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EFVBIFIL, 2-IbF> O VBIFILSEOFZILIAFVIRTIL
F, IFLYJYDA—LIAFLI—FTII, 7AOELY T I=LIAFI
I-FLEOT) AT TFLFILI—FIIE; SITFL v F)a—-ILI X
FILI—FII, DIFLI)A-LIIFILI—FTI, YIFL>J)O
—AFILIFLNI—=FTI, o7OBL YT IA=—LIAFILI—FTILED
D) A=NWTTIFNI—FTIVE; TFLYT)I-IE/XAFINI—F
Ve TFLYYYI—-NE/IFILI—FI, 7AELYSYA—=ILE/ X
FILI—FII, ALY IA—=ILE/IFILI—FTILEOY)I—-ILE
JTIFINI—FTIE,;, PIFLYJTYI-LE/AFII—FTI. JIF
LY )aA—IE/IFLI—FIb, 27OELYT)IA—ILE/AFILI
—F), DOl aA-LE/IFII-FILEOI ) A-ILE/
TILFII—FIE; 7L YT Y=LV E/AFII—FILT7ET—K
ALVER=LTFETF—bM IFLEOAVYLTTF7ET—FEDSTY) I—ILE
JTIFII—FTIIRAFTIVE; >7anFH /o0 AFILIFILT b2,
AFIWAVTFILTRY, 2=~"TH I VEOH M VEIEIFSNE, Th
LOBERAEIE, 188EHTH, 2BULZHAEDOETHERALTE &L,

IhSDHTE, MLy, 7AEL YT YI—=ILE/ AFILI—FTI,
J7OELY ) A—=LVEIAFLI=FTILT7ET—F ABIFI. >0
AFY I UENFE LY, BRBEOFEREIX. KB, 60~958E
WEEETBHIENFETH S,

[Z DD ]
AREBFOMMMICIE. EREOFEMMEAE LI EZ2EMT. REENR%
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[0046]

[0047]

AIMLTHELWV, REESEFIE LTE. HICREINY, 7y RRAEEN
F, o) I-VRRAEMEMF., /24 VRAEMEMFENBFShEA, &
REDEMEREDROBVT v ZRFREEEFIDFE LW,

7y RJRAMEEFOEMSFIE LTIE (UT. BRE) . T7hy 7 (B
HmiE) EF301, EF303, EF352 () h—4 ooy yva
) XAHT 7wy (BHEEE) F171, F173, R—-30, R—30N
(DICH)HW) . 7O05— K (BHFMEE) FC430, FC431 (FR
AY—ITLFRH) . PHEH-—F (BFEE) AG710, y—70v (
B4FPEE) S—382, SC101, SC102, SC103, SC104
. SC105, SC106 (JBEREFH#IHE) ENEFS5NBH. ThHICR
EINL, A, REEEFIIE. 1 BERTHERELZE»SDETHAL
52EHETE. ZORMER. EEAF100EEEICH L TEEEEUTH
FE LW,

BT, AEBOMEBRAICIE. EREOEEMEBLIEZEMNT. BERE
EREZRMLTELIW, BEREFIELTE. M) AFLZ2OOYSY, Y
AFEZINZ7OOYSY, AFNTY7z)rsOO0v3>y, sO00XF)
VAFNOOQSSVEO/OOQYSVE; N)AFILANEFIISY U
AFITIRFRIISY, AFIIANEIISY, IAFIEZLI M

DUSY VIIINNIAXANFIUSY, JIZIMNYIRNFOIUSVED
FPILAFXFIUSUE AT AFIIOSHEY, N, N —ER(MNYXAFIY

VIV LT. IXFILRNIAFILSINT IV, RUXAFILSINAZTY
—IVEOVSHYVE; ED Ny OO Sy, y—yO07OE)L K X
NS5y, y=—7I/770EBLKN) I XIS, vy—X40)OF
SFAENRMNIANFLOSY y=T)IRFITOELMNI A NFD Y
Sy, y—=(IN=EXRYIZ)L)FOEL KNI X NFIIUSVEDYSVE;

RV N)TYI=b. RYZLZIFS =, AT —b, £ 25—,

2= RXWATIRYZLIFT =)V, 2= RAIWATIRVYYIFFTYI—Ib, 2
—XWAT IR FFHY =L, 93V =, FAIIII. XIVATK
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[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

