VISR AR ERETW

EE4 (WhER) ERNMTHEEREE EFHEEBS)
MEEXT—<8 AT OEELESBEDRR

MERERE L EA £4 [ BEXFRFREFMERBF ]
1. &5 - HBY

U7 ForoxA V7 rinEo) 7 U T, e OBIRSCEARD G, 38, RIEIFET D,
Tx= AT a4 ROZEEKRTHY, PUEREIEMESC, Lo A VATEM, ikt EafFoZ &
BB TWD, IvDORIFET D8V IR ExMED, U 7 BT E OFECERALIC LAY
ZRIMFIET D2 L HZ, Ll U 7T Ol & AR & OB DWW TRFERIIC
R LT 7o Iid, Bkx 2 OBARSCHEADNDHEEL TOS RERH Y . KIROFEMIED D
OHBEIIRAN B 5, AW TIL, P (LIER 72 Ehk 2 7 B BIEMEZ RO LY 7 A 1R
KL, SHICEERRE~DY — NMeam e LTOSHOFRERZIES =012, U 7 U EofEE
IR REOBIFICI Y AT, T2 T, FEENINETICE DS ATELELOARINTY =
RV ~—OHEHICE L THEOLNTMASTELZIGCHTE 5 8-0-4RIDx A VP UICEH L, EDY
AT VT 4 vV IREBIEDRFE R T,

2. WE - Fik

AT CTIE, Bex 7oA Y 77 U AZEH L D 2EOHBEWEEZ AW, Hy 7V 7 SEL 7 =
= NVEOFERAEZ DI LR, BRRELMOFM R 2 B2 D2 LICEY, VAT<T 1 v 71
B 8-0-4 A A Y 7 L LB TE HERARFIEZ T 5 Z & 2R AT,

BEE D HREWE L L CTHLIOFROIEDEIRIN LT, £T. 1) ZOARERDIHEWEDOS
RGIEEMNL L, 2) xS 2 oBROILAEWM E DI v 7 ) > T RIE



HO_ R? (é)H '
@ o) HO._ R? C\\o
HO o HO o @
o ¢
R: R2 Rl @ R2
OH \ / OH
O~__OEt A

¢ HO_ R
Br HO
HO o o
g ©
2
Rl R Rl @ RZ

OR

HEME

EtO O
O
O

R3
Rl @ R2

- OH

O
HO AN
HO
om / \ @ "
HO HO o

o)
¢ o
0
R1 R?
R* @ R? HO._O N
OH @ OH OH
HO
o)
R3

Rl @ R2

OH

1. 8O-4XAY TF L DUARTT 4 v 7 IpEkiEDR%

FiERFL, Zhucke 3) SBINARERRELREZT5 2 L1k, #HED8-0-48 D x4 /)
VEABRTHZEEEEI L, ZOHETIE, RA—0OWBEWEE —EEKRT AT T, £ Inb 2 —
SEDOMBRNINI LY HEORA Y T NEHT 5 2 LN TE D720, SRR E R AIHET
H5H,



3. AEA - AR
1) HEWEOGRTFIRO G T iEOW R

M 1R THEWEORAREKIT, A FXFIAEOBKICEY p— XL T 2= EZ AT TT
YINEAT, VRN EATOIFEEMEL TWDHN, RIFFETIE, A PFTAENTHODT
TXUNEATIZONTHF LTc, ZOMREWEIX, ZNFE TR L TWLL0-4TRIANTY 7=
R 2—DEEDOBICHNO NI EAE ) ~— D7 = ) — WKL AR L TIR#E L, 2 Bk,
Ti2bb 8-0-4 XA Y 7 F U DERTRIENE ED X IICHFLIEbOTHD, ZOHEHEIX
XINREDERNDZ EIZED, WAL FFO>—HOXA ) 7 F U268 T 52 &#T%é&
EBZONDHN, AWETIE, B1EMEE LT, HEYEICIITEIREHWASZ LiIZ L,

FT. HEWEOGRTRIE L 72 2(bE 6 OERITEDOBIZEY $A TS, ZiVE TIZFO0-4 7
AIU7“VfU?~@A%@@Zﬁof%tEA%/7%®Aﬁﬁ%Ti\EZK%?&ﬁK

=V WEHEWELE LT, Xz a T RefneXr D Uic L5 7 = 7 — oKl

@%£\7u®ﬁwf/%m@&k\é%_ F=nruTA RICED87 a7 A4 R~OXEH, &
BTNV LAERWET 2 NERBR=T VDR v T ) 7LD 8, INDRFEDEAN, % LT
Bz, TEFAEOBBELRETE 28 L TWD

