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LRSS S TRIET B ENTED, ATERTHOLNALEY (4), BHIR BSAF
NTCHHEEN(3) TRINAEAEM XITEDOEEL TiL, Tt NvLE (L&Y
(47)) BEFELVY,

[0041] [{k32]

[te® (47 ) 1

(EFAEE® (47) H, MeldATFNVERT, )

[0042] PREEELCIE, 7TRb 2= T F IV EOINAR; B MLy FUL U
DOFFRRACK R ; BRR =)V | B 7 0 )VEDER AT )V, =F )L
T—F)N, ThIeRu75  ED—F NV VAT VIRV LET IR, VAF VT 2T
IRBE OISO MERRIEELE AL ATF L JaadoL DO a AR K S
B eV KERBIT O, FELIIERR=F VL ThD, HELL TIIkERLTH
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UL IKERAE YD DNED & B KR ; IRBR T NID I, RERAI VT DB DG R
BRI, TR LARE VR FRID AR IR tert — 7 MU BT LEOBBT )V
ax VN KBIETIY DI 72 & B AR FILY NI =F N T AV T ae v
TFNTIVDEIRER/TIVEL VDV NTF U OV DU HERERETS
o, FELLREYIY U ThD,

TIMERELTIX, b7 e, L vt = v BAL T e F A ED NS
AT B F NV TREBESNWDASEARBIIR D~ AR LA~ S AN E DT
FBANRNARD N Ay KB, K7 w4 i, KBRS D K
WERETF NS, 1T, LT EF L, MAKBHRS S ELL, LVFELITME
IKEFIR CTHD, HIZIT. FOGFEIMEEY (4) ZEfRTF LT BRIED, FELL<
I8 EDECYVFIET BRI ED, IFELII6 L EmDOT LA 121X, K
HEfeZ FA, I ATD R =IR T CiThi., @ H 5~ 20 CThUSIIHE T35, E£72,
FOSIZEE B DA — D AF VTV BRI D ER S NEHEIN AT i FL
VN BUSMBRIZ A SO IR ER M2 TR L . A H I 2 IRk 3T R LK YR
BHK CHER . AHRE OB BE TICTHEETHILIZE> T BER (1) X
IR (2) TRSNDEEWE S TLEW (2, 3) ZEMEE THLZENTED,
FHZT U WAERIEL TV e F VbR R T L 72 &2 02hd, #E=R (1) U3 E= (2)
TRINLEWE GMETHLIILNTES,

B¥, EROJIGIZE>THONS LAY (3) 137V - THLA, FTRICEV LA
¥ (3) Xt 2 IZNBDOKFHEL THDIZEL TED, HEL T, FIZIE,
UFTh, HVT L, T RTINS FTRITL TIAI=D LEOREME ; A
FNATIV ZFATI 2R )= AT IV EOFRET IV IV A N=F 5%
DO FEMT IR X3 7 ey MEERET N5,

AFEHOHFHRF KR THHEY (3) 1%, EROT7Y—K, HK OThbD K
YRS DL A MBI E T 5, BETRDEBIEL TRWAEAIETY—R
HFELVY,

ATRTHVWONS, BER(3) TRENALEH THRShALEY (4) 1. Y
EXNTAMOTEERANTRIE T TELR, BB TDE3TRITRT L
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B LENRGEFEELTHERTHS, T742bb., b6 (5) 2 ba# (6) ITAH sy
PR K OAF N TV NAGT D EE DI EBEFELLY,
(H3TF)

PR MICARTHEILRERIT LAY (B) T AXNIF U LRIEFE T, WLk
VEETRCIEA Y (6) IS, RN TAX J—NVAFFET . IR CABLT- 84, AT
L3 Y7o CIERL C, #BER (3) TREhALEE A TLE Y (4) X%
DEREZBRETI TR TH D,

ER(3) TR LB EETLE! (4) DEEL T, FZE, FTRIUL Y
FIL, AVT I, T RT B ANV T A T NI DNEO TS ATV TIV |
TFNTIV, B )= VT IV EORET IV IV AN =F B0 ENTI
SR I T =y MEERET NS,

AFEHOE LT B THD, BER (3) CRENLAWE S LAY (4) 1,
IKFIRORE B DILE MBS 5, FALROFEEL TRWDEEIE. 7R
UL (LAY (A7) TV — BT ELY,

FEMBOSIZEBNT, TAFRAIVF I LRIKEL TE, n— T FAVF UL sec—7
FNVFD L tert— T FNAIFULERNET DIV, n— T FNVVFULBLFELL, B
BELTIL, V2 F L —T ) ThIeRu 75020 —T NV, Uy, Ml
v\ F UV BDGEBRAVKFERERZET O, My LT RN uT T LR
AWERFEL, ST, (LAY (5) DMV —FhoeRuar 5 (5:1) BEIKIZ0
. 95~1. 054 & L. 0¥ BOn—FFAVF T LE—80~—60C T
RIZOSIRBEHE, 1. 06~1. 24 & FELLITL. 24 BDLEW (6) DL
WHRIZ —80~—60CTMAAZLIZE > THTHTENTED, Kt —80~—60C
THRHE 2~ 24R I THR T2,

Fi AZ S —NVAETE T, BT 7282 | 8 M7 2 TR 3-2 TRIZIBW T,
R UCid, HAbAKE, ik, Bk, N7 VA aEiR, AX ARV, p— LTy
ANV RERET I, EAKEBFEL, HELU TR N D A KR
FTRID L FRITLANE DR TR ARV RED T N T LT L ak L RN
Foiv, KRN T AHBFEL, SSE, RO RES#% 34 B DH
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bR BOEFBR T NV — AF ) — VBRI Z, —5~5C Tl E 2R M LS E DT
SIZEDTUTHTENTED, ZOPUNEA W Z KA T N T LAKESHIZ 3 Btk . AT
U7t 208, H2 L TH 2T, ARG (3) TREIN LA THI RSN DL
AW (4) BHZENTES,

F- LAY (6) DERFERELL T, B3TR THORRERICEEL RIFTIEi
KBEICERTEDRE LOBHRETHNIZThoETbEL, BRI
V—2 B3 TProtective Groups in Organic Synthesis (third edition)]) {ZF0#
DEZZEFTDHILNTED, T Th, NIAF AL IVEDBIFEL,