A=, ANATNEY) I VEOERBREEW ; 1,1 - XF)
ILT. 1, 3=IAFNILTEORREEN ; FARRILEMELEISS
ns,

FEREFIE, 1EEMTE 2EBULZEAEGDOETHEVWS I EH TE,
ZORMER. EEHFTO0O0EEBICH LTI EEELUTATFE LW,
[BERMEKERR T 1 /L L]

AFEBOMBRDEER (FAE >3y ZE8BEY) AVEHEBEER. ¥
JaAVF4 b4 RER, €B. FIAIE. 7IVI=vbs, )77V, o0
LENBBBINLER, A5 AER. ARER., | TOERE) 714
(BlzE. MYUFTEFILELO-Z (TAC) 4L, ¥VOF LTV
R)I—=T 4L, RYVIFLYFLIZL—KTAaIL, T7)IT 1)
LZEDOHEET7 4 L) EOLEIC, N—O—k, AEYO—F, 7O0—3—+
. O—=Jja—Hr RYwbad—Hr RYv bd=MIENEREYT—,
ATy NE BRBEZOFEICL > TEB L TEEETRL. TR
RY NTL— M XRBF—TVETMRRIRETDEICLY,. T1ILLEWH
T BIENTED,

MBAENRDEME LTI, BlZE, 50~1007TC, 0.1~6 05RBDE
EOFRHISETRIRINANBEERCNAREISRAIND, FIENRE
ERUMBEEIE. FFL<IE50~80C, 0.1 ~29BTH 5,

CDEIITLTERINLT 1L LR, BREABRFETV. RZ MR-
VaITHIEILY. BEEBAEKTERRAT7 1 ILLNMEONS, BRENLD
BRAEZEE LTI, BE150~450 n mOEROENMETIEITTIENLIE
ARAVWLN., ERXIIMBLIRET, BRELERN TSI EICE>THT
bhd,

T, RAM=JF, Ky N L= XEA—TVETMEITNIELL<
. TOBRERCERIZ, FEL<IZ90~150C, 2~2048THY,
FYIFFELLIZ95~120C, 5~209RTH5,

AEFOBEERHATKERE T 1 LLDERIE, FRT2EROEELH
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[0054]

[0055]

[0056]

2H, BRMMEAER LUEERIRTSZZEATE, flziE 0.1 ~3um
NFETH S,
CDEDICLTRONEAEPOEBRHEKERE T 1 L LI, RN
BEVYRHMBEORRICIFEANZRFELETIMRTHY., HIT. BRET
1 ATV 1 BORABRRCMEEREDAZRBE T 1 IV LE L THFETH S

E el

T, &, ERfIRULREIZET T, AFERZ LY EFNICEREAYT
A, AFEBRIE, TRERFICREI MRV, B, EEAICS T 80
DREFEZRTUEREIZ. UTDEHBY TH B,

[NMR]

beEEKERLE 7OORILL (CDC 1) ISAEL. BBMSEBEE (
300MHz, YF—JL#HE) ZAVWTH-NMRZRAIEL %,

[ 5 FERIE]

FRFIE T (#£)&Shodex GPC-101 (A : 7 b AT ZY (THF) |
MRER  BERYZFLY) ZAVWT, HEHL2TFE (Mn) RUTEETH
272 (Mw) ZRIEL =,

[Z4LD)HT— 3 viE]

)& 57— 3 VAIEEE (RETS-100, KIREF(BRH)E) #HAVWTKERS 5
OnmDY¥F—a VEREKRFEEAIE LK,

[1] t&HDERK
[EBI1] EEMELEY (M1) OEK
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[1B12]
o)
\)ko —(CH,)s-0 4@_/{0 + HO
OH
DCC/IDMAP © 0
CH,Cl, \)ko —(CHy)s-0 @—/(
)

(M1)

