -3-= (S
) —EoU Y=Ll v ool ALEVE (T13mg. 2. 22mm
01) ZHR=ZHRTFATNI=N (20m 1) KEBL. 7221 U
TYR(623ul, 2. 89mmol) . BLUMYZFAT

144

v (117
Sul, 5. 56mmol) 2MA. KIGHEEFRICT2 0 9BIERLEE
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| 9REIMAER L, RISEZRAE., RFEBHL. BEYWE TS5 v o
aY AT IS0 =L n—~"FH L BEBIFIL=3
CEROVIEHRBNS (43 1mg, 50%) OELO(LEMEEQhEY
ELTHER,

'H-NMR (4 00MHz, CDC1l;3;)6:0. 65-0. 97 (4H

m). 1. 39, 1. 41 (total 9H, each s), 2. 0
3—-2. 07T (lH, m), 3. 32, 3. 34 (total 3H. ea
ch s), 3. 28-3. 46 (2H, m)>., 3. 95~4. 06 (1H

m), 5. 13 (2H, s), 7. 29—-T7. 38 (5H. m) .
[EREF] 4]

0 =73/ =T=[4-(R) - (1-T73I/vy70Fatr) —3- (R

) A bFv—-1-FoYY=A] —6-TFNhFoD—1~- [2- (S) -7

VAo —-—1—-— (R) —vZ2olob ] -1, 44—k Fo—8— A F)b—

4 ~AFF Y0 -3 —-—HIEKE

L =NV ONAFoANE=ZN -4~ (R) — (| —EZHETrFo90
RT3/ v7070EL) —3— (R) —AbFoEOYTY (550
mg, . §lmmol) 2x% /=0 (4 0m1l) IC/ERRL. 5%/°5
TLRFAE kD55, 6%; 550meg) EMAAK. KEMET (4

Skg//em? ) | ABMBHRLAL, MEELS S MEEB (XY — L
) ICEDEER%, BREEREBE LA, BEAMESAFLALERF S K (
Sml) CEBL. 5-73I/-6, T-Y70hto—-1-[2- (S) -
Zhta~-1—-(R) —vyz7o07o0bL] -1, 44—t Fo—-8—-XF)
—d=AFVF )Y -3 -ALFEUE (249, 8mg, 0. 80mmo
) BXU MV ZFALT I (3ml) 2MWA. EEZEST. 120%C

49
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ODHMBPT2HEMIR LA, MBHE. DAFLRLFFS FE2EFRIEL.
REME700FRLL (100m 1) ICEEE. 1 0% 27 BKEim (5
Omi X2) ROWTRIMAEAKR (1 00ml) THEL. GEBE EKE
B~ 732 VD LICTEBE LI, EB%, BREBRTERHEL. KIS TTRIY
WRER (1 0m1) 2T LK. ZRICTIHMERLL, KRIEiKIDK
(20m 1) ZMA k. KBERED 700452 (50ml xX3) Tk
By KBRALF U DLKBBRICSTPpH 1IZHEHEL, Y2004 > (590
mlX2)ZTE@plico CNZTEEBMICTPHT. 4 H/HEL, Yook
WL (150mIX3) KTHBLAL, 8hdrnElEBErEKEEF Y
LICTREBEL., BB%, BREFEERE L. BUUEONEER Y H A~
N7a= b5 74—(700KRNAL 25 )= :k=T:3:10FRE
KTERRM) XLk, BohicBERMELY /- L-V sy For L
—TIARTHERER L. BERBLTS Tmg (1 6%) O&EEERKED
BiLotamEBI,
A 202, 4-204. 3°C

(alo?=-154. 03° (c=0. 335, 0. IN NaOH) .
IR (KBr disk) :3464, 3344, 2892, 2832, 1
722, 1628, 1584, 1504, 1428, 1342, 12972,
1228cm™!

'H-NMR (4 00MHz, 0. IN NaOD)é&§:0. 60—-0. 6
5 (4H, m)., 1. 14-1. 24 (IH, m)., 1. 49—-1. 59 (
IH, m), 2. 07-2. 13 CIH, m), 2. 37 (3H, s). 3
41~-3. 66 C4H, m)., 3. 44 (3H, s), 3. 96—4. 0
9 (ZH, m), 4. 95 (1H, dm, J=64. 94Hz), 8. 31
(lH, d,. J=2. 44Hz).
uFESME; C2oH¢F2N,y Of - 0. T5H, O LT

HmE, C, 57. 20;H, 6. 00;N, 12. 13

Eflfg, C, 57. 43 ;H, 5. 80;N, 11. 90

50



10

15

20

25

WO 97/19072 PCT/JP%6/03440

(BEMS - 1]
4= (S) —l-—xzbFvAarLfzLvs7oFot i) —3—- (R) —7

WAD—-1-[1=-(S) === FL] —2-Fay v
o 0
F/’.
,(?H \ 7(—?4 M
o — °

BEFZHIT. 47700732 (3. 99ml, 30. 4mmo |
) ZEAKTFSERDTT Y (50ml) ICHEBEL. — T 8CItiHIL %
1o 6 8M  n -7 FMYFOLOn-~NFYUBEE (18, Iml. 3

0. dmmo 1) 21 0FETAEAT L. RIGEZ -1 0°CIcT2 04R
L7, —T8CIKHmEIL. 4 - (S) — (1l -2 hbFohlFE=s
oD7oEL) -1~ [1—-(8S) —Z7z2=1LxF)] —2~-FoY Ry (]
052g, 23. 40mmol) DEAKFTFFSEFa 75 &M (30m
1D Z 150 THT L. RIGIKE -7 8°CIicT | BRIMBRLA%. B
WKTIN=ZLFAaX LU PRNMEKRyL K (11, 81g, 37. 44m
mol) OHEKF FF RO 750l (60ml) 2253 TRHTFTL
o RIGHEZ - T 8CIKT2HMBRE. ROWTERICREEL, Bic2 0488
WL, RKGET. RIGRICEBMENLT V20 29 LKEK (200m 1)
EMA. AHREBESMULICK, KBEYVZFILI-F1L (200m ] X 2)
T Lico G@bEAEBEEZKBE (200m1 xX3) %, EAkKE< 7 2
VOULIITEBRLUL, Bk, BREREREL. BEMWE TS5 9222
AT OR TS T4 =L, n-AFY L BBEIFAL=3: 1 %2H
WRBHENAS5. 2768 (T0. 6%) OETOLAMEERBMLY &
LT3,
'"H-NMR (4 00MHz, CDC1l3;)46:0. 76-0. 81 (1H
m), 0. 89-0. 93 (1H, m), 1. 09 (3H, t, J=6.
84Hz)., 1. 24—-1. 34 (2H, m). 1. 58 (3H, d. J=

51
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7. 33Hz), 2. 23 (1lH, dq, J=28. 32, 8. 30Hz)

53

2. 88—-2. 93 (1H, m)., 3. 48 (I1H, t, J=9. 28H
z)., 3. 92—-4. 08 (ZH, m), 5. 14 (1H, dd, J=
71, 7. 81 Hz), 5. 54 (1H, . J=7. 33Hz). 7.
27-7. 34 (5H, m).
(BEF S - 2]

4 — (S) —(l-—zbFyALFE=LrsoTdarf)l) -3 - (R) -7

MAD—-1—[1=-(8S) - TZx2=Lx1FIN] -2 -¥FDOYILvFi>

4 — (S) —(l-xxbFvrAlF==vy7o0Far i) —3 — (R)
ZihAo-1-[1-(S) —7x=2LxFL] —2-Fouy KK (4.
25g, 15. IlIlmmol) Z&8EBENEY (150m1) ICEREL.
—V v (Lawesson) ®HE (3. 085¢g, 7. 625mmol)
mA. 3O0SMMARERLA, RIERERS®R. Xy r2REHEL.
HAMETS v vaVAXLVIO= bS5 T7 4 —ff L. n—=~"FH o

23

. BE

BErFi=5:1%H0wiEdEBMS54. 494g (88. T%) OERED

Lty zkuemikme LTHEL,

'H-NMR (4 00MHz, CDC1l,;)é6:0. T5—-0. 82 (1H

m), 0. 88—-0. 93 (IH, m)>, 1. 11 (3H, t., J=T1.
33Hz>), 1. 25—-1. 34 (2H, m). 1. 64 (3H, d, J=
7. 33Hz), 2. 28 (1lH, dagq, J=26. 86, 8. 3 0Hz)

3. 12-3. 18 (1H, m), 3. 72 (lH, dd. J=11.

2

3, 9. 28Hz), 3. 92—-4. 08 (ZH, m)., 5. 22 (lH,

dd, J=53. 22, 7. 81Hz), 6. 33 (1H., q, =1T.
3JHz), 7. 28-7. 38 (5H, m).

52
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(£%F5 - 3]
4- (R) - (-2 bFIALKZLL /0 FOEL) -3 - (S) =

NWAB =1 - [1-(S) —Zz=)xF )] Fay s

4-(S) - (l-z=trFvparf=LrrsaFal) -3 - (R) -
ThAB= 1= [1-(S) =722l xFL] ~2-FoyvrsFity (
4. 401¢g. 13. 12mmol) 28KIY /= (150m1) 1=k
ﬂb\5$~:v&wﬂﬁ(l3ml)%MKt%\Eﬁtflﬁﬁﬁﬂt
tomm%ﬁ54hﬁ@(lﬁ/—w%@)Ki@%%%\ﬁﬁ%ﬁEﬁﬁ
L7z BEMZYZF LT —FL (250m 1) KEREL. 1 0%7 v e-
TAKER (1 00m] xX5) ., 8FIAEAK (100m1) OIEICHkSE. &
m%ﬁvﬁiyﬁAET%ﬁLtoﬁﬁ&\ﬁﬁ%ﬁﬁﬁﬁt\E@%%7
T vavUATLIOT RIS T4 -1 L. n—-~AFH L BT F L
=4:1%%ht@&%#63.794g(94.7%)@§E®ké%%
HEEWmKYE L TEL,

'‘H-NMR (4 00MHz, CDCls) 6 : 0. 66-0. 71 (1H

m), 0. 83-0. 88 (IH. m), 1. 19 (3H, t, J=17.
33Hz) . 1. 28~1. 44 (2H, m). 1. 37 (3H. d, J=
6. 84Hz), 2. 02 (1H., dm, J=229. 30Hz)., 2. 10
(IH. a. J=9. 28Hz)., 2. 67 (1H, ddd, J=33 9
0. I1. 23, 5. 37THz), 2. 80 (1H. t, J=7. 82H32
). 3. 17T (1H, q, J=6. 84Hz), 3. 33 (1IH, dd, J
=22. 95, 11. 23Hz)., 4. 06 (2H, a, J=T7. 33Hz
> 5. 16 (IH, dd, J=56. 65, 3. 41Hz), 7. 2]~
7. 34 (5H, m) .
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(BF505 - 4]
| =R INAFANFEZN -4 - (R) — (- b+ E= L

vo7obl) -3 - (S) —7Ii4toboly o

4 - (R) = (l-xzbFvar=ys7oFaobl) —3 - (S) -
INAD—1 = [1=-(S) —Tz=zAxFL] Fouyvy (3. T86¢
12. 4 0mmo l) 2B 7oo0x4 >y (120m1) /&L, kK
BT, 7OLFEXL YL (3. 3Tml, 25. 0Ommo 1) 2@ F L~
o RICIEZERICT2 S5BMBRLUALK., V/noA s vABEREL -,
KEWME 759 va YRV rso<e b5 74— L. n—-AFH L
BFBi = F =4 : | ZHVWABEHBNS3. T18g (89. 4%) mESR
DfLEHmERmEmMKYM E L THER,
'"H-NMR (4 00MHz, CDCls)6:0. T1—-0. 78 (1H
m), 0. 90-0. 95 C1H, m). 1. 23 (3H, t, J=6.
83Hz>, 1. 19—-1. 25 (1lH, m), 1. 28-1. 32 (1H
m), 2. 48 (IH, dm, J=28. 32Hz), 3. 27 (1H.
t., J=10. 25Hz). 3. 67 (I1H, dd, J=23. 93, 13
19Hz), 3. 80-3. 92 (2H, m), 4. 11 (2H, q. J
=6. 83Hz), 5. 14 (2H, s>, 5. 17T (1H, brd, J=
5. 1'THz), 7. 29~-T. 35 (5H, m).
(Z2EH S5 -5]
L= (1 - Xy PhAFvALFE=ZNL -4 - (R) —7NAo -3 - (S)