ATERTHOONHLEY (5) 13, HEEITAFMDOTEEZ AW TRIE 5286 T
P, BB THE2 LRI T HIEN LEMNBEFIELLTHERITH D,
(H2TH)

POSR (MR TH2IRRIT. AW (7) BB E 2T I Ll S R TGS
B, KO THEAY (8) LGS TR LICEVLA Y (5) 2BIE T TR THD,

IbB# (7) LT LDRETE, T ELTIEEAFRIV, ERYVY  N—AF L
NIV VEFNTIV | VATV TIVERRET O, FELLIIE YT

0, WL LTI B Dby FUL U EOEFBRIWKER, YoF o
—T N TRIERuT 5 EDT—TNVE AR ) —), F ) —)b AT )—)b
LT Na— VATV TaaiV DEO a ARG RSB ET
v HELIIMV = THD, e, MR~ R T b REET NV L ELF 2T
— =T REDWRAFEZEFML ThI\, THERMELE HIIBIEOBEML G, SUS
TR T ERERET DO TR AR E LB ETHHIENGFELV, BEAFIC
X AEEH (T 2 = 1~3Y RO u) Y L40C~ETRIREE ITMELL TH
JFET UTEET CHRELZBELRBATOND, FOSHMEIELZEAITilEEE
UV ZBINT 52 TS TEMIEDIENTED,

fe<fb A (8) LD SUSIZIBWT, WHELL TiL, ~ By Mbx=y | FU LD
FHEBROKRE,;, VTV —T ), ThIeRa 730 S0 = —F )V A¥ ) —
vy B )= AT )= VO T N a— )V AL AT L Taai)V LD
Na ARG ; TR =RV, DAFAVRIVLT IR, P AFVRVRF TR
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LERFT LN, FELLIT, AT — i INEGETRT CiThhs, B#5~2
BRI TLUS T 74D, SUSHE DI PEETE TICTHEEL, BEICM 2|
WA MZTHIH 35, ZORREMBHT L5720 REEWEEREL THoaiK
FHEI, FHIE A RIBAK R T N U LK, SR THRE % . LA BE T
THEEL, BB T ) — ) AT E M T U R IR, Rod
LG (5) ZmiE THROILANTED,

e, TIPS ERCTRE W (7) 93068 (5) 2185 5L L Tl fba# (7)
ERISTHT )= N =T VBT TILAE W (8) UGS EThAVY,

ATRTHWLNEEY (7)1, BEFITAMOGEZ MW TRIE TSI T
DM, BIR T D1 LRI R T HES TEMIE T EEL THRITHD,
(H1THR)

POSHK IR THLIIRIT ALEW (9) D7 = ) — VKR EEREL T
(NEBLITRTHD, UT. FEVMREBETHOIANR L AF NV EEAT DG EE
A LAY (7)1, YR HEFET . a8 (9) IZ7auaAF L AF )L
T—TNVEEAESECRLETED, WEELTIX, TR, 2—T X /0N
N BY My UV BTG FEBRAGKSEE FHR TV BHRAY T ae
NEDERT AT NV, P oF ) o—F ) TFRIeRu7 I 0z —5 V] DR
FNFNVLTIR, PAF VTR NTINEDOIE T a b ARRIEAEE AT | Za
TRV LEDO A T ACRACKEHER T O, IFELGIT ' THD, HEL
LT RFEILT N Y LDIS 2@ BRI N F N T I AT ae T
NT IV DEIRERT IV RV LD L7248 B IR AN Z2TF b, L
UIRBBAVT L THD, PUME, 7 M, 1. 1~24 &, FELITL. Y EDKR
Ay LE, 1. 1~1. 54 &, FFLLIEL. 5YBOI/auAF A AF LT —T L%
bE# () WAEASETIThNS, BUNREIIAAIT XITER TITHTenTt&d
2, FELLIZ—5~5C T, @H 300~ 1 TGS D, JGHKIZAE ML Ty
EMZ TR L, REUSDILEY (9) ZFRE T DDA g & RmKERLT R D L
KB CHE % BE TIREEEEL LAY (7) ZEME TR LN TXD,

— . 78 A F VAT N —T I EE DO E DK EA U BT A [BEE
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THIEREEN TS, T, Z7HEAFNATF L —T LV ORBFRILEL TAFF
—NERNLZLTHILEY (9) bl a i (7) ZBLIETHZE3TED, TR0 b,
B TR B SUIKARIETE T AL (9 IZATF F— N EAESE D, WL
LTCiE, 7eb 2=TFE I BEDTRA N8y My F UV ED TS
RALAK I B~ F L, BElR AV 7 ue ) VEDFFE AT NVIE ;o L m—F )L
TR a7 I BTNV VAF VRNV LT IR PAF LT ERNTIRED
FF b MERRIEALE AL AT L Zaai L DED b AL FA A R A
FEF oI AT T NEEEELL TR 528 TEDPFELLIIML = THD,
R Ui, #ilig, AXY ANVIRVER, p— MV R)VRTR, B, N7 VA a ik
BEDT VAT YRR LT A I=0 L LR, NV A A aRAZ U Z)VER TR
AFNLVINVEDNARBRENRZET I, PAFIEL TI, L2V ELF a5
— =T RERBEFON, FELIIHBRIL YV THD, SUSIE, M=, 3~4
YE FELIISY ROV L, 8~25% &, FFELLIII0G EDAFT—
NWEALEH (9) ITERISE UTh D, SOSIIMEN T XITER TITHZ LA TE LR

IFFELLIE—5~5C T, B@H 3~ 19RFE TS S ' D, SUSHKITKEN L 2
ZTHIN U, REGGDIES (9) ZBRET D7D ITH 8% RIE A VY LKA T
Tev itk . BUE T AR EL LAY (7) 2 mME TRZERTED,

ARF VAT VLN OREIELLL T, 2, ST THOFREEICEEL KITTZ
72K, B3 TR TR L /oK BRI AW T oMeH LoEBA ThHITWTho
b BAIITIL, %o, TProtective Groups in Organic Synthesis (third edi
tion) | IZFEBDEEZRIT 5T LA TESD,

ARF VAT VPN DIRGEELEDEAD | RIFRIC E BB ITARMD T EE W TITHZ
EWRTED, BlZiE, Jeik D, MProtective Groups in Organic Synthesis (third edition)
JICRHESN QOB HEITHEL THTHTER TES,