[0057] 4 —(6—72UAANLFFY—1 —~"FUILAFY)REEE (SYNTHON C
hemicals#t®l) 29.2g (100mmo |) , 44—k ROFIETTZILI]
7.09g (100mmo |) ., 4—XFLFIT/ EYYY (DMAP) O,
6g. RUDEDY7TFIeEROFYMLIY (BHT) 2#=RICTERT
CBIEXFLY200mLICRBIE, THICEIEXFL Y1 00mLICN,
N’ =22 oanF®F)AILRY 4R (DCC) 24.0g (116mmo
) ZABIBLBREMATREBR L, THELAEDCCO L7 %535l
L. ZD3%®K%, 0.5mo | /LIEEET150mL., SEMKEKEF MY DL
KEK150mL, AREEKTI 50mLICTIER2ETDHEEL, Mg~
TR LTERE BEEEEL. I9 /LI 2BHRTHRAEL. B
MOESMHLEEYW (M1) 39.6 g%B% (INEL89I%) . NMRODRIER
RELUTICRT,

H-NMR(CDCly) &: 1.57(m, 4H), 1.70(m, 2H), 1.86(m, 2H), 4.00(m, 2H),
4.19(m, 2H), 5.82(m, 1H), 6.12(m, 1H), 6.39(m, 1H), 6.97(d, 2H), 7.29
(m, 2H), 7.36(m, 1H), 7.47(m, 2H), 7.62(m, 4H), 8.18(m, 2H)

[0058] [&mfBI2] EGMELEY (M2) OERK

(1) HE&ELEEm (Q2) DERK
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[1613]
O
O
_Abetone _

(Q2)

[0059] AHFHEMNMESOOmMLFRI7ZRIOIC, EZ2x/—)L18.6g (100m
mol)., 2—(4—-70FE—-1—-7F)—1,3-2F*%Y5>10.0g9
(48mmo )., kEEHYDL13.8g (100mmol) . RUTHEK
v200mLEMATREEMEL, 64CT240HEBHLANLORIGIH
1=o RIGETE., RIGREMAKSOOmLICEE, ABROEGEEEBL, 0
EAzEAS /—ILEREL. BETWV. BEZEELELECS. HEDE
FEBL, RIC. COEGFE/7OO0RILLEREEGL, 2BETV. BEEE
=L T, BBOEKT7.2 9458k, COEFENMRTAE LABREUT
iKY, CORRNMS, COBBERKD, REELEEH (Q2) THZBI &
AR I N (K4 8%) .
TH-NMR (CDCLl;) &: 1.62(m, 2H), 1.76(m, 2H), 1.87(m, 2H), 3.85(m, 2H),
4,00(m, 4H), 4,90(m, 1H), 6.87(m, 4H), 7.42(m, 4H)

[0060] (2) FREEKLEEY (Z2) DERK
[1614]

Q
e (e
Q COOH

(Q2)
SnChLHClag) O
THFH,0 o
T . (CH,), -0 OH
(Z2)

[0061] RIC, BREAEBERMZT300mLFRT7SRIIC, HEELEEY (Q2) 7.2
g (23mmo )., 2—(7AFEAFWV)T7VIVINEE4.1g (25mmo |
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[0062]

[0063]

). THF6O0mL, HILAX(IN4.7¢g (25mmo 1), RUG10EE
%EE19ImMLZMATEEWEL, 70CTHRERE L TRHIEL,
RS TH%, RIBREMAK200mLITEE, HEEEFEG6. 195184, D
EAENMR TRIELEBREUTICRT, COBRMNS, ZOHABEGKN
. PEELEEY (Z22) THBEIEI’HERINEZ (NXRT78%) .

H-NMR (CDCLl;) &: 1.60-1.95(m, 6H), 2.64(m, TH), 3.11(s, 1H), 4.02(t,
2H), 4.60(m, 1H), 4.82(s, 1H), 5.64(s, 1H), 6.24(s, TH), 6.88(d, 2H)
, 6.94(d, 2H), 7.44(m, 4H)

(3) EAMILEm (M2) OB
[1615]
oo on ¢ "N

(CH2)4—OHOH + mo
o O

(Z2)
gﬁC(I:PMAP Q o
Al B _
o)
M2)

PEA e (22) 3.49g (10mmo ), 4—XRMFIHo (KRBT

.89 (10mmo ). DMAPO0.08g. RUDEDBHTAERICT
BET. BEAFLY3IOmLICEEIE, THRICEIEXFL Y 15mLIC
DCC2.6g (13mmo |) BRI B/LBREMA THERBIHR L,
HLEZEDCCOL7%=55EIL. ED5K%Z., 0.5mo | /LIBFES5O0mL,
BARMIRERKEZEF M) D LKBRE5O0OmL, SEFMABIE/K5 OmLICTIER2[E
TOREL, MBI D LTRER BEEEEL. T4/ —ICED
BERTREL. BMOEAHLLEw (M2) 4.3 g%k (IXE8 6%)
o NMRDAIERRELUTICRT,