-Foys=)] vroaofoayh s
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L =N DU FFOANFEZN -4 - (R) ~ (-2 hFopLE=1
¥7a7uabl) -3~ (S) —7hFpboysy (3. 7T15g. 1]
08mmol) 2%/ =0 (110m1l) Ic&RL. kBT, 1 0 Nk
BRALT P U Y LKEE (1 1m]) 28T LA, RIGKAZEIZT ] 8 B
BiREE. 27/ - VE2RERBE L, BEYMCK (50m 1) 2mMA. v
BOAY Y (50ml X2) KTHAKR. PMLALKkEBERATCRIER
BT LUTEMEE Lk, YVTFL2-5F0L (100m1 xX5) cTidL.
BOKWEE~ 74 Y Lo Tl L, Bk, BEEZBRERHE L. BEM2E
NyEY (1 00ml) KERER, BLBERELL, CORNLE 1B
fEE3@EEL, 3. 346¢g (98. 3%) DEDO(LAYLEELT EL
77 RELTHEL,
'H-NMR (4 0 0MHz, CDCls) 6:0. 84—-0. 89 (1H
m), 0. 99-1. 07 (1H, m), 1. 32—1. 42 (2H, m
). 2.37-2.56 (lH. m), 3. 26-3. 31 (1H. m),
3. 58-3. 67 (IH, m), 3. 82-3. 88 (2H, m) ., 5.
1'3 C1H, s), 5. 20 (1H, brd, J 54. 96Hz), 7.
30-7. 34 (5H, m).
[ZEH5 - 6]
| =N OANAFYALKR=ZL -4 - (R) = (| ~F=Z/T rEoh LA

I

AT/ vs0FobEl) —3— (R) —Zl4oboy sy
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F ° K 0 J<
ol e

I~ [1=-RNvolAFohlEzl-—4~- (R) —7L4+0—-3 - (S
) —Eo YNl vra oy AL R VR (3. 342g, 10. 87
mmo 1) EE=ZH/7FALTILI—L (1 00m1) mEBEL. V7 <=
DoBET YN (2398ul, 11, 1lmmol) ., XU rYUITFAT
102273l 16. 31mmol) 2#MA. RIGKAEBIZT 26
ERL7c%. 1 4ABMMRBR L, REBREZRAR. RFBEL. B
MET Sy av VA NI OT b SS T4 —1lfF L, n-AFH > . BER
ITFN=3: 1 ZHVWIBEHEBM»S52. 682¢g (65. 2%) OEROIL
avrE\EemikY e LTEB L,
'H-NMR (4 00MHz, CDC1l;) 6:0. 64—-0. 70 (1H
m), 0. 7T9-0. 83 (IH, m). 0. 86—-1. 09 (2H. m
>, 1. 39 (9H, s), 2. 21 (1H, dm, J=21. 48Hz)
3. 44 (1H, dd, J=11. 23, 2. 93Hz), 3. 59—-3
76 (3H, m), 4. 91 (1H, brs), 5. 14 (2H, s),

5. 40 (1H, brd, J=52. T4Hz). 7. 28—-7. 33 (5
H., m) .
(ERFS )]

5-73/=-T-[4-(R) - (1-73i/Yz7070kF)l) —3- (R

) 7Aoo —-1-FoUyv=)i] —6—-—7)Ao—-1—-[2—-(S) -7

VAo —-1-(R) —vZ7oilobEi] -1, 44—k Ro—8—AF) -

d —FFvF /) -3 -HANEKEE - EEEE
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Ni, O O NL O O
F
F Y oH . N oH
F N > %FCT N Hal
$ Ar
Aﬁ £

=N DA+ ANRZ~4 - (R) — (| -B=FHT 52 H0
f;w75/97D7DEw)—3—(R)—7w#DEDU93(757
8mg, 2.002mmol)’$:ﬂ$’/—}b(80ml)t:“@ﬁ;’l,\ %
NﬁyﬁAﬁiM&(Kﬁ,SS.6%;800mg)%Mit&\mim
EF (4. Skegsem? ) THHEER LA, MIEZ LS FEE (5
SRR KEDEER. BEEREEB LA, BIWE U 4 F L 2L+
#DF(Sml)K@ﬂL\5—TS/—6.7—97»1D—1—[2—
(S) =7AA40-1-(R) —¥27070btL] -1, 4-YE Fo- 8
—X%w—4—T#V$/UV—3—ﬁwfV&(404.7mg.1.2
96mmol)\ﬁiUhUl%w7E>(3mI)%Mi\§§3@ﬁT
\120T@%@¢T4E@ﬁ#Ltoﬁ@%\9%%»1»$#9F%ﬁ
EEEL. BEME 7 00K0 L (15 0m 1) ISEmE. 10%2 x 28
K@M(l00m1x2)\&hfﬁmﬁﬁ*(IOOml)T%ﬁL\ﬁ
BMEBZHKME /2 v L TRB L, BB%., BT RERE L. XK
@TT&%%K%ﬁ&(IOml)%ﬁTLt%\iﬁKTISQ@@WL
oo RIGHICK (1 0m 1) 2MA %, KEHZY 270024y (3 0m
DX 4D Tk, KEBALF MY D LKBRIZTPHT. dic@mBL. 20
OARLL (1 00ml X4) KTHMtLic, @bt BHEE BKTKE <~
AYTLITEBL, BB%. BEEREBELL, BEMEARAES
Uﬁfwﬁuvhf574—(7DD$»A:X9/~M:K=7:3:1
DTBICTEM) KLk, BONIHEERMATSY /=L (20m 1)
WKERR LI, kB ~ INSEB (L. 5ml) 2@ TFL. BEICTS %
R RICREREBRE (5 —VHB3E) Lice BEWEL Y J — )
—J%v?mel—%w%Tﬁ%%%@%\ﬁE%ﬁLTI41.8mg
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(22. 3%) oxrBaHARROBELZOILEMEB I,
Mmoo 2200 2-224. 9°C (928
'H-NMR (4 00MHz, 0. IN NaOD) 6:0. 58-0. 6
8§ (4H, m)>, 1. 1'1—-1. 25 (ClH, m), 1. 52—-1. 59 (
lIH, m>, 2. 41 (3H., s>, 2. 39-2. 49 (1H, m), 3
39 (IH, t, J=9. 2THz), 3. 58-3. 67 (1H, m)
3. 71-3. 83 (2H, m). 3. 88—-3. 99 (1H, m), 4
96 (1H, dm, J=65. 86Hz), 5. 49 (1H, brd, J
=54. 69Hz), 8. 27 (1H, d, J=3. 41Hz).
TFESHE; CoyHesFs Ng O3 -HC1 -H, O&LT:
HHMmE, C, 51. 38,:H, 5. 34 N, 11. 41
M@, C, 51. 21 :;H, 5. 38 ;N, 11. 22
[EREF 6]
10— [{4-(RY - (1-T73/)Yy7aFabil) —3 - (R) —71A

o-1—-toyy=)1] -9—-—7i040-2, 3-YtFo-3- (§) —

AFNN—-T—-AF)-—TH-EY KN [1. 2. 3—de] [1. 4] X2/

AFH T -6 —-HILEEE

o o o0
£ F
OBF, Y~ oH
| — HN
F N ﬁ‘@” N
O\/K : O\/K

F

|l =Ry vlAFxovAali=l—-—4—- (R) - (| -BZHT+FhN
R=NT7T3I/vy270FabEl) -3~ (R) —7itntoyyry (759

9meg, 2. 008mmol) 2445 /=L (80m1l) IXHEEL. 5%
RS U LRFEME kD55, 6% 800mg) 2mMA %k, KENE
T (4. 5kg/cm? ) THREBIHRLL MEXES1 MESR (L5 /
—VBEE) KL DEER. BREBRERM L. BREWEVAF LR K F
SR (8ml1) IWERL. 9, 10-Y7440—-2, 3-UkFO-3-

5 8
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(S) =AFN-T-4%V~TH-EUYF[1. 2. 3-de] [1. 4
]N‘"/‘/‘?i‘#'*)‘“‘)‘/—G—ﬁ}b"i'i"/ﬁxf‘—BFg FL—F (4 40. 9mg,
l.340mmol)\ﬁ&U#Ul%w757(374u1.2.68m
mol)%mi\EEKTZOﬁ@ﬁ#LtOﬁEM%HEﬁﬁ&\E%m
KEMA, L BBERETBN. Kk L7, Bohra8E s ) —
w:m=9:1@ﬁ(20ml)cﬁﬁt\%Ul%h?i&(lml)%
MA. ABRMARBR LI, WAk, REXERTRE L. BIMA 7 00
AL CLO0m ) IWE#EL. 1 0% 27 VBikiEm (100m1 x2)
CROTERIAEK (100m 1) THIFL., SRBLEKEE~ 72>
Auf%ﬁttoﬁ@%\ﬁﬁéﬁﬁﬁﬁt\X@TTE%%K%E&(I
Om 1) 2@TF LA, FTRICTLISHMBIRLA, RIEBIZK (1 0m |
)%mit%\mﬁﬁ%97ogfﬁy(BOmIXZ)T%#&\mﬁm
FRUDLKEBRICTPHT, 21CH{BL. 00%A4 (100m] X4
)ETM&LtOébﬁtﬁﬁg§ﬁmﬁﬁ77*vauT§&L\ﬁ@
%\ﬁﬁ%ﬁEﬁﬁLtoﬁ%%%iﬁ/—w—28%7>%:7m%fﬁ
%ﬂﬁﬁ%\ﬁE%ﬁLT370.8mg(67.5%)®ﬁ§@%%®§
e DILEMEB I,
RER 0 24 0. 6-243. 4°C (98

'H-NMR (4 00MHz, 0. IN NaOD) 6:0. 59-0. 6
8 (4H. m)., 1. 52 (3H, d, J=6. 84Hz), 9. 39 (1
Hodt, J=29. 30, 7. 81Hz), 3. 37 (1H, t. J=71
81Hz), 3. 74-3. 90 (3H, m), 3. 95 (1H. t, J
=9. T6Hz), 4. 36 (1H, d. J=10. 26Hz). 4. 53
(IH, d, J=11. 23Hz), 4. 62 (1H, a, J=6. 84H
z)., 5. 34 (IH, brd, J=54. 20Hz), 7. 57 (1H,
d. J=13. 67THz)., 8. 35 (1H, s).
TLF 5 fE; CooHoaiFo Ng O - 0. 25H, O LT :

HimfE ; C, 58. 60;H, 5. 29N, 10. 25

589
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EZglE; C, 58. 42 ;H, 5. 35;N, 10. 01
(&6 6 — 1]
4 - (S) —(1l-xbhFovALFALY707DOEL) -3, 3-C 71

A0-1-—[1-(8S) —2z=)xFJL] -2 —-Foay K

2EFHKIT. V470732 (2. 49ml, 19. 0Ommo |
) ZHKT RS ERFOTZI Y (25m 1) ITERL. —T8°CIlnL 7244
sl BBM n =T FAYFILOnNn - ANFYUBEKE (L. 2ml., |
8. 8mmo l) 21 0RFETHT LA, RIG#EE -1 0°CIZT2 0 Hm#E
L. —T8CITHWHL. 4 - (S) —~(l-zhrF ALFE=ZLL s
o7otl) —3—-(R) — 704D -1-[1-(S) ~T2=LxF)
] —2-¥Y¥oyprFry (5. 01llg, 15. 69mmol) OEKkFT +SE
Fo75 2 E® (15ml) 21 55BTHETULAL, RIGKEE2-T8CIZT
SO EEELAE,. BEICTN-7LAaXR VYo P20k 43K (7
421g, 23. 54mmol) OEKFIMSEFND TS5 VB (35m
1) 22 00BTAET L, RIDEZ - T8 CICT2MABREK., RWTE
milABE L. B 1 REBRLL, KT, RICigciafEtr v e2n=
Lokmiwg (100m1) Z2MA, AREEIM LK. KBEZVZF L1 -
T (1 00mI X3) THHLAL, &b /cEBRELKE (100m] X
2) &k, MK A0 LICTHBL, BB%k. BEEFETEBHL.
BREME TS 9 vavVAX VDR bS5 T7 4 =12 L. n—~NFH L
BEftrF =4 : | ZHVWABELEN»S3. 63 Tg (68. T%) OHER
DitEYE=mEmRYME L THE,

'H-NMR (4 00MHz, CDC1ls)d6:0. 76—-0. 82 (1H
m), 0. 87-0. 94 (I1H. m)., 1. 09 (3H, t, J=6.