AR OBLE T HEIT, B2 T REE AV, KBREORELEL VN EE
T ARV AF NV, NIAFAVINE R T 2 F NV EEFE T 58T, R
RRERME AT MR T CO A S IHREL FTREE L IR Kig72 ) b2 #EhL
L7ebDTHD, $o, 2 TR THBRBEOHE A EZBEL , ATLIa~ T TT 41—
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ICEDRBRBERITHIZ & MWVME LAY (1) 28525 WREIZL7Zb DT
D, ZDTd  ARPIOIE S LT, SR TR IR AN CBREREICHE
B L7z, TEMITHRRBE S EL LTRSS,
FE

LI AR % EZ 8> TSHIZ BRI 203, ARIITNH0 EE
BINZ Lo THBRESNDHDTIT RV, £/, (E# (1) DFFF R LICR#S
Ak (BB HI1~6) R FEEHEA B DG IE (BERIT) &, 2EFHI1~TLLT
LLFIRT,

(BEHI1)
1—(B—7uE—4—-eRaxi7==V) TN O

3—T7mE—4—bRaX T ==)VERR (28, 5g) DMEKEFNE (100mL) Wik K
&7 R A (50. 5g) &2 T21REFEIMBABRTRL 72, SOSHKESHIRICEL ., 20%7K
(LT N LK IR A N Z CpH=11&1, 1RRIMEERFEL 7=, SO ESEIRIC
RL10%HEMAEEE N2 CpH=6LL ., BfR=T /L CHItH L7z, FilEa K, fl
FOEE RIS R AKIAR, S0 &K CHE L. KARIR TN A CHRL T2,
TRBITE FIREEE R BEEZ VYIS N HT 2rav T 57 1— (BT L
—n—~FPV) THERLT1— (3— 7 uE—4—bRuFi To=)L) 7R (22, 2
g. IR79%) 2157z,

(BE#2)
1—[4— (R INFHY) —3—TaE 7= V] TR OA K

1— (8—7uT—4—eRuFi7==))) 7R (4. 0g) DDMF (40mL) I ik IZ
REEIVT (2. Tg) , NN 7 a3k (2. 3mL) 2 TEIRIZTORFEHEER L=
o PO RZKICZ2 T CHIR =5 L CHitBL . %K, fafn ik Coepts .,
IKRREET R D A THISR U2, IRRBRIEE TIEEE B EL, BN EEEL IS
NHT BT TT p— (BHREF )V —n—~FP) THERLC1—-[4— (P
NAFY) —3—TuET7== V] TR (3. 65g, INR66%) 21T,

(B35 43)

2—[4— (U NFFY) —3—T BRIV T AL DA
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1—[4— (R PNFHy) —3—TaET72=)L] 7R (3. 65g) DY=F /LT
—7 ) (30mL) Iz E Y)Yy (1. 9mL) | fille~7 R A (2. 7T4g) X, =
RIS CL2IFEHER L7, IR BE T2 B =L . BoIV BB BE T itk
L, =& /=) (30mL) (28R L, 2H— 3 7u~7F#[bl75 —2—42 (0. 5g) &
Mz SREEIMBBR T LT, UG EIRMEL . BN E VAN IT Ara~<h
757 4— (B F N —n—~FHh) THRELT2—[4— (0P FF) —3—
TaERUDN]T AL (0. 84g, INR61%) 2157,

(BEH14)

1—C—[6—(TALY —2—ANAF)N) —2— (XU INAFYV) Tz=)V]—2, 3
, 4, 6—ThF—O0—~U PNV —D—FNar’T ) —ADEHL

2—[4— (RUPNAFY) —3—TBERVUN]T AL (0. 256g, 0. 62mmol)
OTHF (4. OmL) I#IZ —50CIZCn— 7 FNAVIF T ADL. 58M n—~F I
# (0. 39mL, 0. 62mmol) 2§ FL. 305 HRIR CHELZ, ZOWHKIZ2, 3, 4
, 6—FFF—O0—~_U PN —FNa)—1, 5—F7b (0. 28g, 0. 52mmol) DTH
F (4. OmL) &% TL. 304 FBIRIRICTHRIEL . SHIZ0°CIZ T3040 HIfH#ER L2
o BOSHRIZKREM X, BFR=F /L CHIH LT, FH8E % R 3K CHeid UK ARRe
NID L CHAR LT, IR BE T2 B EL . BN REL L VI TN 1T 57
k757 40— (B =F NV —n—~F P (1:4)) THERLC1-C—-[6— (TXL
V=2 ANAFN) —2— (NUUNFFV) T 2= V] -2, 3,4, 6—ThF—0—
RPN —D—7)vaes /—2(0. 16g, 0. 20mmol, IXZR38%) #4537~
(Z&H415)

(1S)—1, 5—7veRr—1—[5— (FRLY —2— AN AF ) —2— (NU I
X)) T7x=V]—2, 3,4, 6—Th7—O0—~_V NV —D—I NI LDOERK

1—C—[6—(TALY —2—ANAF)N) —2— (XU INAFYV) Tz=)V]—2, 3
, 4, 6—FTrF—0—_ P —D—F)ar’s —2Z (1. 80g, 2. 09mmol) DT
r=RUV (20mL) EHRIC N =F )L 3T (1. OmL, 6. 26mmol) &R 7 )V A g
(0. 33mL, 4. 28mmol) /%, —15°CIZ T30 WL, SHICHRIRITT14K
WL, BUOSBIZN =F )Ly F2 (1. OmL, 6. 26mmol) &R 7 )VA kg (0
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. 33mL, 4. 28mmol) ZEML , SIRIZ TR AR | fafRIEAE T N7 L
KRN S E 22T | BT TR U7z, A8 2 ffn R Ak T
%, MAAREE T N M CHR LU 72, IGIRHBRIBE FIRE2EEL, Bl EEL
SUB TN BT NT T 4— (BHRT=TF LV —n—~FH > (1:4)) THRELTO
S)—1, 5— 7 eRE—1—[5— (FRALY—2—ANAFN) —2— 0PN FF ]
Zr=NV]—2, 8,4, 6—TrF—0—_TUN—D—F N b= (0. 65¢g, 0. 77
mmol, [XR37%) 2157,

(B35 1416)