H-NMR(CDCL,) &: 1.60-1.90(m, 6H), 2.63(m, 1H), 3.09(m, 1H), 3.87(s,
3H), 4.03(m, 2H), 4.57(m, TH), 5.64(m, 1H), 6.24(d, 1H), 6.54(d, TH),
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[0064]

[0065]

[0066]

[0067]

6.95(m, 4H), 7.26(m, 2H), 7.44(m, 2H), 7.57(m, 4H), 7.86(d, 1H)

[GfFI3] EGMHLEEY (M3) OEK
(1) PEFLEEY (A3) DEK
[1b16]
HO—{Cij}—COOCHg HO—(CHal Br HO—ﬂﬂﬁk—Oﬂ<::>—COOCH3
K,CO4/Acetone
(A3)
EMEX200mLFRI75RIIC, 4-bROFPREFBAFILT.

61g (60.0mmol), 6—70F—1—-AA%H%/—J)L9.1¢g (50.
Ommo |) , REEHVDL13.8g (100mmo ) RGT7EIVT
OmLZMATREME L, BEG64TCT24EBIHLANORBEIEL
o RISMTH., RIBREZRESBL TRETFTTHRELZEEL. HEOERHE
RafFlz, COERKE, VATFNVASLIORNIZ T4 (ATL D)

HHILE60, 0.063—0.200mm., XJLUHE HHEK: ~FEHY
HEeTFIL=1/1) ICLYRBHLL, BonLBEBRISBEEZEZEEL. B
BOEF1 1.3 g%5B8%, COBEFEENMRTRIE LABREUTICRT,

ZOBRHNMS, CORBEMGD, REBLEEY (A3) THD I EHHERS
hiz (INE9 0%) .

'H-NMR(CDCL;) & : 1.3-1.7(m, 8H), 3.67(m, 2H), 3.88(s, 3H), 4.03(t, 2H
), 6.91(d, 2H), 7.99(d, 2H).

(2) REELEEY (B3) OERK

[1617]

PCC

HO—(CHQ)S—O@COOCH3 S 0HC—(CH2)5—O©COOCH3
(A3) (B3)

RIS BEMEMET100mL=075R0IC, EYY=ZoLssOonsavw

—h2.2g (10.0mmo 1), RCEELXAFL15.0mLEANTIE

HREALIRET, PEEEEY (A3) 2.59 (10.0mmo |) %15
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[0068]

[0069]

EXFL1E5. OmLICARLIERARZETNL., ERTOREARICE®RLL
o TDH., 7SAOAQBIINE LA M IVIRIERWZBRIC, PIFILT
—FIL90OmMLAEMATRERRALARE. BRETTRELEELT. BRE

DRERE R ERF,

COEFEES)ATNAZLIATNTST74 (AZL:2YAFILEO
. 0.063-0.200mm, XILIUHE, BHEE: AFHY EBIFIL
=2/1) TRELL, BONBRBROBEEZEELT. BEOERK1.3
5, COBEFEZNMRTRE LABEREZUTICRT, JOBRMND. Z
DE|EBOEGFS. FEELEEY (B3) THD I EHMHERINL (IRK50
%) .

'H-NMR(CDCLl;) &: 1.3-1.8(m, 6H), 2.49(t, 2H), 3.88(s, 3H), 3.99(t, 2H
), 6.87(d, 2H), 7.99(d, 2H), 9.78(s, TH).