6 0
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83Hz), 1. 23-1. 36 (2H, m), 1. 58 (3H, d4, J=
7. 33Hz), 2. 56—-2. 69 (IH, m), 2. 92—-2. 98 (
IH. m). 3. 53 (1H, td, J=10. 93, 2. 91Hz). 3
84~-3. 92 (lH, m), 4. 02-4. 10 (1H, m), 5. 5§
3 (1H, a. J=7. 33Hz), 7. 28-7. 35 (5H. m) .
(Z2EH 6 - 2]

4= (S) -~ (-2 rFvYAMFZAY 70O L) -3, 3—-U7)

AO0-1-[1~-(S) = 7z=NLxZFL] —2-FOysoFi4

4= (S) - (l-zbhFvHalsfzLrsoTobN) -3, 33— 7
Ao —=1-[1-(S) —Zz=AxFNL] -2 -¥Fo) Ky (3. 62
lg, 10. T3mmol) ZBEX¥Y (100m1) cEEL. o—
Vv (Lawesson) & E (2. 192¢g. 5. 420mmo l) %10
A LEEMARE L, RIGEERSHE. XY V2 REZEL. BYY
E7S9 a2y ArNsa bS5 7 =L, n-~FH L BT
FL=5 1 ZHVWELEB»S2. 886g (T6. 1%) OEZEDILS
MERBEBEBIKME LTE.,

'‘H-NMR (4 00MHz, CDC1l3;) 6&6:0. 85-0. 95 (2H

m). 1. 10 (3H, t, J=6. 84Hz), 1. 24—-1. 32 ¢
2H,. m), 1. 64 (3H, d, J=7. 33Hz), 2. 69—-2. 8
I (1H, m), 3. 20 (1H, ddd, J=11. 72, 6. 84, 9

93Hz), 3. 73 (1H, td, J=10. 26, 2. 54H7z),
3. 84-3. 92 (1H. m). 4. 02=4. 11 (1H, m), 6.
31 (1H, a, J=7. 33Hz), 7. 32-7. 38 (5H. m) .

6 1



10

15

20

25

WO 97/19072 PCT/JP96/03440

(ZEH6 - 3]
4 — (R) - (l-xbFIAMFZ L y70F0L) -3, 3 -7

Ao0-1=[1—-(S8S) —Z7x=)xFJ)] Foy >

4 —(S) - (l-xzbFIYHNLFZNvr270FoL) -3, 3 -9
AT =1 [1-(S) =7z )xFL] 2 —-Foys o5t (2
883g, 8. 15Tmmol) #8/Kx s/ —)b (80m1l) I2iE8L
T A=Y (8ml) EMASE. BEBICTI 0SEIEIRL
MEELS A MEB (7 ) —UBtiE) CXOBRER, Bt BT R L7
o BEMEIZFNI—-FTN (150m!l) ICERL. 10%7v® =77k
wi (1 00mlIx4)  afBEK (100ml) OMFEICESER. EAKK
BEw /2 U LICTRBE LI, BRB%. BERE*RIAEEL. BRME 75 4
YavUATNIOR M T 4oL, n-ANFY L BBEIFIL=(
Pl EROEHESNS2. 540g (96, 3%) OECOILEMEER
mRME L TH,

'H-NMR (4 00MHz, CDCl3;) d6:0. 67—0. 89 (2H
m), 1. 19 (3H, t, J=7. 33Hz), 1. 27—-1. 46 (
2H, m), 1. 38 (3H, d. J=7. 33Hz). 2. 34-2. 6
2 (2ZH, m), 2. 68-2. 96 (2H, m), 3. 20 (1H, q,.
J=T. 33Hz), 3. 52~-3. 48 (lH, m), 3. 94—-4. 0
9 (ZH, m), 7. 28—-7. 34 (5H, m) .

[(ZFF 6 - 4)

L= ANV IONAFOANLFZNL -4 - (R) - (I -z bFrAasf=y

sa7ob)N) -3, 3-I 7Aooy Ty

6 2
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0
0 F
F R FZ‘_?-(O\
2—?%"\ .

z
v

PN

4= (R) —(l -2 bFhAFZ L2070 L) -3, 33—
Ao —1=[1-(8) =Z7=z=lxFL] ¥ayvy (2. 5364,
T. 842mmol) 2BV /00452 (80m1) ciEiEL, KAT
S 7BAFENYIL (2. 80ml, 19, bmmol) 2@ F LA, K
CHREZERICT S AWHBRLAK, Y7004 9 U2 BEBELE, B
METS v va UV AXLsa02 b5 74 =20, n—~*% > : Bl
1%w=4:l%%wt@$%#62.294g(82.8%)@@%@&
emEmEeEmimE LTEx,
‘H—NMR(4OOMH2,CDC13)6:O.97—1.05(1H
m).1.07»1.16(1H.m),1.22(3H,t,J=7.
33Hz) . 1. 20-1. 30 (IH. m), 1. 32—-1. 42 (1H
m), 2. 93-3. 07 (IH,. m), 3. 36-3. 44 (1H., m
). 3. 7T7T-3. 84 (2H, m). 3. 93 (1H, t., J=10. 7
4Hz) . 4. 12 (2H, gd, J=7. 33, 1. 47THz)., 5. ]
4 (2H, s). 7. 28-17. 35 (5H. m) .

[(ZZ# 6 - 5]

L= (1 =NV ONAFX AN EZ =4, 4~V 704D -3 - (S) —

EoYo=)] vrsa7ashilE g

6 3
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L =Xy oA FoAalFEZ)b—-4~ (R) — (- b+ ALEZL
yrso7oblN) -3, 3-V7i0Foboysy (2. 287¢g, 6. 4
T2mmo ) Zx % /=)l (65m!l) @B L. KIEBT. 1 0 NKEAL
FhUDLKRE®R (6. Sml) 2@ T LA, KIBMAEZEEICT ] 68
R, 27/ - ERBREFBELL, BREAPMICK (50m 1) 2MWA. 2o
OX7 2 (50ml X2) ICTHEL. PMLAKEEKRKATCRERE S
TLTEEEELAKR, VZFL—F4 (1 00m] X5) icTid L., &
KB = A v D LT T B L, BBk, BELETEE L. BYHiE N
YEY (L0 0mD) Ic/EilE, BICHEBE L, CoXvE L Himmi
Z3EEMRL. (1. 9568, 92. 9%) DELOILEYMEEEHEY
ELTHL,

'H-NMR (4 00MHz, CDC1l,:)é6:1. 08—-1. 14 (1H

m), 1. 19—-1. 28 (CIH. m)., 1. 37—-1. 42 (1H, m
>. 1. 44-1. 49 (1 H, m), 2. 93-3. 09 (1H, m).
3. 37-3. 46 (1H, m)., 3. 76-3. 85 (2H. m), 3.
92-4. 00 C1H, m), 5. 14 (2H, s), 7. 29—-17. 34
(5 H, m) .

(ZE/6 -6
| =NV ONVAFVANFZN-4—- (R) - (I -F=ZHTrF o HLE

= NTiI/yrvaFabEN) -3, 3-Y7Ntarroy vy

4 3o
OH F%_?-NH

1= [1 - XRUIPAFFvAMNEZL—-4, 4 -V T7)0F0~-3= (S)
—Coy =] vroalas AR B (L. 953 g, 6. 004m

mo!l) ZE=ZHT7FLT7LI—IL (50m!l) KERL, OT72=1LY >

6 4
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7R (1426utl, 6. 604mmol) . BLUIYVIZFLT I
(1381wul, 9. 906mmol) 2MA. RIGKEZFERIZT 2508

L&, | 6BRMMABR L. RIGHERA%K. BERHE L. B"EY s

77w vav Ao bS5 74 =L, n—AFY L FERETF

V=4 1ZRVEEB»S 1. 430g (60. 1%) OEZED(LAY

eEEBEHMRYE L TEL,

'"H-NMR (4 00MHz, CDC1ls) &6:0. 83—-0. 909 (2H
m)., 1. 40 (9H, s). 1. 34—-1. 55 (2H, m). 2. 3
8—-—2. 51 (I1H. m), 3. 47 (1H, t, =8. 28Hz), 3
67-3. 84 (2H, m)., 4. 99 (1H, brs), 5. 13 (2

H, s), 7. 29-7. 35 (5H, m) .

(EME 7]

S =73/ =-T-[4-(R) =~ (1-F73iI/)vysasor¥L) —3, 3-

YoNAD-—1-FoY I )] -6-—7ZNhFAo—-1-[2-(S) -7

A0-1—-—(R) —v7oilob ] -1, 4-2¢E Fo—8 — 4 F)L— ¢4
—FFVF /)Y -3 —AIEUEE - BRI

NH, O © NH, O ©

F oH H

| F  °
. HN
F N w N HCI
Fr

1 =X oA FoANK=ZNL-4 - (R) — (1 -SB=ZEHZBTFE2H )0

T=AT7I/vsafabl) -3, 3-YU70trotaysy (792,
dmg, 1. 999mmol) 245 /=L (80m 1) IC/ERL, 5%
TIUTULKFEME K355, 6%, 800meg) 2MA%. KEMETF
(4. 5kg//cm? ), 6BMIERLA, MBEEZ LS4 MEEB (X5 ) —
VikiE) ICLDEER, BEEARBERE L. BEYMEVAF LI R+
F(8ml) L. 5-73/-6, T-Y7h4D0-1- [2— (S
) =T7MLhFD-1-(R) —¥407BEL] -1, 4-Yb Fp—-§ -

6 5
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FUA-—A4—-FF+/F /)Y =3 -HAFEUEE (416. 2mg, 1. 333
mmol) . BLUMIZIFATIY (3ml) 2MA. EBEZTHST. |
20COMBRT BFEIRLL, MEBE. VAFLRLFF L FAREY
EZL. BRBMEZ 700404 (150m 1) IKERB%R. 1 0% 27> Bk
i (1 00mlX2), ROTHEMAKEK (100m1) Thipl. 5B
EEKWB 720 LICTEBR LI, BBK., BrmTeE L. kAT
TEREMICRER (1 0m1) 2@ TFTLAEK, E2BI2TL 5O@EHRLA,
RIGH#IAK (1 0m 1) 2MA 2k, KBt 2200442 (30m ] X
5) Tk, KEILF MV Y LKBHICTPHT., 4ICHAEL. Yook
WL (10 0ml X4) Tt L7, BbEB-aREBLrEKFERE~ Y 3 o
TLITRBL, EB%., BREBEBE L, BRAYESWMEBERB Y »
TN B2 b NS5 T4 = (200K NVAL: A5 ) =:Kk=T:3:10F
BICTERM) KLk, SohkBERMELS /-0 (20m 1) 12
FEL7co RKIST. INSEBE (1. 5ml) 2@ T L. REICTS 4 Rmik%
R RERE (7 - HBIED L, BEWEZY ) —L -
AV7O0ELI-FLVRTHERWRNE, BEZBRLTI3T7. 4mg (1
9. 9%) oHEMKRKROELZOILEMEE L,
AE 211, 2-215. 4°C (98
'H-NMR (4 00MHz, 0. IN NaOD)é&:0. 59-0. 7
1 (4H, m)>, 1. 08~1. 20 (IH, m), 1. 48~1. 57 (
I1H, m), 2. 30 (3H, s), 2. 25-2. 33 (1lH, m)., 3
37—2. 54 (1H, m), 3. 88 (1H, t, J=9. 28Hz)
3. 90-3. 95 (lH. m). 3. 97—-4. 04 (1H, m), 4
96 (I1H, dm, J=65. 92Hz), 8. 25 (1H, d. J=2
93Hz) .
THFSHME; CoHeFy Ny O cHC1 - 1. 5H, O& LT
HisE . C., 48. TO;H., 5. 05:N, 10. 82
EM@E; C., 48. 58 ;H, 5. 11;N, 10. 66

6 6
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[EMF 8]
10-0{4-(R) = (1 ~-FT3/)vs07obtL) —3. 3 - 740D