(1S)—1, 5—7vkRu—1—[56— (FRALY—2— AN AF)N) —2—EFaFs 7=
=N]—D—I NI =N DERL

(1S)—1, 5—7rkRu—1—[5— (FRALY —2— AN AF)) —2— (N PNF

X)) T7x=V]-2, 8,4, 6—ThF 00—~ YNV —D—F N1 (0. 07g) D
AL AF L > (5mL) WAL T V=7 4 (0. 12g) &7 =Y —/1 (4. OmL) &I
Z.\ BRI C2RIEER Ui, SOSKAIK/KIZZET , Bi=F /L CHiti L7, e
ZRIFN AR T L, EARERT N A TER LT, JE%GIRREZ I, 2
BVUBFN IO T TT7 40— (JaaiR)v b —AF )—)V) TRRIL., (1S)—1, 5—
TreRa—1—[6— (TR —2—A)VAF)V) —2—kRaxi Tz=)V]-D—7
N b= (0. Olg, INHR31%) 157,

(BEHT)

1—(B—7uE—4—-eRaxi7==V) TN O

1— (4—teRua%r7x=,)7¥Ek (50g, 333mmol) DA% /—/L (250mL) &

i1, 3—Y7aE—5, 5—VAF N M (49. bg) & —10~0CTHIX, O
~5CIZ T30 MR L7, WIE FHEA B EL ., Boh &I ER =T (30
OmL) ., M= (100mL) , 7K (400mL) &M 2 THIt L7, FH#kE2% 7K (400mL)
TEHEL, BE THRELZE ELU, A2 EIChr= (150mL) 2z, 0°C
(AL BEREL TLORFRIBR R L 72, AT I L7252 IR L, fEdh e b= (50
mL) U %, BEZELT1— (83— e —4—bFuFi 7==)L) 7&h (58

. 32g, ILFRT77%, MEI6% (HPLC)) % H Ak MEL TH,
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(S2hE 1)
1—[83—T7mE—4— (AF VAN L) Tz = V] T BN DAL

1— (B3—7mE—4—tFuFi7==)1)7&h(515. 05g, 2. 25mol) DT &k
(2. B8L) TRITIRIEAI VD A (466. 61g) L7 AF NV AFNZ—T )L (272, 23
g) ZMA., —5~5C T30 MLz, RUSHKIZh Y =2 (4. 2L), K (4. 2L) &
Mz TR U7z, FH8E20. 1MAKER LT RID AKYEHK (4. 21) | FEV T (4. 2L
) T2EIVEEE ., WE TREEZEELTL-[83— T T —4— (ARF VAN V) T2
V17 &R (605. 25g, IXRI9%, MiE96% (HPLC)) Z¥FH ARy L <H
7o
(Sl f2)
1—[83—T7mE—4— (AF VAN L) Tz = V] T BN DAL

RV (1. 70g) DMV (9mL) WIRIZAT F—/1 (3. 04g) . 1— (3—7
E—4—tbRafx7o=/) 7 (0. 915g, 3. 99mmol) /%, —5~5CT
L7RFFERER U7, BOSRIZ/K (9mL) 2 TR U7z, FH8E % 10% REE Y 2
KYEHK (9mL) C2EI a4 . WE FHlEaEELC1—-[3— T mE—4— (A
ARFL) T2V ] TR (1. 09g, IE100%, MiE9I4% (HPLC) ) ZHp il
WLz,
(51 f513)
2—[83—THE—4— (ANFTANIV) XUV N]T AV DERL

1—[3—7mE—4— APFTANFEY) 7= L] TR (68, 7g, 251. 54mmol
) DIV (690mL) WICE Y VY (41mL) 2%, EAR BT TR A 73mL
BEL, Sbizemly (20mL) A, HEARBICTHEHEEZ2TmLEEL, X
SR EIL  WE T CRE A B E LT, BONBRIEICZH— v /a7 2 [b] 75
Y —2—42(40g) . AV 70X )—(370mL) 2%, 19 FEIMBLEFR LT, X
SRR TR L BRI (690mL) . IMEERR (690mL) 2%, L&KET N
YIUTHT L7 RE & R B 1% R U7, FHE IS OV 1M R (690mL) 2N
Z. EEBAET N TN U AR A BB KL SHIC1EIZOB/EL
VIR Tz, AHIE% 5% RIBAKE T NIT L/KEEHK (690mL) | 25% Bk (690mL
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) THEHR ., JE T CHEA B E LT, BN IRIEIC AV 71/ ) —/1 (280mL) .
n—~7F(70mL) Z2H1Z, 15 CTERLIZAT LR a2 gl L, Boiviohks
B &V 718 )= (35mL) TYER ., MUERRL T2—[3—7mE—4— (A
FUANR L) RUUNV]T AL (25, 32g, INHE26%, MiEIT% (HPLC)) 2 H
e LT,
(ShEf4)
FTRIDL 4— (TAVY —2—ANAF)N) —2— (1—ANFT —D—7 Nav’s /v
)T = )T —bDE R

2—[3—TBE—4— (ARFLARE ) DN ] T AL (5. 00g, 14. 00mmol
) DIV (84mL) —THF (17mL) #KIZ — 75~ —70CIZTn— 7 FAUF T L
D1. 58M n—~FH WK (8. 9mL) i TL. 304 HRIR CTR#EEL, ZOKX
IS E2, 3, 4, 6—TFF7FRA—0— (NAFNVIYN) —D—F)Na/)—1, 557k
> (7. 85g) DMV (50mL) IEIKIZ — 75~ —65CTHIR, —60°CT19MH#E
LTz, ZO RS E AMEAY K SRERR = /LB (10. 9g) DAX /—/L (25mL)
WHIZ — 10~0C T A, 3RFHIRITR TR L 72, ZO UG AE KRR T A (4
. 02g) D7k (100mL) IHKIZ0~10°CIZ THl %, 3R RITR TR L=, ATHLE
FEa A IR L., Bz K (5mL) . MLy (5mL) TH#L 7z, Bbiiik
A 7K (50mL) (ZERISE, O CIZ TISRF ISR L=, fibhZ i8R L | fFbivi i
Ea% 7K (5mL) THedth  MEREL THNU A 4— (TAL Y —2—A)VAF)L) —
2— (1—AFL —D—INat’5 i) 7= /5—k(3. 14g, IHR50%, #i#E0
% (HPLC)) 2 F taibam L TRz,