LorL, 20— hTlE, RISBEN 5 B & 22, 6 OFRFIEDFMHCIRY AT, ZZT
L, 3D A, BO2RFHD/NL— MIOWTHFEF L7z, AD/L—RFTlE, ZNETOHEEFRTL,
T HEWEOAN=Y (V) BN UNAITHR#EL T2 245721%. LDA (Lithium Diisopropyl Amide)
IC L DEHETTF L L DTV R—UGE . EHICDDQ LD 7LD KEEIEDIEKIZ L D 6 ~DZEH%E
Totz, GBS ZE SBICHO T Z LN TE, SHICZEDOARFINERILE5.6%TH -7,

O OEt
CHs3
OCH3 j: OCH3 j: OCH3 i: OCH3 OCH3 OCH3
OBn
6

X2 HEWEOER AR 6 DERL

—JF. BONA— FTIE, HEWEIZTE M= @28 LL, XvovrnT A ReHn-8
DRI L ST T = 7 — WHKIREE Z R L721%., NaH IC X BRI =F /L & DFEAIZ LD
7, SMEEAL, 2BEOMGTEICERT D ENTE, TOGFHNRILT51% TH -7, LLE
DFERDD, — b B OIBRISEE R, ARHCEL @MW 2 LD o7z,



O .. OEt

A ¢ Os__OEt O~__OEt
CHa
Os__H Os__H HO o
a b [
93.0% 85.5% 69.9%
OCH, OCH,4 OCH,4 OCH,4
OBn OBn OBn
1 2 7 6
B
Os__CH
© CH3d : e 82.8%
g
90.7%
O~ __OFEt
OCHjg OCHjs c
OH OBn OEt
8 9

a) CsHsCH,Cl / K,CO3/ n-BusNI / DMF / r.t., b) LDA / THF / -78C, ¢) DDQ / CH,Cl, / r.t.,
d) C¢HsCH.Cl / K,CO3 / n-BusNI / DMF /r.t., e) NaH /toluene

3 ARKTEA 6 OERTIEDOWR

2) HREWEDERK
HREME L LT KAITRT LIS, 7= /) — WHoKEEL A 72 F VTR LT 12, BLON

T = ) — KR RE A N DNV TR#E LT 13 D 2 DA A RE L-, £, 1213, pO-4 7
ANAY T =R =—DERDT=DDERE /) ~v—Thbd 11 278 F /LT D HETH D, 6 DL
RUVUE, BEOL CuBrR i k57 v MEOIERIE, T 97.2%, 79.7% CTh -7, 7 anuik
JLLHFTO 2 Y BEOMKEHE - U UL DT v FIUEDIRIL 96.1% TH Y, 6 HARE 3B
BEDOIGNEET HH OO, HIAEIGE CHEWE 12 OARMBARETh o7z, —FH, XUV is
TRl & L7 1313, 6 D7 r MUIZ KD 1 BROUSTEMT 22 &N TE D, LinL, 7rLMED
BRIZ, [RIREICEISOS & LTI DA EIT T 5729, 28.5% & IRIZHRAIE o7z, 207
B LMESZOW T, & DI 2T 0ERS D,

O, OEt (@) OEt (@) OEt O OEt
(0] (@) O O
Br Br
v — —
97.2% 79.7% 96.1%
OCH, OCH, OCH, OCH,
OBn OH OH OAc
6 10 11 12
\ Os__OFEt
28.5% o)
Br
OCH,
4 HEBEOAR o

3) By 7V TR
KA RHE LT oMt 12 £72013 13 &, 72 /) —VHEDD v 7V VRN E» T2 &
k352 2I2E0, XAV T FOFBREKTHZENTES, £ZC, 7. KSIRT LD
. HEWECTHH 137/ —VIEI0DH v 7 T2 XD 14 OFRRIZHOW TR LT, Kt
DOVEBZII MK DMF 2 v, RS LT KCOs 2 L7z, £OfER, BMO 2 B(b®) 14 D4R