—1—8DUV:»]—9—7wﬁD—2,3—9tFm~3—(S)—X

FHN-T~FFY-TH-FEYF 1. 2. 3—de] [1. 4] Ny

FHIO -6 - AHINE B

o o o 0
F F oH
)~ OBF, R M |
F N @N N
o
o
\/K F L \/K

L= OhAFANEZNL -4 -~ (R) — (1 -FZ®/TFFSH I
F=LTI/vso0Fabl) -3, 3-UThdtatoysy (628,
8mg, 1. 586mmol) 4% /=L (60m1) Icr&sRL. 5 %/
TUVLRFEME K55, 6%, 650meg) 2MAK. KEWET
(4. Skg/cm? ) | THEEHRLL, ML LS FEB (445 ) —
LBEER) ChDEER, BMERTEEE L. BEMESAFLAL R+
FO8ml) Zidfl, 8, 10-Y704n-2, 3-UtFp-3— (
S) —AFN-T-AFY-TH-FEYFr [1. 2. 3—del] [1. 4]
NV AFHY I -6 -HLKUVE-BF, ¥L—F (347, Smg, 1

05Tmmo ) . BXUMIZFATIV (2944ul, 2. 1 1mm
ol) EMA. ERICTL | BEBRLAL, REBEErBRTFRSE%. BAYIC
KEMA, i LA BEBEEEEIR. kit L. BohrE8i L5 /-
PR=9: 1B (20m 1) KKEBL. PYIZFALTIY (Iml) 2710
A OWRRMMBRLA, MGER. REBLTHIREL. BYYWE 7 0o+
ML CLO00mI1) @A L, 1 0% 2 VBskiZiE (100m1Xx2) .
RWTHMAEK (100m1) THHFL., SRBE*EKER 7225 4
CTHE L, BBk, BEEBRTIBBEL. KA TTRIYICRIEE (1 0
ml) Z@TLAK. ZRICST] SHMBIR LA, RISGHKICAK (1 0m 1)
TMALH. KBEKEY 700452 (30m] X3) Thidig. K+

6 7
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PU D LKBHRICTpHT., 2@#EBL. 700k A (100m!] X4)
KTt Lc ShEBREBEZE|KFAM /20 0L TEHB L, BB%
EBRERERBFE L BRBMELY ) -V -28% T v EZTIKETCEHE
EHEERE. BEZBELT1I83. 8mg (41. 1%) DAEEHEEDE
LolteEmEFI,
B 246 T—-248. 0°C (8D
'H-NMR (4 00MHz, 0. IN NaOD) 6:0. 61 ~-0. 7
2 (4H, m), 1. 53 (3H, d, J=6. 83Hz), 2. 36-2

45 (1H, m), 3. 74-3. 94 (3H, m), 4. 08—-4. 1
4 (1H, m), 4. 37 (1H, d, J=10. T4Hz). 4. 53 (
IH, d, J=10. T4Hz) ., 4. 61-4. 64 (1H, m). 7.
60 (1H, d, J=13. 68Hz), 8. 36 (1H, s).
aFESHME; CooHoF s Ny Oy &L T

HiwmE; C, 56. T4 ;H, 4. T6 N, 9. 92

xmfE;, C, 56. T2 ;H, 4. 66 ; N, 9. 74
(ZEH T - 1]
4 — (S) —(l—-xzbhbFoAaLE=zN 207l Iill) —3— (S) —7

WA —-—1—[1-(S) - JZz=NxFIN] —2-Foaly K

o 0
(0]
0 A . o "\

N - N

\\“k© \\‘l.lt]

B2ETZHKT. Y47 70073 (7. 22ml1, 51. 52mmo
1) 2/K7F b5 RFo7252 (100m1) cEiEL. — T8 Clz#lL

sl 68M. n—7FNYFILOn-"NFH @K (28, 1ml

47. 21mmol) 21 54aMTHTLA, RIGEE0°CITT] 04/
LB, —T8CIKKBHAL. 4-(S) - (l-xbFoAlFzLy
so7otiA) —3- (R) —7.40-1—-[1-(S) — 7=z ¥F

6 8
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V] —2-EoY Ry (13, T2g., 42. 96mmol) O&EKF >
EFOT7SVEH (40ml) 22 02K TETLE, RIGHEE ~ 7 8 °Cus
T2 0nEEBLLE. 2, 6 -VEZHBTFLI2/—=1 (10, 63g
51.52mmol)®%*%b5tFD75>@ﬁ(40m1)%20
SETHET L. RIGEEZ-T8CIKT ] 0 HMEBHRE, TRICEE L%
KIETF L RIGHICEaME(L 7T v e LkiEH (200m 1) 2WA. &
WMEZOMLILE, KBEZYZF AT —-FIL (200m1l xX2) THELH~
o BhYLHERBEEKE (400m1 X2) %, WAHEF Y Y LIzTE
Bl BB, BREZREBEL. BEYEZ 75 v vasUuharF Lo
P75 74 =1L n—~"FH L  BEBIFL=3: |OBHE»S 1 0
19g (T4, 2%) oFZLotahrBEERAME L TEB:,
'"H-NMR (4 00MHz, CDC1,3) 6 :0. 57T—-0. 63 (1H
m)., 0. 78-0. 84 (C1H, m)., 1. 07-1. 13 (1lH. m
>, 1. 26 (3H, t, J=7. 09Hz), I. 23—-1. 29 (1H
m). 1. 54 (3H, d, J=7. 32Hz), 2. 59 (1H. t.
J=9. TTHz), 3. 05 C1H, dgq., J=28. 81, 8. 30H
z)., 3. 25 (CIH, t, J=9. TTHz), 4. 00—4. 16 (2
H, m), 5. 15 (1H, dd. J=52. 73, 6. 35Hz). 5.
53 (IH, g, J=7. 32Hz), 7. 27-7. 38 (5H, m) .
(Z&H T - 2]
4 - (S) —(l-xzhrFvhalfzLvra7l7aobl) —3 - (S) -

WA —-1=-[1-(8S) —FZz=zhxFL] -2 -FOUYILFt>

O 0
0] (o]
o) —\ > S —\

N

N
\“‘J© \\“ lb

4= (8S) - (l-bF VALKV s0FabL) —3 - (S) -

ThAD—-1-[1=-(S) =72z FL] —2-FOY K> (6. 8§

69
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6g, 21. 48mmol) 2B rILT> (100m!l) IZERAL, o—
Vv (Lawesson) RE (5. 21¢g, 12. 89mmol) Mz

CBO0CIKT3IOSEMA L, RISEENGE. ML v AREHEL.

BEME TS 9 a v ) A NI TS T 4 =12 L, n—~"FH

BEBf = F =4 : 1OBEHEENS6. 49g (90. 1%) oEL0LEY

ZkEeamiit e LTHEL,

'H-NMR (4 00MHz, CDC1l;s;)é6:0. 59-0. 66 (1H
m), 0. 86—-0. 92 (lH, m). 1. 08-1. 15 (l1H, m

>, 1. 20 (3H, t, J=7. 33Hz), 1. 24-1. 31 (1lH
m), 1. 60 (3H, d, J=7. 32Hz), 2. 85 (1H., dd
J=11. 23, 9. 28Hz), 3. 16 (1H, dgq, J=30. 2
7, 8. 30Hz), 3. 50 (1H, dd, J=11. 23. 9. 28H
z), 4. 04—-4. 15 (C2H, m)>, 5. 32 (1H, dd, J=52
73, 5. 38Hz), 6. 28—-6. 34 (1H, m), 7. 30-1717
41 (5H, m).

(2E6 T - 3]

4 - (8) —(l=—xbFvhAFoly27o0TobEN) =3 - (S) -7

VAo —-—1—-[1 - (S) —Z7z=)VxFN] oy v

o o)
F F
A She
s A

N A N

O O

4 —(S) - (l—xzhrFovpalFE=NrrsaFabl) —3 - (S) -

7Aoo —-1-[1-(S) = Zz=rxFN] -2 -y F4 v (
6. 49g, 19. 35mmol) 2EAKFFSEFOTS> (150ml
) IKERL. Sx—Z v i (15ml) 2MA %, ZRBICT3I0H
L7, 254 PEB (FFSEND 7S VEER) ICXDBRER
EEERTERE L, BEMECIFLI-FN (200m 1) ICERL
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TIOE#EE. 10T vEZTAKER (200m1 x2) ., saHAEK (
15 0ml) iTHkEE. KW M) DLICTEBE L, BB%. Bi
EHESEML. 5. 08g (86. 0%) OEZOILAMAERMIEY & L
TiHE*,
'"H-NMR (4 00MHz, CDC1l3) 6:0. 54—-0. 60 (1H
m). 0. 85~-1. 08 (2H, m)., 1. 22 (3H, t, J=1.
33Hz) ., 1. 25—-1. 32 (C1H, m)., 1. 35 (3H, d. J=
6. 35Hz) ., 1. 99 (1H, t. J=9. 28Hz), 2. 42 (1}
H, t, J=8. 30Hz), 2. 63 (1H, ddd, J=33. 21,
11, 72, 1. 95Hz), 2. 99 (1H, dm, J=28. 32H:
). 3. 25-3. 37 (2H, m)., 4. 03—~-4. 16 (2H. m),
5. 33 (IH, dm. J=55. 67THz), 7. 21—-17. 36 (5H
m) .
(&0 T —-4]
L =N VN AFANFZN -4 - (S) — (1l - hbFIohALEZLY

so7obEN) —3—- (S) —7).04oboy vy

4 - (S) —(l-xzbFvalEzrvrsasobl) —3— (S) -
ZAhAO -1 - [1=-(S8S) —7z=)xFL] oy (5. 08 g,
16. 63mmol) 2B /o045 (50ml) ICEREL. KET
S 7B FBENXVIL (3. 56ml, 25, Ommol) B FLA, K
HZ | BEMARR LR, /70027 VA2RE"EELZ, BYME T
Ty av ATV NS5 T7 4 =1L, n—ANFH L BT
=3: 1DBEHBMNS L. 6Tg (83. T%) OEXRO(LEYE EE K
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W& LTER,

'"H-NMR (4 00MHz, CDC1l,s)é:0. 7T1-0. 78 (1H
m), 1. 11-1. 23 (C2H, m). 1. 24 (3H, t, J=6,
84Hz), 1. 29—-1. 37 (ClIH, m), 2. 93-3. 00 (1H
m)., 3. 10 (1H, dm, J=34. 6THz), 3. 54-3. 8§
4 (2ZH, m>, 4. 09—-4. 18 (2H. m), 5. 14 (2H, s)
5. 34 (1H, ddm, J=53. 71, 16. 6Hz), 7. 29-
7. 38 (5H, m).

[(ZZH T - 5]

1 = [l =N OAF L ALFE =L -4~ (S) —204A0—-3 - (S)

—EoY o)) voradasr bl Lk

o o
F F
e S
N N
A A

0" O 0" 0

© ©

] XNV ONAFIoANLK=ZINL -4 - (S) = (1l - bForHanEoi

4

yrsuZobl) -3 - (S) — 7Aooy (4. 67Tg. 13.
92mmo l) x5 /= (50m1l) IZEMRL, | NKE{LF ~Y L
KBHE (50m 1) 2@ T LA, RIGHEE40°CICT . S5HMERE,
g/ =V ZEEFEE LI, REWICAK (50m1) #MA, 7ookiL 4 (
1O O0m 1) ISTHEARE, SBLUKBE INEBEEBHTL CEES Lk
78R NLL(200m] X2) RWTYVZFLI—-FIL (1 00ml)
CTHEL, AREEELE THAKMBF MY S LICTER LA, EiB%.
BHZEZREBRFL. 3. 94g (92. 1%) OEZOILEMERET L
77 RELTHEL,
'H-NMR (4 00MHz, CDC13;)6:0. 7T79-0. 89 (1H
m), 1. 18—-1. 35«(2H, m). 1. 37-1. 47 (1H, m

T2
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), 2. 90-3. 18 (2H, m). 3. 50-3. 84 (3H, m).
5. 13 (2H, s), 5. 31 (IH, ddm, J=53. 22, 15.
13Hz), 7. 26-7. 42 (5H, m) .