BB, 7V—RKOAIL, AFNV 1-C—[6— (TALY —2—ALAF)V) —2—t
Fa¥d 7=V —D—7Nat’g )R ThAB,
(521t f515)
AFN 1—C—[6—(TRALY—2—ANAF)N) —2—bkRaF L Tx=V]—-D—7
Nar's ) ROBEL

2—[3—7aE—4— (AFTARFY)RUUN]T AL (3. Og, 8. 39mmol) D
ThoeRuT7 7 (30mL) WRICT VAV FEIR T, —45CIZTn— 7 FAIF UL
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D1. 58Mn— ~FH VAW (6. 1mL, 9. 64mmol) i T L. RIRICT154 R
U7z, ZOWHE?2, 3, 4, 6—TFFFA—0— (RIAFALTINL) —D—Fa)—
1, 5=k (4. 7g, 10. 08mmol) DML (30mL) kI —45°CICTH FL
. FNRIZ T30 MR #R LT, SO RA AL AR DOAMBHBR - F LV EEHK (6. 3m
L, 25. 17mmol) A% /—/v (15mL) (2 Z 728 A M %, 0°CIZ C2RERIH#RL
2o BUMNBE YN IMAKRRIL T FIY SRR (50mL) Z AN A, My /A THIL .
FHEE IMKIR LT N Y KSR Tt LTz, 2 COKIBIZ10% AN 2
. pH%ZS. 5L RICHIR=F M TR L7z, ZOHBE & KRR~ 7 Ry
ATTHRL . SBOBIIE TR A EEL, BoNEEEZ2— 70/ ) —L—
A EESE, AFL 1—C—[6— (TALY —2—ANAF)) —2—bRuF
Tx=)V]—-D—7Narg /R (1. 2g, 2. 81mmol, X 33%) 245472,

(521 f516)
AFNV 2,3,4,6—FhF—0—TkFN—1-C—[2— (TEFNLFFL)—5—(
TRV Y =2—ANAFN) T2V ] —D—TNat’T o REAFNL 2, 3,4, 6—F
FF—O—TEFN—1—C—[5— (FRALY—2—A)LAF)L) —2—ERuaFi 7=
=NV]—=D—INat’T I ROREH DA

FTRIDL 4— (TRAVY —2—ANAF)V) —2— (1— A FT —D—INVar’s /v
V)7 x/)F—h (3. 00g, 6. 69mmol) DEFHRTF /L (30mL) IFKIZE YL (4. 23
g) . 4—TVAFNTIEYP L (8me) . EKEEER (4. 10g) ZMNZ., HIRIZTL 7R
BEELTe, ZORUGHRIZAK (30mL) 2%, fhiti L7z, FH#E %7K (30mL) T3,
5% REE7K T ND LKESHK (30mL) | 25% RHi/K (30mL) THelf4 ., WIE T
THEAEEL ATV 2,38,4,6— T —0—T7TEFL—1-C—[2— (TkF
NAXY) —b— (TAVY —2—ANAFN) T 2=V ] —D— 7 Na’T I REAF
N 2,8, 4,6—FF5—0—TEFNL—1—C—[5— (TRLY—2—ANAFN) —
2—EREF T T2V ] —D—INat’T U RORAY (4. 24g, INFE100% (AF
N 2,3,4,6—Fh—0—TkFNL—1-C—[2— (TEFNLAFY)—5— (TR
LY —2—ANAFNV) T 2=V ] —D— I NabeT ) R R L CHA) ) 2 H 6T
ENTFARELTHETZ, HPLC L, AV 2, 3,4, 6—FFF—0—T%kFL—1—-C
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—[2—(TEFNAFY) —5— (TRLY —2—ANAF)V) Tz=)L]—D— L=
VIV RB40%, AFNV 2, 3,4, 6—ThF—0—TEFN—1-C—[6—(TX
Ly —2—ANAF)N) —2—keRuFL To=V] —D— 7 Nat’T ) R5342% Th
>7%,
(SHEf517)
(1S)—1, 5—7vkRu—1—[56— (FRALY—2— AN AF)N) —2—EFaFs 7=
=N]—D—I NI =N DERL

AFN 2,38,4, 6—ThF7—0—TkFN—1-C—[2— (TEFNLAFY)—5—
(TRAVY =2—ANAF V) 7 x=)b ] —D— 7 Nae’s /3R (3. 34g, 5. 25mmol)
DT Er=FV (33mL) EHKIZAK (0. 09g) . NN=F LT (2. 44g) . N7 VF
TAZ L ANVIR BRI AF LYV (3. 56g) A, —5CITTI5RREIHT# L,
D OS2 (50mL) | 5% REE7KE T FID LK EEHE (50mL) &N 2 CThltk
Uiz, A8 AT FIC QRS EE AL, BONEREICAY /—/1(33mL) ., 28
% F NI BANEL RO AZ ) —VERWE (2. 02g) M., OCCITT2REEHBHR L, =
D FOSHEIT . AMBEA LK FEFR=F VIR (2. 63mL) 2R THRIL, BE TIZ
THEA B E LT, BN RIEICEIERTT /L (67TmL) . 7K (67mL) Z M2 Thht
L. AE %K (33mL) T LIz, /KgEFHR=F /v (6 7TmL) THH L7z, A
JEEICODFEEE GO, ZOFBEEZ0. 5%KERILYF T LKEHK (67mL)
THIH LTz, SHICHH#IEA0. 5% KERL) F 7 L/KESHK (33mL) C2[EHHiL |
U7z g% 1MER2 (0. 80mL) THFIL, B ~F /L (6 7mL) THItH L7, /K)E
o EER T )L (34mL) THItH L 7=, #iH L= FiE 2 Ao, BE TIC TR
BEELR, BONEEE A 71— V(1. 8mL), /K (1. 8mL) IZIFfESE,
A (3. 6mL) ZMA TEHEIRIZ TEREL /-, LI mE IRl Bo ki~
Y 7as ) —)v—7K (1:3) DIRAVELE (1. 8mL) C2EIPEEH , BIEREL T(1S)
—1, 5—7 eRu—1—[6— (TALY —2—ANVAF)V) —2—kRuaF 7=/ ]
—D—27 Vb= (1. 43g, INHR69%, MEI3% (HPLC)) #FEREMmEL TH
7o

(S 1if518)
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(1S)—1, 5—FrkRr—1—[6— (FRAL Y —2— AN AF)L) —2—kRaF L 7>
=N]—D—I NI =N DERL