DR TE b 00O, ZORFRT 23% LK<, K6 I1rTLHic, PRI LT, HREWEDOHA
YUMEE E 729 SEAICE D 16 DERE, BT v Ak ;éemém#ﬁ;émto_ngw
BISUSMZIE, BT D HBr ® Br 7 =4 U BB L TWD EHEE L TV 5, 720 Br J&~0 Br 7 =
A2 DRI L% Br FEOMEE L Bry DAERK, R D NVHAD Br 7 =24 0 ORBERBIZ L 5
DUNEOMEEE XUV T a v A ROERPEE SN DEIFIGTH 5,

O+ OEt

OCH,
OH
O+ OFEt 10

0
Br \\\ O O
BnO EtO__O
OCH,8 H,CO 0

OBn O OCH3

13 14

M5 By 7V TRIGICE DAY 7 F U BROERK (R UV Lk A 1R#)

OCH3

O~__OFEt
OCH
o 3
OCHg4
OBn

15

X6 Hv7V T RISOBEORIARY)

WIZ, HFEWE L L TIRICEZT, TEFAVETHRELZ 12 £ 10 DH v 7Y U 712D T HR
ﬁbto%ﬁkﬁ%jJB@%ﬁkm%_\ﬁ*DMFkKﬁ%%%WtO%@ﬁ%\H%®2$¢
16 OULEIL, 26.7% LRIV IERNETH -7, Fio, BIAEMRME L TRV THR#E L 13 0
kR, HIEWE 12 O 7 v MEmOAERR b BIEE S -, ZauE, RV AT 5 HBr @ Br 77
= DORBETHDLEEZLND, SHIT, FERE L TWRWAS, EEOBIERMB AR L TV D
ZEBMERTE 2, INBIZOWTIE, A% EDICHBr AR L7 NaH 2 W= v 7Y v 74k
OB, KCOs & 10 Z VDDV IT, 10 DA ) U AEEZHWD Z L7 8 b E D TR L
TV BERH D EEZHND,



O+ OEt

O
OCH,4
OH
O OEt 10
O
Br (@) O
AcO EtO O

OCH, H5CO o)
OAC O OCHs
12 16

X7 BV TR DA T B OARE (T F LRI L A1R#)

4.

A% DR

INETOWFRICEY ., 34U 7 F o DERRD T D HFEME O i IR TR 7225 plk 715 % TSt
LTW5, EBIC RINETIEHL OO, ZOHBEME L 7 = /) —NVEHEDT v 7V 728D,
IAN T FUEED 2 BEROERETHD L TND, 5%, B2y 7Y TOREE S
DLEND LN, WIHROMESCRISFME 2 EEZRETL TV ZE TR TE B2 T\WD, £
DZIE, BALTZBEROZ AT IVONIKGIZ KD TIIVR LV BEAS~DOEBRSL, = AT VO T a—)b
FEADIRITLRE, BRRELZBIZLIVERO R AV 7T ACELS ZENRTEDHNE I et 5, &
JEHlE LTIE, KBILARTFEFT R UL KBV TFULATAI =y LEZ NG T 21Tk
Th, HEEEZ D ENTE, SHITEED 804 7S U NCEMS 52 ENARETH D &
EZTCND, TNHDOZ L EMNITHZENTEIL, A M UAEOEENZD Z LIZL Y %
WEOWEEZZEZ, R UAREIKEZERHA LT, FRICH >y 7Y 7 EERELAT 5 Z LIk,
SOITHEBORT) T BB T A2 ERARETH DL, 2O X HIZ80-4BORAY T Ev A
TIT A v ZNGEANCERKT 5 Z E N TEIUL, SR LIER 72 & A BEMRBRIC X Db hEiE
EEME L OB ORI EIZENTH D, I HIZ, HRMEDOEKROBED 7 v MUIZEBWT, 7L
DZFNIORDOVIZX T ALY | FleX T AEEZ NS Z 22k, T r2fbds
MOSEMG MR D — DB ZBRENCERTHZ L B ARETH DL EEZX DN, 5. TEBIKET
Th < HAENER 8-0-4 B AV 7 o OffifR e A EIEORTE S BIE L T17<,



8 28K 14 ® H-NMR A7 kL

M\Ldeww

5 / ppm




%] 9

2 Bk 16 ® 'H-NMR Z2-<” KL

Juwlﬂ@u JML - h —

& / ppm