(ZEM T —-6)

| =NV VM AFVANFEZN -4 - (R) — (| ~FE=ZHT b+ HLE

—ANTI/v7o0FobEN) -3 = (S) —T7iltoroy Ty
(0] O
F
T?L%* }%lyﬁ*%
N
0 %‘%J

1= [l = XovOUAF v HVEZL-4- (S) — 7043 -3~- (S

-z
v

) —Eo YY) v oTou AL VB (3. 22, 10. 48m
mol) ZHWMKT7Eb=bY L (80m!1) ICAEBL. N, N' —ALF=
oA 3= (2. 55g, 15. T3mmol) 2#Mi. KIEBA=
mICT 3 0RMBIELAL, CHICHBIITT Y EZ2723 089MESL -,
RIGi e ®EBE L. BEMICK (80m 1) 2WA. ook L (8
Om 1l X2) ICTHmEL., AREZEOY THEKWEES Y Y L2 TEHBL
o BB, BRZREBMELI, BAMEEZHT7FATLI—L (10
Om 1) IC/EREL., MBEEESS (7. 93g. 15. TOmmo l) 2.
3OSMMARER L2, RIEBRERSE. P2FLZ—FIL (50ml) B
JURBEAKFEF Y TL (10g) 2MA. ZEICT] 0HRERL, B8
B, B cHERB LI, BREMICEHEZFL (150m1) M4 . 89F
REEKEF DU LKBRTHRS R, BKEEF MY 9 L0 TEH LI, &
B, BREZSEIRBEL. BEYME 75 v a2 YA hso<e b o574
—RRL n-AFY Y BB FL=3 2OBEHEA~SI. 216 g (
81. 2%) oFELotamrEamiiihe LTEr,

'H-NMR (4 00MHz, CDC1l,:) é:0. 65-0. 74 (1H

73
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m), 0. 77-0. 84 (IH, m), 0. 85—-1. 00 (2H. m
>, 1. 42 (8H, s>, 2. 21 (1H, ddm, J=80. 57, 3
6. 14Hz). 3. 08-3. 24 (2H, m)., 3. 48—-3. 84 ¢
3JH, m)., 5. 02 (1H, brs). 5. 13 (2H., s), 5. 15
(1H. brd, =53. T2Hz), 7. 28-7. 38 (5H., m)

[EMHF 9 )
5-731/-T-[4-(R) = (1-73/)v2pFotLl) —3- (8

) —7NMF o -1 -FEFoUYV=h] —6-7NF0~-1—-[2—- (S) -7

WAo—-1—-— (R) =v7oirobEN] —1, 4-Y Ro—8—A4F4 —

A —AFVF )Y —3 - NNE B HEE

NH, O O NH, O O
F OH

F OH
| R |
F 2 A'F
Ar F

| =X IONAFIANK=ZNL=-4 - (R) - (| -FB=ZHTrFon0

TV 7 i/ vsa0Fabbl) -3~ (S) —7itoray sy (1. 4
Jg, 3. T8mmol) Zx% /=1L (60ml1)ICBEREL. 5%/%5
TLRFERE (KFS55. 6% 1. 5g) BMALK. KESHIT I
MR L7, MBEXES 4 FEB (A 57/ —LkE) CXDBEER, Bitx
WMEBGE L. REWMECAFLALFRF SN (1 2ml) CERBRL. 2 C
NS =TI/ -6, T-YVI7NhF~-1~- (2~ (S) —7ihFo-1- (
R) —vy7o070tl]} -1, 4-YEFo—-8—-AF)—4-FF %)
DY =3-ANLF B (1. 18g, 3. T8mmol) . BIUrYF
AT I (3ml) ZMA %, BERFHKT. 1 30CIKT3BRBHRL
foo MIGHE. VAFLRALFF Y FE2BEREL. BEWEZ 700k L L (
80ml) @K, 10% 7 vBEKAER (80ml1) .. RWTHIIAE
K C1LO0Om1) ToAEL. ERBEEKKEF M) Y LACTELRL, B8
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B EBRTHEBHE L. RKEWETIS v a2 v A ¥ oo ho5 7y
—RHEL. ook A Ay - =9 | BEREERERGLELRY
MK T . BERE (1 0m 1) 2@ T LA, ZBIZTS 05 ERL7-
o RIGHIC I NIEE (3 0m 1) 2MA %, kifilE2 700k L (50
ml xX2) Tk, KB+ by 2 LKkBigizTpH 2. 0IcFEEL

o KEEZ7OOKRLL (1 00m 1) THSBR. | NEEICTpHT. 4

K%%L?DD$»A(150mIX3)KTmmLtoébﬁtﬁ%E%

BMOKEBR T P U D LICTEBL, BB%. BT RTRHE LA, RAYIZK

M. INERE (2. Om1) 2@ TUL. BB TS SMBRE. RIEKL

BERME (25 /—)Lkih, 3E) L7, REMELY /- L L hERSE

R, WEEZBRLT230me (12, 1%) OXEHKEOELZOILEY

Zi§7,

'H-NMR (4 00MHz, 0. IN NaOD) 6:0. 55—20, 1

1 (4H, m), 1. 10—-1. 21 (lH. m), 1. 46-1. 58 (

IH. m), 2. 30 (3H, s). 2. 21-2. 35 (1H, m), 3
32 (1H, t. J=8. T9Hz). 3. 49 (1H, dd. J=25
88, 12. 21Hz), 3. 85-3. 97 (2H, m)., 4. 11 (

IH, ddm, J=40. 77, 12. 45Hz)., 4. 97 (1H, dm
J=T70. 31Hz), 5. 49 (IH, brd, J=55. 1 8H z)
8. 27 (1H, d, J=3. 42Hz) .

HEHrfE; CoyHeaFs Ny O3 HC1 - 1. 25H, O&L<T:
H#ME:C, 50. 40 ;H, 5. 33;:;N, 10. 87
XME; C., 50. 45;H, 5. 44 ;N, 11. 21

[EMEH 1 0]

0 =73/ =-T=-0[4-(R) - (1 =-F3i/v%a7atl) —3- (S

) —7NMFOo-1-Foyv=,] —6-T7L4D~] — (2 - (S) -7

Ao —-1—-(R) =vZallabil] —1, 4-¢E Fao—-8—-4 3+

— 4 —FFUF )N -3 —ALFEE

75
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NH, O © NH, O O
F
- N N
F N
Hﬁkﬂ o 5 F
F

| =X PNUAFVALFZN -4 - (R) — (| ~E=ZH/T FE 2 H

RN T I/ vsaFobN) -3-(S) — 7440 oy vy (400
mg, 1. 06mmol) Z2x% /=)L (20ml1)I/ERL. 5%/¢5
TLRFERE K555 6%;500mg) AMAA%. KETEHST |
BEFfEiRIP Lrco MIBEZ €54 BB (X7 / —Vik#E) L iEE, &
HamERELIL, REMEIAFLALFRFL N (8ml) IEBEL. 5
=73/ =-6, T=Y7)0Fo-1-[2-(S) —7lA0—-]1- (R)
—Y7070bEN] — 1, 4-YEFO-8~-A R FL -4 —FFyE
Y=3 =N EUVEE (289mg, 0. 88mmol) BLU Y ZFN
Tiv(2ml) A%, EBEFEIT. 100°CIIT2 68REEL
oo MBHE. VAF VAL KF Y FE2REFEL. BEYWE 700k L (
8O0mIl) IZERE. 1 0% 7= UBEKEIRE (80m!l) THAEL. EKE
EHOKWEST PO LICTHBL, BB%. BEr TG L. BIHE
779 av YA O NI T4 =X, 700K L A Y ) —
V=9 1 ZROBEHBZRIERBHEL CEBREYICKAET. B (5
ml) 2FTFLALE, FRICT2 0 MBI LA, KISHEIC 1 NEBE (30
ml) ZMWAK, KBEE/700FLVL (50m] X2) THSE. K
fLF MU D LKBERISTPHL 2. 0ICBEB LA, KAKE 7 0ORLL (
FOOmI x2) Toipk., INEBICTPpHT. 4@ L7005 A
(200mIX3)ICTHtHLA, AL HRBLEKTEEF ) & L1
TEB L. FoB%. ﬁﬁ%ﬁ&&ﬁttoE%M%l?/—w;bﬁ%mh
B, REZBRLT1IT0mg (42. 6%) OBREMKRKOEZOILEY
igi,

'H-NMR (4 00MHz, 0. IN NaOD)6:0. 57-0. 1
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4 (4H m) . 1. 12-=1. 27 (C1H, m), 1. 36-1. 48 (
IH, m). 2. 24 (1H, dm, J=37. 60Hz)., 3. 46 (3
H. s). 3. 53 (1H, t. J=8. T9Hz). 3. 69 (1H. d
d, J=25. 40, 12. 21Hz), 3. 86-3. 94 (2H. m)
4. 10 C1H, ddm, J=42. 48, 12. TO0Hz). 5. 00
(1H, dm, J=63. 97THz). 5. 49 (1H, brd, J=54
69Hz), 8. 19 (1H, d, J=3. 91Hz) .

TFESHME: CoiHesFy Ny O &L T

. T5;H, 5. 12;N, 12. 38

5. T8 ;H, 5. 20;N, 12. 28

s
£
ot
O O
w

(ERH 1 1]
10-[4-(R) - (1 =F73/)vs07abl) —3—(S) -7+

B-1l-FoVYy=)] -9-71040-2, 3—-Yt Kp—-83- (S) -

AFN=T~AFV-TH-EYF[]. 2. 3—del [1. 4] Xy
AFY T -6 - MILKUEE

o 0
FWOBF, . Fm/lor-l
i o\)N\ H?'?;QN O\)N\
F

L =N O *ohNFEZN-4 - (R) - (1 -FZHLT b+ h0
R=ZV7 3/ v70F0FEL) -3-(S) —7A40Fay vy (913
mg, 2. 4lmmol) X% /=)L (50ml) IC/ARL. 5%/¢5 <
VLRFEME K55, 6% 1. 0g) EMAttk. KETEST 3%
R L7, MBEES 1 MEB (A5 —Likl) KL DEE%. Bigt
HERE LI BEMEIUAFLALEFYR (15m 1) &L, 9,
10 -Y7040-2, 3-YERKO-3~ (S8S) —AFN—-—TT-F%—
TH-EYUF[1. 2. 3-de] [1. 41 RvFFHI—6-nJ
TUBE-BF, #L—F (66 1mg, 2. 0 lmmol) . BLUIY T
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FATI(336el, 2. 4d1mmol) 2MALE, BBIZTIARM
gL, RORZzEIBMER. RBWICKENA. FHELAREBERE LR
W\K%Ltoﬁéﬂt%%%X9/—w:m=l:1@@&(200m1
Y IREBL. MUZFAT I (Aml) 2MWA. 4BMMAELE L, &
R, RISz EEBREL. REME 7005k 4 (200m 1) ISERL
10X UBORE®R (200m 1) CTEHBEL, BHRELBKERES -
U LIS THELIL, %k, BREBEEHEL. KOS TTERIEY I LEE
(1 0m1) Z@TFLAK. ZRBICT] 05MBHR LA, RIGHKIC 1 NEE
(30m 1) ZMWMAE. KBEKRE270nDAKILL (50m1 X2) Tk
B KEEALF DU Y LKBBICTPHL 2. 0WCHBL, ®WT 1 NKAEIC
TpHT. 41CABLAE. 700KILA (500m ) X3) icTYE L7
o BHOUEIHEHMEBLBKNEF M) LICTHBL, FlK%k. BELRTFE
ML, RAVELY /) - VI DBHEEREE. BELZBRLTL459mg (
56. 4%) DHRBHERKOELOILEMESRL,

'H-NMR (4 00MHz, 0. IN NaOD) é:0. 55-0. 7
5 (4H, m>, 1. 52 (3H, d, J=6. 84Hz), 2. 25 (]
H, dm, J=36. 62Hz), 3.

I

9 (1H, t. J=8. T9Hz

>, 3. 70 (1H, dd, J=26. 7, 11. T2Hz). 3. 88

(1H, t, J=8. T9Hz), 4. 10 (1H, dd, J=40. 53
2. T0Hz), 4. 30 (1H, d, J=9. 2THz)., 4. 50

(1H, d, J=9. 28Hz)., 4. 55—-4. 65 (1H, m), §.

47T (CIH, dt, J=55. 17, 3. 42Hz), 7. 53 (1H., d
=14. 16Hz), 8. 33 (1H, s).