AFN 2,38,4, 6—TrF7—0—TkFNV—1—C—[5— (FTRALYV—2—ANAF
L) —2—bRuFi 7= ]—-D—ZAat’F LR (4. 60g, 7. 73mmol) D7 &k
=RV (46mL) IEHKIT/K (0. 14g) . ND=F )L F2(3. 60g) . NUTZ /LA BAZ L A
NWIRERN) AT N YN (5. 26g) BINZ, — B CIZTL6IREEIIEEE LTz, ZO KK
(b (69mL) | 5% RIEKE T R LKEHE (69mL) Z N2 Thi L7z, A
B AT T I T2 B R LT, BV RIEICAZ /—V (46mL) . 28%F R
TLANR T RDAZ ) —VEERK (2. 98g) A, OCIZ T2 BRI L 72, 2Dt
T, AMHBAL K RERBR =T LA (3. 87mL) ZANZ CHAIL ., JBE T I TR
ZEBEL, BONBREICEE T /L (92mL) | /K (92mL) ZMA THIML, &
g %K (46mL) THEH LTz, KL FiR L (92mL) THIlL7-, AlE4i
CHDOHMEL G, ZOFBEE0. 5%KMLYF 7 LKA (92mL) THiH
L7z, SHIZHBEEO. 5%KMIL)F 7 LKEEHK (46mL) T2EHIHL . #hHL7=
KigZ 1IM#ERR (2. 19mL) THRIL, FFg=F /1 (92mL) TR L7z, KE&2
HifR—F )L (46mL) THI U7z, L 72 F et Ahw, BETICTREEL B E
Uiz, o=l A/ 7 13—/ (3. 28mL) . /K (3. 28mL) IZ¥AfEESHE, 7Kk (
6. 56mL) ZANZ TEIRISTHREEL, Lo aigml . BSon izt 1Y
a8 )b —K (1:3) DIRATREE (1. 64mL) CARIYEE ., BIEFERL T (1S)
—1, 5—7 eRu—1—[6— (TALY —2—ANVAF)V) —2—kRuaF 7=/ ]
—D—27 NI h— (2. 12g, ILHR69%, #MiEIL1% (HPLC)) #F EREMmEL TH
7o

(S£Hif519)
(1S)—1, 5—FrkRr—1—[6— (FRAL Y —2— AN AF)L) —2—kRaF L 7>
=N]—D—I NI =N DERL

AFN 2,38,4, 6—ThF7—0—TkFN—1-C—[2— (TEFNLAFY)—5—
(TRVY —2—ANAFN) T2 =)V | —D—TNat’T )y REAFL 2, 3, 4, 6—
FrF—O—TEFN—1—C—[5— (FTRLY—2—ANAF)) —2—kRuaFi 7
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==V —D—=INarT v RD39:480DRAY (24. 77g, 38. 91mmol (AF /v
2,3,4,6—7r7—0—T7T%&FNV—1-C—[2— (TEFALAFY) -5 (TALV
—2—ANAF)V) T 2=V ] —D— I Nat’T )V REEBELL CGHR) ) O 7 Eh=h)
NV (250mL) I K (0. 70g) . NV=F L5 (18. 12g) . RUTZ VA BRAZ RV
BRI AF VYL (26, 64g) EN%, —5CITTL7IRG B L 72, ZOSUGHKIC
ML/ (380mL) . 5% fRIEIKSE T FID Lok ¥k (380mL) ZN A THutH L7z, A
B AT T I TRt A B B LT, B ERIEIZAZ /—/V (250mL) | 28% 7k
U7 BARNE RO AZ ) — VAR (15. 0g) %, OCCIZ TR R L=, ZOKt
AT, AMBEAL K BRI =T LA (20. 2g) ZAIZ THRIL, JE T IS CHREE
BE L, BoNI- B RV (500mL) . /& (500mL) 2z CTHtL., &
B 47K (250mL) THe LT, /KgZFHR—F /v (500mL) THIH L7, Ai)g%
ACHOEEEL G DY, ZOFRBEE0. 5%KMBIL)F 7 kIR (500mL) T
L7, SOICHBEE0. 5% /KLY F 7 LK EARK (250mL) T3[EHhIL ., #f
U 727K g & 1M RS (73mL) CHFIL , =5/ (500mL) CHItiL7=, K)g%
PHEEEFR 1 (250mL) TR L 7=, s L= Fild 2 a8, BE T IS TR
BEELRL, BONEEE A7 18— )L (17mL) | K (17mL) \[ZIRRSE, /K (
34mL) ZMZ CTHEIRIZTL 2R E LIz, Frii Ui 2R L Bohz s
AV 70— —7K(1:3) DIRAEEE (6mL) T3MEPEHR ., MEFRHEL T(1S)
—1, 5—7 eRu—1—[6— (TALY —2—ANVAF)V) —2—kRuaF 7=/ ]
—D—27 NI h— (7. 40g, IHR4A8%, #MiEI7% (HPLC)) #HEkEMmEL TH
7o

(ARHOFES TR ALEH()DOAHIR)

ARFEHOES TR, BTk it TR THY, BERIITITEMEF7, 8, 9iC
RS TVD, ZOFHS TRITH S T HREREANIC BT TRIZ. & 415, 61
FHENE TR TS, RUTFT IO, AR OFES TRIZBITHLEHDOAE
FRIRIT, 48~69% THY ., KT CHR1 (REREIN) DEHUIERPE11. 5% THDHT
SITHAT, MEUL RICFREBAYICIA L TWDZ e 0D,

[1]



WO 2006/006496 PCT/JP2005/012577

[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

32

BLBIUVRABELEDONRE
AFEADHE DL THE 48~69%
RrEFSORR 1 (PEskEm) 11. 5%

(BRPIDOFESTRIZBIT DA DA B ROR )

AZEWPDFEL TRRIZBITHIEH(DDE RN A8~69% THDHI LiT, A%
B D F i 71T DILRA69% . EHiBISIZIIT DINRA69% , EHfINZIiT
BINEAIA8% Tho1eZ bl kD, Fiz, FraF R 1 (REMEA) i2 BT LA #H(1DD
AHIER 11, 5% THHZLIX, BEFILIZBITDNER37%., ZEHI6IZBITH
IR 31% ThHoT=Zlh b, ENENOINEERITADLEDZLILLESTLL. 5%(
BARAGIZIZ, 37X0. 31=11. 5%) LEHENT-,