(3) FEFLEEH (C3) DEK
[1618]
:(
OHC—(CH2)5—O@COOCH3 SnCszA‘r:nieOrll.lySHS p(CH2)5 @COOCH?,
THF/H,0
(B3} (C3)
RIS, DHIENES5O0mLFRT7ZROIC, HEKLEEH (B3) 1.25

g (5.0mmo l) ., 2—(7OFEXFIL)FTVVIEEO.83g (5.0mm
ol). Amberlyst (BREEF 15 (O0—LITY RN—I#H)
0.8g, THF8.0mL, HBERXAX(II)0.95g (5.0mmo |) . &
THIK2. OmLAEMATREME L., BE7 OCTOREBELTRESIE
oo RIGETHR. RIBGRZFBESBLTHAKLOMLERAEL, 22ICPT
FII—FI50mLAMATHELE, HEIEX3IETo A,
HMHEBOEHREIC. BKRBT /RO ILEMATEEL. BERBELL
BOBRODOSABEEEEL, BEBERK1.5 9%5B%, COBEKEZNMRTH
ELEBRELUTICRY., COERENS. ZOEGEAD. RREELEY (
C3) THBZ&NMEEINL (INFEI 4 %) ,
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[0070]

[0071]

[0072]

'H-NMR (DMS0-d6) & : 1.3-1.8(m, 8H), 2.62(m, 1H), 3.04(s, 1H), 3.81(s,
3H), 4.05(t, 2H), 4.54(m, 1H), 5.70(s, TH), 6.01(s, TH), 7.03(d, 2H),
7.89(d, 2H).

(4) wEA{EH (D3) OEK
[1619]
Ox -0 1) NaOH{ag/EtOH _ O%-0
;:)7(c|-|2)5—o<j>—coocH3 A Amberystis I)—(CHZ)E,—OQ—COOH
THF
(C3) (D3)
AHEMETT100mLFRISRIAIC, T4 /—)35mL, PEELE

M (C3) 1.5g (4. 7mmo |) . RU1 OBEE%KEILF M)LK
BREmMLZMATREEMEL, BES8SCTIKEBIHLANLORMIE
foo RIGIETH. 500mLOE—H—ICK300mL &ERIGEE ZMAT
. SONEERTERLALE, 10HEEREHSmLAE T LK, 280
THEBER1. 3 g #1557,

RIS, BEENMZTEOmMLFRT7ZZIIC, Bon/BBERKT. 19, A
mberlyst (BEEE) 15 (O—ALIYRN—2Z%) 1.0g. RV
THF20.0mLEZMATREME L, BE7 OCTHREBH L TRIGX
Bz, RIGETH., REBREZREEELZBROBBISBEEEE LERE
HeGk, CORBEKREZERER (NFYY EFBEIFIL=11) THEH
L7z, BBE®HO0.9 g45Bk, COBEGFEENMR CAE LABREUTIC
RY. ZOFERNL. ZOHBEGKD, RREGFLEEY (D3) THHIEN
HERInhi (RE71%) .

'H-NMR (DMS0-d6) & : 1.2-1.8(m, 8H), 2.60(m, 1H), 3.09(m, 1H), 4.04(m,
2H), 4.55(m, 1H), 5.69(s, 1H), 6.02(s, TH), 6.99(d, 2H), 7.88(d, 2H),

12.5(s, broad, 1H).

(5) EGMHLELEM (M3) DERK
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[0073]

[0074]

[0075]

[1620]
O, 0
D(CHQ)S—OQ—COOH + HO%O
OCH,
(D3)
DGC / DMAP j\j_‘ @_/(0
— CH2)5_‘O
CHyCl2 o < > \ o
OCH,
{M3)
FEAEEEH (D3) 3.0g (10.0mmo |) . XFI4—-EROF

U A—=K1,89g (10.0mmo ), DMAPO.05g., RUDED
BHTZE=RICTHEET. BIEAFLY60mLICEEBIHE, ZhiIDCC
2.79 (13.0mmo | ) ZAMICLBAREMA TRIREBH L, L
L/ZDCCYULT7%BHIL., ZD3HK%., 0.5mo | /LIEEES5OmL, £
MKREBKFEF N DLKBREOmL, SEFMERIEAKTOO0OmLICTIEXR2[E
TOWHEL, MBI RO I LTRER. BETTREZEBELT BEE
FEBk, COEKEBER (T4 /—)V) THRELL, BHNOESHLLE
M (M3) 2.6 g%fEk (IXESL6%) .