[EREF 1 2]

T—-—[4-(R) —(1-73i/)vsafaobir) —3—-(S) —7)40D

(V%]

- 1l=-¥Foyo=L] —6-7NF0—-1- [2-(S) —F7itD-1] -

(R) —¥7poM0pbBEN] -1, 4-YEFO-—8—-AbFo—4-—F%v

F/)Y) =3 —-hHIIEEE
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o O

o o E
FWOB% wolﬁ
N N
: It
H,N /o £

|
N
/O A,F F

L= AR PAAFOANEZNL -4 - (R) = (1 -B3HBT FEoH L

v

R=ATI/vra7oEl) —=3-(S) —7iltaroysy (1. 0
Tg, 2. 84mmol) x5 /-0 (50m1) Ic&EL. 1 0%/%5
VOULREAME (RS50. 5% ;1. 0g) AMA %k, KESET L 6
ﬁ%ﬁﬁtto%&%t54bﬁ@(X?/-w%#)K&Dﬁ%%\ﬁﬁ
TREBRBLI, REMEVAFAILEF YN (1 0m1) E@EL,. 6

T—270hA0-1-[2~(8) —=7l.40~-1-(R) —> 4070
il -1, 4-v¢k FO—=8—-Ab+Fo -4 —-FFUF /)y —-3_pn
FUB-BF, ¥L—F (853mg. 2. 36mmol) ., BLU Y T
FUTIY (39541, 2. 83mmol) #MA. EBICT?2 4898
PLTco RIS CRERMBHR. BREAMICKEMA, Fe L BEESBR. K
‘/'SELf:o?%6117‘:@%%}57/—»:7}(:9:l’féi&(lOOml)l:ifﬁiﬁ
Ly MU FAT Iy (5ml) 2MA. 3EMMAER L. KAK. K
BlzREREl. REME/00F 04 (300m 1) IKERRL. 10Y%
7L VBKER (300m 1) IKTkFL. AHREBEEKKES MY & L0
THB LI, BB%, BEEZHMEBHBL. KR FTTHRIYCBERE (1 0m
1) Z@T L%, ERICCTSQMMBIB LA, RISHKIC I NEBE (3 0m |
) EMAKBRZEZ70OFRNLML (50m1 X2) THE LK. KEELF I
U@AK@MKTpHIZ.Oﬂﬁﬁt\*@M%7DD$wA(50ml
X2) Tk Lo MWTINEEBICTPHT. 41IXABL. oDk L
(500m 1 X3) IETH#MtELi. AbURERBEEKERRE S Y~ L=
T%ﬁt\ﬁﬁ%\ﬁﬁ%ﬁEﬁﬁttoE%M%lﬁ/—w;bﬁ%%%
&%\HE%ﬁLT715mg(69.3%)@&%@%%@%E®Wé%
=187,

79



WO 97/19072 PCT/JP96/03440
A 218, 5-219. 8°C (48

'H-NMR (4 00MHz, 0. INNaOD) &:0. 57—-0. 1

4 (4H, m), 1. 32-=1. 45 CIH, m). 1. 48-=1. 60 (

l1H, m>. 2. 20-2. 38 (IH, m)>, 3. 53-3. 58 (1H

10

15

20

25

58 (3H, s), 3.
8§6—3.

m) . 3.
13. 19Hz)Y . 3.

72 (1H, dd., J=25. 88,
93 (1H, m), 4. 00—-4. 138

(ZH, m)>., 5. 05 C1H, dm, J=63. 96Hz), 5. 51 (
IH, brd, J=54. 68Hz), 7. 68 (1H, d. 14. 16H
z), 8 19 (1H, d. J=3. 91Hz) .
tFHahiE; CoiHyyeFys Ny Of &L T

HmME; C, 57. 66 ;H, 5. 07 ;N., 9. 61

EMRE; C, 57. 96 ;H, 5. 1 3;N, 9. 48
(&0 8 — 1]
TFN 1 —TFTHFALIOT I ANLEFL S — b

Et00C ZSc:OOH o 1—:too<:2§K
TFN KFE L., 1 -7y ALEFYS—b (64, 43 g,

3T7T4dmmol) ZHEALAF LY (500m1!1) ITEBL. KT, A+4
T48mmol) ZMA. MEEDON. N
SRR L, B ERE
Ly bz icT2E#EHBL, Bty oy FEHERL

—F. BEIJIRT. KL (1) (85. 52¢g. 449mmol) %7
PZEFBTZS ] LICEEAL, —20CIKTAFALYFIL, 1.
IFNT-FhER (294m1) ZFTLEEBCT I BEERLAL, KW
THLBELZ2BE70Y FE2 (300m 1) EL.BEICTHETLL. 5%
MEE L, RIGERTE®, RICEELXZERICUL. 1 0% 7 VB/KER (5
00ml) Z2mMA. b5 bFar5v2FEL. BFEEF L (1LY v b AL

sy F (65, 29ml,

—UAFIIFKRILLT I NEmMA, BEBIZTI.

4MY

8 0
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) ZMA . REMZENE, SR FAEEBEF MY D LKERK (300m 1)
\wm%%m(BOOml)@MET%@%%*W&+#U@AKT%@L
o BREBLELEBONILEENE LV ASFAAS LIS 5 T 4 — =
ﬁL\n—«##):ﬁ@l%w=4:1@m%$056.70g(89%
) REftEYrmik s LTBr,
‘H—NMR(4OOMH2,CDC13)6:1.27(3H,t,J=
T.33Hz),1.82—2.01(2H.m),2.12(3H.s)
2. 45-2. 55 (4H, m), 4. 20—-4. 94 (2H, m).
(ZEH 8 - 2)

TFN 1T bV ANFEZ N - B - ROFs - -2 F g

FNTOs» ) F -k

COOEt

Et100c_ 9 E100C
é — OH

T F I L =TEFLvsa075ALEFYS5—F (13, 7T9¢g, 8
Immo 1) 25 5 Fo75Y (50m 1) ic/EfEL. BaE (10,
59 8) BLIUMBERDLIREMA L, MARBAT. 251 ToE7+
F—hr (13, 48ml. 121lmmol) DF F5EFa75 v (]
00m 1) 2@T LA, RIGERES OIS BAEIMBER L%, RISER
ERSL. IBEER (100ml) 2MA. ARE2FEL, Bl F L (
500ml) ZMA. RAMEESNE. FFIAEK (300m 1) THse
MOKEIER > P Y YL THB LI, BREIFELEDAMEMKY L LT
EREIICE 2,
’H—NMR(4OOMHZ.CDC13)6:1.24—1.32(9H
m),1.73—1.87(2H,m).2.21—2.34(2H.m
).2.41—2.57(5H.m).4.16—4.21(4H.m%
(208 ~ 3]

(E) —x5 0 - (= bFYANFZ LY IO TFL) — 2 -7 5

81



5

10

15

20

25

WO 97/19072 PCT/JP96/03440

/T — b

COOEt

COOEt EtOOC |\
EtOOC
oH —*

TFN I -ZbhbFVAMFZL-B-ERNOFY-B—AF)—-2rn
TFNLTONRN) TR (22, 27Tg. 86mmol) UL (42m
) ICEBEL, -1 0CIKTFA=L270Y K (8. 18mlil, 11 2mm
ol) Z@T L7, RIGHTH®., RIGHEEEZKK (25 0m 1) ciEx. &
BErFI (1 00m1 X3) THHBELA, @b hHgEs | HITEHER (1
00m1l) . BEFAHEAK (1 00m 1) THAL., MAKEF MY P LIZT
Bl GHEZEELBONCEBMEELMAFLY (25 0m 1) 0E
L. 0CIcTLl, 8—-97HEY 7O [5, 4, 0] - T—-wmoF+r (
12, 89m1) 2@ TL, FRICT] SHMIEBLAL, RIEETKR., A}
ZICEEL.RA(CLOOmM]) 2MARBEIFIL (200x3) THHEL
o abhU N EREL I HEEE (100m1) ., BAI0AEK (1 00m!
) T L. WKW MY D LICTRBR LA, BHEFELBOhLES
MEVATFNASLI ST RS0 =12 L. n=~"FH > Bl F
=4 1 BEHEBLD16. 91 g (82%) oXIL{L&rmikine LT
Br
'"H-NMR (4 00MHz, CDC1l,;) 6 :1. 24 (3H, t, J=
6. 83Hz)., 1. 29 (3H, t., J=7. 32Hz). 1. 74-1

80 (2ZH, m). 1. 94—-2. 04 C1H, m), 2. 07 (3H,
d, =1. 4THz), 2. 12-2. 30 (2H,. m), 2. 12-2

30 (2H, m), 2. 50—-2. 57 (2H, m). 4. 13—-4. 2
0 (4H, m).

(ZEFI8 - 4]

- ((l-—xzbrFvAaLF=zNy2707FR) -1~ [ (S) =] -7 ==

NIFN] -3 —-—Foy -2+

8 2
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Etooc  (COOF! féama
8 > o*N

(E) —x=F L 3- (1-ZbFYALEZLNLIDTFN) -9 -
7/7=FC16. 91g, TOmmol) 200k (180mi1l)
WERL.N-T0EX27 13I8 (12. 53¢, T0mmo 1) #y
KHFEROT VEZA YV 7Fo= by LEMA, | SEEMARHEL:. &
BRTH. GREFEL, WEMAREZ (100m 1) 2MA. REWE2ES
. ERTBBLUI, BREWEZS /-0 (100m 1) ARl REX
%%FUWA(11.82g.140mmol)%mi\§EKT(S)—
T2 TFLT I (9. 8Tml, TTmmol) 28 F L. §FE
TR, SHEMARER L, RISKTHRAEREDEL, BAFL Y (30
Om 1) 2MA. FEVEZEN%. BREADELESHEZBIEHE L Y A5
NAZLTT2RTST74 =L, n—AFH v BBz FL=1]: |74
HELD 19, 57g (43%) ORTDILEYEMKYE LTiEr,
‘H—NMR(4OOMHZ,CDC13)6:1.17(3H,t,J=
T. 33Hz),1.74—1.80(2H.m).1.59(3H,d.
J=6. 84Hz), 1. 84-2. 01 (2H, m)., 2. 15-92. 9
8(2H.m).2.60—2.69(2H.m)‘3.56(2H.d.
J=9,04Hz),3.88(2H,d,J=9A04H2).4.13
(2H. q. J=T. 32Hz), 5. 50~5. 59 (1H, m). §
03 (1H, s>, 7. 26-7. 35 (5H, m) .

[(ZEH 8 — 5]
4= (M- bFIANRZNLIOTFA) 1 - [ (S) =] -7 2 =

NITFI] -2 —-¥oy Ky

8 3
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4= (1l - bhFALFZNLYI7aTFL) ~ 1~ [(S) — ] ~7 4
=ArFL] -3-FoYr-2-4> (9. 57g, 3immol) 2
/= (150ml) WEHEL. BILE£ (23 0mg) 2MXTAES
BSTICT] 8 L, RIERTHE. RIEEGZRBLEHFR. 85
NIEBBYMZ VAT NAS LIS 574 —123@[L. n—~%+
v BRI FU=1 . | BEHBIOAFEEMEAL. 3 g (249%) &k
REEBT. 1g (T4%) RZLawrrhzhimikhe LTiEr,
FEFERMEE A
'H-NMR (4 00MHz, CDCls) 6:1. 26 (3H, t, J=
6. 83Hz), 1. 49 (2H, d. J=7. 32Hz), 1. 83-1

95 (4H, m), 2. 38-2. 54 (4H. m). 2. 66—-2. 7
4 (1H, m>, 3. 01 (1H., t, 8. 30Hz). 3. 14 (1H,.
d., J=5. 86, 9. TTHz)., 4. 09—-4. 18 (2H, m). 5

48 (1H, dd, J=7. 32. 14. 16Hz). 7. 27—-17. 3
5 (5H, m) .
FFERMKB

'H-NMR (4 00MHz, CDC1ls) &:1. 17 (3H, t., J=
7. 32Hz)., 1. 52 (2H, d, =7. 33Hz)., 1. 68-1

92 (4H, m), 2. 23~-2. 43 (3H. m). 2. 50-2. 5§
T(lH, m), 2. 73-2. 2. 86 (2H, m). 3. 37 (1H.
t, =8. 30Hz), 4. 05 (2H, q. J=7. 32Hz). §5.
50 (IH, dd., J=7. 32, 14. 16Hz), 7. 24—-17. 35
(5H. m) .