12¥, BERTSCHR T (RERELAN) 12361 D356 BT, IR T2 2 TR THEMEL T
Wo, T2bb BIEOSEITV, — BT HBEL THrb, PR TRE1T-o T
WD, ZHUZHL . AP DOELSTROGE ., Bk OifriE TRAR uik 2 Bt
FTHIERGERL TTHITENTED, ZOW), MW EEE HE T BN TES
LB, BEMM ORI > TRV BLE RO E TN TE2,
(BFREPNBT 2B DEEHUIR)

F2\TRTINT, AFBT AWV D LA HIEIL, 6. 2~9. 0% THY
« REFFSCHR T (DESREEAT) DA EINENR L. 4% THDHZEITH T, 4. 4~6. 4fF
BT EL QBT ED DD,

[#&2]
LEHLD EHRINE
FHH 6. 2~9. 0%
Frar ok 1 (PEREAR) 1. 4%

728 ARFEW] K O SCER 1 (DESRBAN) IZB 1T DB (DD 2E RIBERITELT
DXL THRIEN,
(AEEPNZBITHIEW(D DA I ROR )
AFEZRBTHEH(DOEAEHIPER (FIRIE) 2356. 2% THHILiT, AFEHD
EHEFI 212 B1F DULRHI100% . EHEFI3I BT BINEN26% ., EHEHI4IZRIT2
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INFAS50%., FHEHI6IZI31TDINRNI100% , EHEHINTITDIRHA8% Th-o
feZEEAN—RIZRMEN, Thbh | ARIZBITHEAHD 24 B (
TRRE) 1%, & TRICBIT DTN ENOIEE T G b sZ itk TR E
» BARIIZIZ. 100X0. 26 X0. 50X 1. 00X 0. 48=6. 2% LB HIEh -,

o ARWITBI AW DO EEHIR (ERIE) 239. 0% THHI LT, A
R O FIEFI 212381 DILFEHI100%., FEHEHIBITIITDINES26% ., FhEhl4ic
BT DILRH50% ., EHHFI6IZRITDINRA100% ., ERiFI 7IZBIT DR’ 69%
(UL FEHEHIBIZIIT DINEN69%) Th ozl i N—AICRIENT, T7bb,
AFEINCBITHIEAHOD 26 RINER (LR 1T, £ TRIZBITLENREND
IREHT AL EIC > TRIIE N, BEAMIZIE, 100X0. 26 X0. 50X 1
. 00X0. 69=9. 0%LH &I,

(RFETSCIR 1 (PERBIN) I2 BT A bEH(DD-2E B RO F )

FEFFSCHR T (TESRBA) 1B T AL A (DDA IENL. 4% THHZ LI, &
ZHILIZBTDRENTI%, BEFI2IZBITDINEDN66 %, ZHFI3ITHIT DI
1361%., ZEBIAZRITDIRY38% ., BEFISIZEBITHINRNIT%., ZEHI61T
BIFBIEN31% TholzleaN—RCA SN, $7ebh | KR (B3R
B e BB D A BRINERIT, & TRICBIFDZNENOIREHT
AoarZlicko TR SN, BARMIZIZ, 79X0. 66X0. 61X0. 38X0. 37
X 0. 31=1. 4% EHEHzhiz,

BB OCE Y R OEELGLE D, HBENE R L PRItk E , K3~
BITFEDTRT,

7B, RTOFTSIIUTOBRREE T2,

Rf. :2&H1F 7. Ex. :EEHF S, STRUCTURE HEER, P: N AF LY
NVEITFORBREL, Me: AF NV, Ac: TEF NI, Et:=F /)L, Bn: 0¥
JVE DATA 97— . NMR R IEIB AT L (TMSEIESE) | MS:

B EoHTE
[3£3]
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Rf.

STRUCTURE

DATA

DY
Br Me

TH-.NMR(CDCly):2.17 (3H, s), 3.61 2H, s
), 5.63 (1H, s), 6.98 (1H, d), 7.03 (1H, d
d), 7.31 (1H, d)

FAB-MS(m/z):230[M+H]*

TH.NMR(CDCL,):2.16 (3H, s), 3.61 (2H, s
), 5.14 (2H, s), 6.88-7.67 (2H, dd), 7.82-7
48 (6H, m)

FAB-MS(m/z):404[M+H]*

'H-NMR(CDCl,): 3.70-4.98 (19H, m), 6.8
9 (2H, d), 3.44 (3H, s), 7.08-7.63 (31H,
m), 8.11 (2H, d)

'H-NMR (CDC1,) : 3.58-3.97 (7H, m), 4.29-
4.99 (12H, m), 6.85-7.49 (334, m, 8.0
8 (28, d)

FAB-MS(1/2):848[M+H]*

'H-NMR(CD,0D): 3.37-3.59 (4H, m), 3.70
(1H, dd), 3.82 (1H, dd), 4.23 (2H, s), 4.
56 (1H, d), 6.76 (1H, d), 7.02-7.16 (5H,
m), 7.29 (1H, d), 7.49 (1H, dd), 8.17 2H
, d)

FAB-MS(m/z):397[M+H]*

[0095] [3%4]
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Ex.

STRUCTURE

DATA

-

'H.NMR(CDCL,): 2.17 (3H, s), 3.52 (2H, s), 3
62 (2H, s), 5.23 (2H, ), 7.06-7.13 (2H, m),
7.40 (1H, d)

'H-NMR(CDCly): 3.51 (3H, s), 4.26 (2H, s), 5
.21 (2H, s), 7.06-7.17 (6H, m), 7.46-7.54 (2H,
m), 8.20 2H, d)

TH-NMR(CD,0D): 3.09 (3H, s), 3.30-3.32 (2H
, m), 3.41-3.47 (2H, m), 3.63 (1H, ddd), 3.77
-3.92 (3H, m), 4.21 (2H, s), 6.66 (1H, d), 7.0
0 (1H, dd), 7.08-7.12 (4H, m), 7.45-7.51 (2H,
m), 8.15 (2H, d)

TH.NMR(CD,0OD): 3.09 (3H, s), 3.30-3.32 QH
, m), 3.41-3.47 (2H, m), 3.63 (1H, ddd), 8.77
-3.92 (3H, m), 4.21 (2H, s), 6.66 (1H, d), 7.0
0 (1H, dd), 7.08-7.12 (4H, m), 7.45-7.51 (2H,
m), 8.15 (2H, d)

TH-NMR(CDCL): 1.53 (3H, s), 1.94 (3H, s), 2
04 (3H, s), 2.05 (3H, s), 2.34 (3H, s), 3.23 (
3H, s), 4.01-4.07 QH, m), 4.31 (2H, s), 4.43(
1H, dd), 5.17 (H, dt), 5.27 (1H, d), 5.53(1H
, 1), 6.99(1H, d), 7.11 (2H, s), 7.14 CH, t), 7
31 (1H, d), 7.32 (1H, s), 7.52 (1H, t), 8.18 (
2H, d)

FAB-MS(m/z):637[M+H]"

[0096] [3%5]

Ex.