'H-NMR(CDCl;) & : 1.40-1.90(m, 8H), 2.58(m, 1H), 3.08(m, 1H), 3.80(s,
3H), 4.05(t, 2H), 4.55(m, 1H), 5.64(s, 1H), 6.22(s, 1H), 6.42(d, 1H),
6.97(d, 2H), 7.22(d, 2H), 7.60(d, 2H), 7.70(d, 1H), 8.15(d, 2H).
[Emfl4] E&HK (P1) OERK

[1621]

W Yk "
0 —(CHy)41-CH;

(CH2)4
(CHz)e ‘@‘Z( . .
o0 -Ore

AEEEEAL7ZRA3IC, EEHIEEY (M1) 2, 16g (4.8mm
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ol). EGMiE®w (M2) 1.80g (3.6mmo ). n—KFI
79Y)L—Kh0.849g (3.6mmo ), NMP48.0g. RUT7YVEZR
A4V7Fa=rYJ (AIBN) 0.10g&MHAH 7S5ROAREEHEBIL
Lz, 6 0CT20REBHLTIRIGIEL, BONERIGAEKRZ400
MLDXS /) —JLICIEAL. BBMRZXBIE, COBBMKRESEL
&, ERTEZEZEZEZTV., B4 (P1) 23.609%% (IRE75%
) o EEAE (P1) OMnik, 13,258TH-7= (Mw,/ Mn=2,0)

(o)

[0076] [&RHIS] EEE (P2) DEMK

[1b22]
(P2)
fe) O —(CH3)41-CH;

(CH2)4
M- @—’( -0
OO D ASWEN

[0077] BEBEZEALT7 7RI, EEMLEEHW (M1) 0.36g (0.8mm
ol). EA&M%EH (M2) 0.60g (1.2mmo |) . n=KRFIJL
7)L—Kr0.48g (2.0mmo ), NMP16.0g. A | BN
0.034 g%fHiAd 7F7RAINZEHRE# L%, 6 0CT2 0BHEEK
LTRIGI B, BONAERBBRE200mMLOXY /—ILIZEAL. B
BMREEBRIEL, COBBMRE 2B LAKR. ERTEFLZZEETL.
EE5 (P3) #0.959g/%< (INXE66%) ., EGK (P2) OMnIid,
13,647 TH>% (Mw/ Mn=2.0) ,

[0078] [&mxfI6] B (P3) OEMK
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[1£23]

(P3)
o 30 70
o

O

| o)

| {CHy)s—0

oo TN E0
o O~H o |

[0079] REAMEZEALTZ SR, EFHIT THONWEZEGHIEEY (M1) O,
20g (0.4mmo 1) . AHAI3THLNLEAMLLEY (M3) 0.4
4g (1.0mmol), NMP5.8g, AIBNT12mg#&aftiAd, 75
AOANERRBHRLL%, BE6O0CT20BEERLTRIELE, B850
RINBBRE200mMLODAY /—)LICERAL. AEHMEREXB L, 20D
BEMERE 28 LR BRETEERELITV. EGHF (P3) 2#0.591%
= (IXNET78%) . Boh/ESHE (P3) OMniE, 15,877 Thok
(Mw/ " Mn=3.26) ,

[0080] [2] /REHERADOFERKCT 1 ) LVER - 5
TEEfITEALLEEY (1) ~ (9) OBEEZUTICRT,
[1b24]

(4) {5} {6)

{j}fr<i> (i}%i} wa(‘b<‘b.pm
) (8) @)
[0081] k&Y (2) . 4—(4—EROFPT7zZWV)LREER (RRIEKIZE(
M) &I4/—ILEDHMBERWEIRTFIVERIGELEYERKRL &,
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[0082]

[0083]

[0084]

[1£25]

EtOH

O H,S0 o
o (OO~ = e )~ )X
OH 0—CH,CH;
(2)

ItE&¥ (6) 1Z. p— 7R (RERIERIERR) &{tEH (1) &
DDMAPAEABAWLEIZATFIVERIGEYERL .
[1k26]

DCC/DMAP
o o CH,Cl, O
P + HO . o o
HAC H ~CH; H,C @—/(O
1) {8)

(

~CH;4

(=M1 ]

E5A (P1) 150mgRktMeea® (1) (RRIERIEMIR) 7.5
mg#%, REFUFITHBR-30N (DICHHHE) #0.02BE%=T
MLy /voa~nxy /> (75,725, w/w) 0.850 giliBfEL.
TR & SRS L 72,

Bonf-ERYE. HSAERICAEYOD—K (300 rpm, 58, 5
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