(Z%EH 8 ~ 6]

8 4
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hS v Z 4A-(l—-—xhFIAHALE=ZL 07 FIN) -3 - )040—

1l = (1 =-CS) =722z F )] —2-FOU KRy (£¥EMHEBR)

F
4_8 COOEt "I_?COOEt
—_—

0N O°'N
Yo Yo

EFFHXT. V4 70bELT7 I (2. 55m!l, 18. 2mmo |
) ZEAKTPSE RO T30 (120ml) ICERBL. —T8CIZilHL 4
. 1. 63Mn-7FNYFT7LOn-NFHoER (11, 2m1l, 1
8. 2mmo 1) 21 0B THET LA, RIEEZ0CICT ] 548 L
fo. — T8 CITHEML. 4~ (1l -z hFvAalFELrrsaFori)
=1 = [1=-(S) - 7x=lxFN] -2-Fay Ny (X¥EHEB .
4. 42¢g., 14. 0Olmmol) OEKRFTFFSEFO 75 ik (3 0m
1) Z1 5 2KTHT LA, RIGEE-T8°CIcT I B5RIEBRLAKR. A
WCTN=-TLA XL V2R IR (T, 07g, 22. 42mm
ol) OEKFPSERNOT7S VB (25m1) 259MTRHTLE, K
GilRe -7 8CIZT3I 0 NMBRE. ROUTEBICRFEL, Tz 2 0988
L7z KT, RIGEICHEREAT V229 LKEKE (200m1) %
MA. 7rZEebrPO77 028Kk, KBEBEREIFL (200m1 X
2) T L, &b HEHRBEKE (20 0ml X3) %, EKEEESF
PU D LIITRELL, BB%., BREEEREL. BEME LV UHL LY
D2 b7574 L. n—~"FH v BB FL=]: |BEHHLD 3

88g (83%) oXRLltamEmKE L THEL,

'H-NMR (4 00MHz, CDC1l,;) 6 :1. 14 (3H, t. J=
6. 83Hz), 1. 57 (2H, d, J=6. 83Hz), 1. 88 —2

08 (4H, m), 2. 33—-2. 58 (3H, m), 2. 81-2. 9
2 (IH, m), 3. 42 (1IH, t, J=9. TTHz), 3. 93~—14

07 (2H, m>, 5. 18 (1H, dd, J=6. 83, 53. 22H

85
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z), 5. 51 (1H, dd, J=7. 32, 14. 16Hz)., 7. 25
-T7. 34 (5H., m).

(2EZH8-17]

A 4= (1l=-xZbhFIoALKE= N 70T7FI) -3 -0t —] -

(1 - (8S) =Z=z=)xFN] -2 -Fo) Ny (X¥EHEB)

F [é? COOEt }? COOEt

EETFZHKT. P4v7abEALT7T I (2. 9Tml, 21. 1 9mmo

1) 28KF FSERFO75 2 (30m1) KEREL, — T 8CIcibE L
. 1. 63Mn—7FALYFIOLOn - ~"NFHEiKE (10, §ml, |
7. 60mmo 1) 255MTHET L. RIGEE 0CI2T1 5 HMEEL
fofk. —T8CIKmBHML. PSS vx 44— (l-xhrFoAalfzvsao
JobENL) -3 -70AF0-1-[1~-(S) - 7z=xFN] -2-F
oY Ny Ge#EHEB; 4. Tlg., 14, 13mmol) OfKFT S
ErFOT75B® (30m!l) IKSHMET@TLAL, RIDIRZ - T 8°CiZT
SoMBRLALE,. 2, 6 -C8=7FLT72/—0 (4. 3Tg, 21
18mmol) OBKTFTPFITENO 7S UEIR (40ml1) IKSHMTH
Tl RIBHE-T8CIcT 1 0 oMBREK. RICKCtamEl7 v =
TLKER (200ml) ZzMA. ERICHFERE LKL, AEBET AWML k.
KEA ook L (100ml X2) THIELA, &becHHBELKE
(100m1x2) %, BKEES M 7LICTHELL, BBK., Bz
HEBEL. BEHME S UASLV 0TSS5 74 L. n—~NFH U
BB FL=2 1EEBEID 1. 96g (42%) oFEMEEML. n
—NFH U EEBRIFIL=3: 26BEHEID1. T9g (38%) kLl
avmemikm e LTHEL
'H-NMR (4 00MHz, CDC1s) 6 :1. 22 (3H, t, J=

8 6
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6. 83Hz)., 1. 56-1. 58 (3H. d. J=6. 83Hz). 1
84—-2. 42 (6H, m)>, 2. 83-2. 97 (1H, m). 3. 1

5-3. 24 (IH. m), 3. 36~3. 43 (1H. m). 4. 11-

4. 17 (2H, m), 5. 07 (1H, dd, J=6. 83, 52. 214

Hz)., 5. 56 (1H, q, J=7. 33Hz). 7. 26-7. 36 ¢

5H. m) .

(ZEZ/8 - 8]

YA 4 - (- ANEFL a0 T7FA) =3 —T0A4A0—-1- [1 - (

S) =7 x=ZVxFN] -2 -Fay Ry (E¥RMEER)

F F
COOEt COOH
e

N
L¥a)

YA A - (1l -2 hFVANLKRZNLY IO TFL) -3 —ThAD- ]
—[1-(S) = Z7=z=20xFA] -2-FYoOy Ny (RERERHEEKD ; 1.
79g, 5. 3Tmmol) 244 /=1L (1 0m1l) icEmEL, 1| Nk
fLrr VD LkiEE (1 0m1) 28T L, RIGIK%E 4 0°CIZT 1 8 B5FS
it A7/ -V EBRERBELL, BREAMICAK (50m 1) 2. 70
BRLL (L0 0ml) IS THREK. AIMLCKEEL | NEEEZRT L CHE
e L7, 2004804 (100ml xX2) IKTHEL. BREL*abHE
THKEEES P YL THB L, BB%., BRiREEHEL. Z2s
MelERME L TERNIZE,

(ZEH8 - 9]

YA b4- (V-FB3J/TMFUALF=ZALTI ) vs0T7FIN) —3 -7

NAC -1 - [1=-(8) —T7x2=)TFN] —2-Foy Ko (¥¢¥EH
& B)

8 7



10

15

20

25

WO 97/19072 PCT/JP96/03440

F F
COOH NHBoc

N
k¥

YA A4 - (1 -ALFEFYIATFAL) -3 -T0Fn—-1-[] -
(S) = Z7x=hxFN] —2-FoOUFy (EERMEB; 1. 92 ¢,
6. 29mmo 1) TW|AKT7ELr,=FYL (30m!1) iZ/EBEL. N, N’
~AAKZLIAL IS =L (1, 33g, 8. 20mmol) 2MA. K
Gz 6 0 CICTIHMBELL, CRICERBIKTT VY E=27% 1 0908
Klfo RIGIEZERIERMB LI, BEHMCK (100m 1) 2MA. oo
FVL (1 00ml X2)CTHEL, AREBELXADE TEAFEREF MY »
LISTRB LI, BBAK. BRETHEERBB L., BEMEEIHTF LT L
= (50m1l D ICEREL. HEFEES (6. 32g, 14. 25mmo
1) ZA. 1MMARER LA, RIEKREREBE. P2 F LI —-F (5
Oml) RUKEKZRFPUTL (6g) 2MA. ERBITT] 09MEEL
EBER. BRERERB LI, REMICHEIFILLI00m] 2MA., 8
FORBEKFEF bV Y LKBRTBH. EKHEEF DY I LIcTERL -,
EoB%., BRemEBRBL. 1. T4dg (65%) XLy Emitns
LTiHr,

'H-NMR (4 00MHz, CDC1:) 6:1. 40 (9H., s), 1

92-2. 21 (6H, m). 3. 04-3. 12 (lH. m). 3. 3
I -3. 38 C(1H, m)., 4. 87 (1H, brs), 5. 01 (1H,
dd, J=5. 86, 52. T3Hz), 5. 52 (1H, dd. J=717,
32. 14. 16Hz), 7. 30~-17. 38 (5H, m) .
(££018 -1 0]

YA 1= [1=-(S) = 7Z=z=lxFN] —4- (1 ~BIZT *H

’

NEZNT I 70 707FA) —3-7L400) oy (LH¥REEB)
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YA A= (I =FB3IKTPFVANKZLT I ) s07FL) -3
ThAAFO -1 = (1= (8) =722l xFL] ~2-Foy Fo (2R
tiEB ;1. T4g, 4. 62mmol) 25 bS5 FE 75y (30m ]
) RERL. 0CIKTIM F5v-Fh5ke o758 (13, 86
ml) ZMWA, ZRICT2AMES LI, RISKTH, BEE2TE L. % (
S50mi) ZMA. 7ooRLA (100ml X2) KTHMEL., B
EOYETERWE S b)Y LICTHEIB L, EB%., BEETRERGL. &
HMEB0%EKIS /—0 (4 0m 1) IKEHEL. FUZFALT I (]
Om 1) Z2MA 2WMMARBR L., BREFELESA-EZME o Y 4
TIVWATLIZZ NS 740 —i2ffL. n=—"F4%r EEIFIL=2:]
BHE LD 1. 138 (67%) ORTBALAMEmEme LT
'H-NMR (4 00MHz, CDC14) 6 :1. 37 (3H. d, J=
6. 35Hz), 1. 44 (9H, s), 1. 65-2. 58 (TH, m)

2. 70-2. 92 (4H, m), 3. 27-3. 32 (1H, m), 5

14 (I1H, brd). 5. 53 (IH, brs). 7. 22-17. 33
(5H., m) .

[EMF 1 3]

ST I/ =T - [(vR 4= (1 =-TFT3i/7v207F)L) -3 —-—7I)lAD

— 1oy Y=n] -6-7)Fo-1-[2~ (S) - ZiAo-1] -

(R) =Y JoipbEn] -1, 4—-9¢k FO -8 - AF -4 —FF%

SV =3 - ANE B CE¥REMEB)
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NH,O
F COOH

E |
W gL

YZ 1= (1= (8) =22 lxFN] -4~ (1 ~EI®T P+
ANNFZNT I/ v7a0T7FN) -3 -4t oy o (K¥RMEEB
;1. 138, 3. 12mmol) 2X5 /-0 (20m1) @@L, |
0%/55 V0 LRFEMBE k255, 6%, 1. 0g) EMA %, 50°°C
CTKRFEZHEIT | MM L, M2 2S5 1 NEB (45 ) — ik
DRI VBER. BREBIRBB L, BEMESAF LA FEL K (]
Om 1) ZEBRL. 5-73I/-6, T-Y7l4+0-1-[2 - (S) -
JhAn-1—-(R) —vy7o070tlL] -1, 4-YkEro—-8—AF
A =FFUF/I) -3 -ANKE U (1. 18g, 3. T8mmo 1)
BLTPIZFALT I (5ml) EWA. BETHEST. 140CIc7T
4 BREEELZC, BMB®. PAFLALFF U FE2RBEREL. BYY 4 »
BOFRLL (5 0ml) ICEBE. 1 0% 72 VBEKBE®R (50m1) o &
WTHIFIRIEK (1 00m 1) THip L. AMBEEAKES b Y aizT
TRL. EB%R, BHEERERBLL, BEMETIS v avUnsyFLsro
RMT7ST 4L, JoakL Ay —b=9 | BEHEERFR
LB MICKIST., B8 (Sml) 2T LK. EEBI2TI 04
IR L7ce RIGHIC I NSEBE (3 0m 1) 2MA %, kg% 7 ook
WL (5 0ml xX2) THAR. KB+ M) v AKBRICTPpHL 2. 0
B L, KEEE2/7o00FILL (100ml) Tdk., | NERIZT
PHT., 4B LoORILL (150m1 X3) cTHdlLr, &bt
RERBBETEARRE S MY Y LCTEBL, BB%. BRERTEG L -,
REVICKEEZ SV RSFATTLC (Y 00KLL A5 /=)L k=1
3 IOTETER THOMBE L CHYEORZLLEaMER. 24/ -1
TI-TANORERELTIS TmgoXRE(LAY (1 17%) 2B,
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RS 1 77T-184°C
'"H-NMR (4 00MHz, CDC1l;)&:1. 16-2. 34 (13
H.om)., 2. 47-2. 60 (1H, m), 3. 35 (1H., t, J=28
T9Hz) ., 3. 53 (1H, g, J=12. 21Hz), 3. 78 -3
83 (IH. m), 4. 09—-4. 21 (2H,. m), 4. 76—-4. g
S (1H. m), 5. 42 (IH, dt, J=3. 41, 55. 18Hz)
6. 53 (ZH., brs), 8. 60 (1H, d, J=3. 41Hz) .
suFESWE  CooH2s5F3 Ny O - 0. 5H, O& LT
B#w@E: C, 57. 51 ;H, 5. TO;N, 12. 19
XM@E;C, 57. 59;H, 5. 52:N, 11. 89