STRUCTURE

DATA

'H-NMR(CDCL): 1.67 (3H, s), 1.95 (3H, s), 2
.05 (3H, s), 2.11 (3H, s), 3.30 (3H, s), 4.09 (
1H, dt), 4.19 (1H, dd), 4.24 (2H, s), 4.36(1H,
dd), 5.16 (1H, d), 5.29 (1H, t), 5.57(1H, t),
6.84(1H, d), 7.10-7.17 (5H, m), 7.50 (1H, t),
8.18 (2H, d)

FAB-MS(m/z):595[M+H]*

'H.NMR(CD,OD): 3.87-3.59 (4H, m), 3.70 (1
H, dd), 3.82 (1H, dd), 4.23 (2H, s), 4.56 (1H
, d), 6.76 (1H, d), 7.02-7.16 (5H, m), 7.29 (1
H, d), 7.49 (1H, dd), 8.17 (2H, d)
FAB-MS(m/z):397[M+H]*

PEZE ORI mTaet
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ABEHOT AV FHEEOBIETER AT EEE Avcilshi, 7X1
VHRBR R O FORIL, Na' — 7 a— 23l LR PR R R OB TEM %
BT 50, EFE, BT, Na' — 7 )L a— 2R AFLER L LT, Fl2iE, AR
ARTEMERERIE (LBLBEIRIA) | AL AUV FEARTEPERE R (BB RIF) L A2 RV
BEHUHER B R R OIRER ., W ZhbOFBHCHE I CTh 5, 72k, A% %
WTBLESN- 7 AL B EA R VE DA, BEE /2 Na — 7 o — 2 bl AR
EVEH RO TIERZH 722803, R30I 3817 2[RRI ] (BRG]
1R ORBRH2) I LRI LTV 5,
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# R HiFHE
[1] TRy (1)
k1]

et (1) ]

(. R AS®RT VR LVES RP~R L. Fl— Xt B> Th I ST T V%L
EEFITV—NETHD, ) TEENLILEW (3) . BELLL, FoHErbEITN-
DI EB1RROLE Y : T F DT )T I MUAL S Ths Tk % (2) :

[fk2]
ezt (2) ]

i R RUR~RIZ, BiEtEF#E T, RI3. RI~REF— U3 2> Th i<,
AT NHNEFTIT V=NV ETHD, ) TREINDLEW (2) H>DiFITNT-D72<
EH1RDLEY., T, Lifba® (2) L Eib&% (3) DIRAEY ., HLLT, Lid
fb&# (2) L Lt E9 (3) LD DB S WA BT R OIIREL., Titlba# (1)
[fk3]
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Ubet (1))

o

00
OH

OH

HO
HO

2L EERHUE T T AL U ERORLE Tk,

[2] EEUEFR (1) TRENHEAY (3) 23, R'BAFILTHY, R'~R, AF L Th
0. TrofEEX(1):
(k4]

sl (D) ]

1|

(EFERH, MeldAFNVEIRT, ) TEENDLOTHD, FERBELICREOT AL
FHEMARORLE T,

(3] EEEFR(2) TESNALAY (2) 73, R BAF L THY, R'~R B UR, A
FNTHY., TrotEiE=(2):
[fk5]

[ (2) ]

(EFEEH, MeldAFVE/R T, ) TRENDLDTHD, FREALREHOT AL

1|
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FEFORIE Tk,
[4] TREDOIEEA (1)
[fk6]

(Rt (1) ]

(LFEAEE (D) T MelZAF V&R T, ) TRShDILEM (37) . FHLLIL,
TReoEER(2):
k7]

(gl (2) ]

(LFeAEEN(2) T, MelIAF NV ZR T, ) TREND LA (27) !

RO LEFGRAEEM (27) ., HLE, ERLE8 (37) DEMLBITNIZD 72BN
N 1EO/EY ., Xk, Eitfbeaw (2°) & Lidfha# (3°) DIRAW. EHLIL,
ZNODHDEAYEE TR OBiRHEL, Trolba (1)

[fk8]

lee&® (1))

o

oels
OH

OH

HO
HO
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EERDLTLERAE T DT AV U ERDORLE L,
[5] TRLa (4):
[1k9]
Ueetn (4) ]

(LFALA (@) . RUHEET X VAT, ) S E Ol T S LA clum

THZEICRY, LR (1) TRENDIEAEW (3) KU/ i Eifby(2) T

RKINHIEW (2) /5255, FHRELI~ADW TN IHICREBOT AL
FHEROBEHIE,

[6] LA (4) 23, R'BAF L THD T ik (3) :

[ft.10]

[#dial (3) ]

(EFEAERESN(3) 1\ MelIAF NVEIR T, ) TRENDHILEMTHY, 7 /ALAIR
TR F AR THLFERESICRH D T AL FHEARDRGE T 5,

[7] Figfbaw (4) LT, Titfka# (5)
fe11]
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Me&s (5)]

Me O~-0 O O
Br

(LEefba# (B) . MelIAF NV E-T, ) & T rcfba# (6)
[ft12]
[e&% (6)]

0._0
P‘O
oYy o
P O“P

(LR A9 (6) T\ PIZNAF AL UNEE I ORBEREEE R T ) IS
B RRE R PRAT VT Y2 LT DT LI L > TR LG E VWV HRE R
H1~6DWT I TEIZFLROT A FEADOBLE T 1k,

[8] RRL A4 (5) LL T, Fadfba# (7):
[fk:13]

Heew (7)]
“S0
Br Me
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