(X1 MBEF—75]

BENL&EY (EHHES) 3 4 5
E. coli, NIHJ = 0.003 0.013 < 0.003
S. flexneli, 2A 5503 = 0.003 0.013 = 0.003
Pr. vulgaris, 08601 0.025 0.10 0.013
Pr. mirabilis, 1F0-3849 0.05 0.20 0.025
Ser. marcescens, 10100 0.10 0.20 0.05

Ps. aeruginosa, 32104 0.20 0.78 0.10

Ps. aeruginosa, 32121 0.10 0.39 0.05

Ps. maltophilia, 11D-1275 0.10 0.20 0.05

S. aureus, 209P s 0.003 = 0.003 s 0.003
S. epidermidis, 56500 s 0.003 0.013 = 0.003
Str. pyogenes, G-36 = 0.003 0.025 = 0.003
Str. faecalis, ATCC-19433 0. 025 0.10 0.013
S. aureus, 870307 0.025 0.10 0.006

91



10

15

20

25

WO 97/19072

(k2 HQEAET-—-7]
BNLe? (EmflEFS)
E. coli, NIHJ
S. flexneli, 2A 5503
Pr. vulgaris, 08601
Pr. mirabilis, IF0-3849
Ser. marcescens, 10100
Ps. aeruginosa, 32104

Ps. aeruginosa, 32121

Ps. maltophilia, 11D-1275

S. aureus. 209P
S. epidermidis, 56500

Str. pyogenes, G-36

Str. faecalis, ATCC-19433

S. aureus, 870307

9 2

0.013
0.025

0.10
0.78
0.20
0.39
0.006
0.025
0.025
0.10

N IA

AN

-1

0.003

0.003
0.05
0.025

0.10
0.05
0.05
0.003
0.003
0.003
0.013
0.013

PCT/JP96/03440

D O ©

—

D D DO O o O

0.025
0.05
.10
.18
.39

.56

.39

.39
.025
.05

10

.20

.18
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(£33 HMETF-75)
BENLat (EEFES)
E. coli, NIHJ
S. flexneli, 24 5503
Pr. vulgaris, 08601
Pr. mirabilis, IF0-3849
Ser. marcescens, 10100
Ps. aeruginosa, 32104
Ps. aeruginosa, 32121
Ps. maltophilia, 11D-1275
S. aureus, 209P
S. epidermidis, 56500
Str. pyogenes, G-36
Str. faecalis, ATCC-19433
S. aureus, 870307

EX¥ L OF| A e HEH

ARHDIEMBENHBES LM EEBLTEY., EXLLTH

HT®H %,

A
)

fiA
o o o

93

SO o O

(e

o o O

12

. 003
013
.013
.05
.10
.39
.10
.20
. 003
.013
. 006
. 025
.025

A

A

[ R o B o B o B )

()

O o o o

. 003
. 006
. 006
. 025
.05
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# Ok o wm H

1. RKDH (1) TERHINZ(LEMBLIUZFDE., HXizzh 50K
o

(CHZ)I]
RK R7
N
g P N—Q (1)
4 _peé
B b

(X, R'" B, KEFEFELRREHINSE6DOTLFAEERD L.
R? B, KEBEFEHEBREHMIMLSE6DTAFALEEFEDT A,

COTNFINEG, KEBE. "oXF VET. RERLIASE6OTALEFLF
TEBIUREZEHII»SCE6DTLIFVLENINSCHAIBOE»SEITN S ]
VtoBEABHRESLTHELTVWT L &L,

R? 3. KFEEREF. KEEE. "aFX VEF. AN LE, REH ]I H»D
BOTILHFNE, RERI»S6DTILIF L EFTLRIREHRLINASED
TILFILFAEERDTMN,

D507 NFNER, KEE, "OF UVRETFBLURER I AS 60
TLWaAF N ENCULIBORERNSEINS | ULOERZTEBRELLTHEL
TWTH L,

R' BLUR® B, &4MII LT, KERTF. kEBEE. ~"oF¥  EF. #.L
NEANE, REH I DO 6DTILFALE, KEHI»S6DTLIF V0
BELEIREZEHI»PSE6DOTILFILFAEERDT M,

O350 7FNLER, KEE. "OFY VEFBLURER I NS 60
TLNIFVILENOCUBIBOEMNSBEINZ I U LEOEZBERELLTHL
TLWTbh&L.,

THICR ER &, —@ftLT . EFoF s I8, REHEINDS
EDAFLYH (Eo ) D VRELKICRAVYORKEEERERT ) . /243
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BERIDSEDTAFAAF VA JBEBN-ThHE

R BLUR™ B, E4MILL T, KEFRFELRREHLIAL60T L+
LEEFED L.

nid. 1HhS308HEEDL,

Q. =X (I 1)
R 0 ¢
Xl
| | oy!
\Al N R (1D)
48

[(H. R B, REHIDPSO6DTAFILE, REH LML EDT L4 =
WE, REZLI»S 600 /7L LE, BEEEAFLTVWT L L0
EBINS6DRIKTLFLVE, BREEBFLTWIHIWLWT Y — LK. &
MEZAELTLVTLEIWATOT Y —LE, BRERI»S6DT LI+
BELTIREHIHA»ASE6OTALFANT I JREEDL,
R B, KEBRFELEBREKI»S6DTALFAFAKEEED T,
SHICR? ER? L, BREO—HESATERESEEZERT I LS 10—
EALTHEVA, CORRBREABTFEBREFELTEATHLL . BIZ
COBRBRFHINSODTAFAEEZBEBRELELTHELTOLWT L L L,
X" 3. "o¥F vEFELRBKEEFEED L.
RYWEKEZEEF. TI/8B. KBE. FA - L8, NOF JAFLE B
FRINSE6DTUFILE, REH2HAS DT LYy LB, BEK2H,5
DT NFZINEFLERERIHISE6DOTLIFILEEEDL T M,
COI2BDT I/ BB RLINVE RERI»S60T7T L+ LEBLY
REZRLDSS DT UVINENSCRIABOELISEEITNZ IULOE A B R
ELTHLTULWTHEL,
A B, BEEFEFLRR (11 1)
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X2 (I11)
(Xep, X? @E. KEEF.T7I/8. "X VEF. o7 /&, ~o¥yF
AFNLVE, ~ab /A MFOLE RERI»S 60T LFILE, RFK?2
MO6DT LT ZVE REHZMSO6DTALFANEFAZEARER]I S
DT LaFLLEEREDT N,

D207 I/ BR. RLINVE, REBI»S6D0TLFALEB LU
REMLHOOSDT VILENSHABOENOCEITNS I LORSERE
ELTHLTULWTHEW,

TSI IDXE ERY L3, BHEO—BESATEREEEERT 2L
C—FLLTbI 0D, CORR, BERF. EERTELCIWMEE T2
BEFELTEATLHLIL, SN IORBREM I AS6DOTALFLESR
BRELLTHELTLVTbHLWL, )

TRhINZEOWEEZERDT,

Y' 3. KFEBEF. 7220V E, TEMNF U AFLE, EXNOq A F 24
FLE, T bF ALKV E, TV VE, PAFLT I/ FLE, 5 -
Avy=NE, 772NV E 5-TLFL-2-AFV—-1, 3-UF
FUIIN -4 - ANAFLE, 3-TErF -2 -AFVTFIE, BRE
HiI»o6D07hFLE REK2IPSTOTLIF U AFILETLRIRE
BHINobDTALFLUVEE T ALEEIOHBEINEZ 7 AT ILFL
Br&bd, ] .

g3 X (T V)

R 0 0
3
X7 N ' 0Y?2
\]f NS (1V)
RII
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(X RV"B. REHIHLSO6DTAFAE, BER2ASEOT L4 =

VELREZLI P S60NOF ) TLFLE, BREEZELTUTLL DR

FRIDSODBRRT L FAE, BREZBLTVLTLLIVLWT Y- LK. B

MEZHELTOWTLIWATOTY LB, REKIAS60T7 L%

BENLRRERIPSO6DOTAFUT I JEEEDL.

RYVEBLIKFERF. T/ &, KBE. F4-LE, ~"O¥ /) A 5L, i’

FEEIDSODTLFLE, RER2AS6DT Ly L. REH2HMS
CDTNFZNBEELRREHINSE6DOTAIF Y L EEE DT AL
COIBDTI/EBEB, ALILE REHI LS 60T LFLES LY

RERZDOEDT Y VENSCRIBOBRNSEIZINE IULORELERE

ELTHLTLTL LW,

X' B3 ha¥X vEFELRIKEREFEEDL.

A BUVEFREFF2ER (V)

Y "

X4

(e, X' @3 KERF.7I/8, "OoF VEF. 07 /&, ok
AFNVE ~NOF /A bF VLB RERIAS6DOTILFLE, B#EX%O
MoObDTILr Z L, REM2NOE6DTAFUETRERH L, S
bDOTILIFYILEEED T,

COILDTI/ER FLVILNE, BERI»SE6DTAFLES LU
RERLNOSSOT VLENSHBROENSEEINE I LoRE SR
ELTEHELTOLTHL W,

IHIRIDX* ERVER, BHEO—BERATEBREELE R T 2L 5
K=l TObE0N, CORB. BERF. EXETF A RBEETAE
BEFLLTEATHLC, SO IDREBREH I NS 6DT L LEL
ERBELLTHLTOLUTHL L, )

TERDLINIHERIWELEDT,
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Y2 iz, KEEF., 7z IVE, TEINFIUAFILE, EXNaoq LA+ 4
FUE, ZFF ALKV E, oY VB, PAFALTIJIFLE, 5 -
ATV TN IVZNE S5 -TAFAL-2-FFY~], 3-4%
FU—NL—A4 —ANAFNE, 3-TE2bF+ o -2-FFVT7FLE, £
IS 6DT7TALFLE, RKEKLAHASTOTAIF UV AFLRET-RBREE
HINSEDTLAFVUEET2ZLBENSCHREINEZ 72T L FL
BErx&bT. ]

TEDLDINZENWBEEZRT, |

2. X ()BT, QAWK (11 1) TEbLEINEHEEHT S
AV THAHFROHWAE | HIlEHOLEYB LU 20, iz o0
KFDH,

3. R¥M. NOD¥/v7a70bELNBTHIEROBBEE 2HICERD
teavbs Loz o, LK ENSOKTIY,

4. N () EswT, NgF/vyr7ofabfLEBN. 1, 2 -2 x-2
-0y )y ob LV ETHLEROBHEE | RCRHOLEYB LU
TR, Tz hsoking,

5. () BwT, ~no¥/vyr7a07obLEN, ILELFEHICE—
BEMETH2HKOBBEE 2IA. FIHEFLRELFIIEHROLEDB &
Uz, BicENS KNP,

6. R (I)wEBLWT, na¥/vyrsaFobiLENA, (1R, 28) -
2-—noF v saf7obCLEBThIEROBHES HIcEHOLAY B &
xR, itz h s oKin,

7. R BT, "oF/vyr7o07ab B0 O EBEFNT v
FEFTHI2BBROTEAFE 6 HICEHOLEMBLIUTOE., HTITEzNS
DIKFIH o

8. X (1) DIL&EML., LELFNICH - EYMTHIHROTHEE
TIHICE#HOLAYB LU ZOE., BICZTh SOk,

9. HBROWHEBLIFEILSBEIHOVINMIEZHDOILEMLLLRED
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B, FLRENSOKIIMERIRS & T 2EE,
10, WBROTFHFIHEAISHFSHOLWTAMIEHO/LLAML L 127
DE. FLEETNSOKMMEFTIRD ETI2RHEBE,
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