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| 1) TRINZEEWIE. ARBOILEAOATFV AL — MIEGFES
MY 2D EFEE LTERTH %,
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[0051]

[0052]

[0053]

[0054]

. RTPRUR2PIFZFNFNR 1 aRUR22ITHIGE L. WIND—FABRV I
ETHAN—-—SO;CH,CC I 3&RL. R RUR2¢IFEFNEFNR PRV
R2piICHR L. WIND—ADNKRRFTHRAN—SO;M (2T T. MIFK
RRF. PIVAVEBRF. PIVAH)LBEEBRFETVEZVLERT
) &Y, ]

1) I—1

FEDKBEEARYIVIETRELLR (v) TRINZRVY VI
AOATFAL—FbDI3” AXIE4” MOKEE%ETC EMRERLET 3 KRIG
THd, TITHWLONSTCEMmBEARE LTI 2, 2, 2—-+1)7D
OOTRFY—RNTYI—1, 2=IAFLAIFJYDIALN)TL—k
(2,2,2-trichloroethoxy-sulfuryl-1,2-dimethylimidazolium triflate ; S
DIS) BAEVLIS,

SDISI, J. Org. Chem, 2009, 74, 6479, |[Ci#H
DREEICK>THET DI ENTEDS, Tabb, 2, 2, 2—-h~Yo0O0
IH)—NEBLEZRLTZYLAS2, 2, 2—K)saOoTFiLsoOHil
7z— kK (TCE-0SO,Cl) #13. CThIK2—AFILAIFV—-ILERX
HEET2, 2, 2—-M)/O0BZFIAISY-LPILTz—h (TCE
—0S0,1Im) &L, ROWTHMYINAOXY Y ZIVKVEEAFIL & RIKS
T52&ICLYSD I SERETZIENTED (BEHI) .

R (v) THRINZELEYWESD | SEDORIGIF. T—FIL%R. BER.
70N MR ETORAAES. BEOEFEET. X (v) TRINZLE
MESD | SHBERTZZEICLYTTHNS,

SD | SOFERAEIEF. R (v) TRINZLEWMI LEICHLT, BE
~BUHE, HFFELCRT. 1~4%8 I5ICFFLEFT. 25~3. 5
LB, ISICFFLLIET. 5~3HBTHB,

I—FILRAFEELTE. T3ROSV, IAFHY, JIFLY
TVIA=NWIAFIVI—TFTIN (VT34 L) . SIFNI—FTIEIETFL
h,. BELLET S ROT7SUDEFLNS,
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[0055]

[0056]

[0057]

BRR7ABE LTI Mooz FLy, Fh300TFLby, U7
OAX4YY (BIEXFLY) . 2700FKLVLENEFSN, FELIFYY
OOX4& VAZIFLNh 3,

FEFONVUEREBEELTE, P, BEBBTFI. PEMZMYIILL N
c N=UAFIRLLTIR, N N=SXFLFERNTIR, SAFILR
WRFY RENBIFON, FELLRE 7NN IDBETLNDS,

LEEAED, JYFFLLIRIBERRBETHY., ZORTHIY /70044
VEFRTZIENISITEELL,

BEELTE. NYIFLFPIY, N N=VUqYFOELIFILT IV
BV A FO) v BEOAVY = XFLAITY -0
1, 2=TUAFIAZIETY =, A—IAFILTI/EYIV, N, N—
DAFINTZ) . N=XAFIEILKRI>Y, 1, 5=IF7HFES SO [4.
3. 0] /¥—-5—xT>¥ (DBN) ., 1, 4-YFPH¥Erono [2. 2. 2
1494~ (DABCO) . 1, 8—y7H#E> /0 [5. 4. 0] wv5F
H—7—IT¥ (DBU) EDO3IH/F7IVHAFEFLN, FELIET, 2-Y
AFIAIFTS—ILDBEBETFOLND,

BEOFEREIR. X (v) TRINZEEW I UEICH LT, BF1~5
YE, FELLIET. 256~4 48, ILHIIHFFLLIET. 56~3. b HE
 SUFFELCIR2~3LETH B,

RIVGEEIZ, BE23~27CREETHY. RINEFEIZ. BF1~1 208
BRRETH D,
2) IfE-2

LIEiE. X (la) TRIWBIARVIEIEAOATF A L— K
TCEMmBLLYHI L., REEZEZAITHRFELRZTH 2,

Tabs, A (| a) TRINBRVINEIEAOATFVAHAL—FT
CEmMBEME. KREMEEGETTMRRLMIDI&ICELY. "IN
BHETCEE%Z, BRICHEBIET. X (1 b)) TRINZIEAOATF
VAL — MR ERS I ENTE D,
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[0058]

[0059]

[0060]

[0061]

[0062]

RIS, KROBETICHVT, BUSHESR AREBEOFETTR
(1 a) TRINBRYSLGIEAOATEYHL— b T CERBRILIE

BT &ICLY TN,

BEE LT, I FILI—FI, T hSEROT7ZY, VFFHUFED

IT—FIRBE. X&) =), TH)—=ILZEO7II—-IZAE, Fis. &
BEDBEAERVINS DRSS BTEEAE TSNS,

KT MESE LT, KBNS DL (1) /kE (Pd (OH) 2

SC) L NSUDLKRE (PAd/C) EDRNRSTTLME. SF—=v Tl
FOKFAEREBMBESHIETS OIS,

KEFILEDOEREIR, & (| a) TRIWZRV VNI EAOATF

YHL— T CEMBILADMLIABEIIN LT, BE1~300BE%.
FLLE2~25088%. ILHIKHFFLLIE3I~200EE%D. IHICH
FLLWE4~T1508HE%. ILIKPFFLLESE~T100EENRTH D,

RINEEIZ, BE23~27CRETHY. RIGKREIZ. BE6~245K

BRETH D,

EERX (1 a) RERK (1 b) TRINZEEDE. WThLFRELEY

THd,

LD > T REBRICEWTIE, TE—MH=X (1) TRINhSTEHAOAR

THEVHL— MREEIEIIXIEEDOFER S TLEHRI NS,

[0063] [1516]

[0064]

0z’
o
1 \
Z'o O o7
o (1)
oz! o OR!
OR?
oY4

(R, ZTRAKBRFXERVINWEEZRL, Z2'BIRVINETHBIHE

. RTRUR2IEFVWITNOA—ABIRVYINETHAN—-SO,CH,CC | ;&R
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[0065]

[0066]

[0067]

[0068]

L. Z'"DKRRFTHZEE. R'RUR2IEVWT NN —FNKRREFTHA
BA—=SO0;M (TZT. MRBKERTF. ZIAHVEBRT. 7ILH)1LEEE
BFXIETVEZVL%ERY) 2T, )

X (1) A, RTRVRZOWThDN—ABRVINETHAN-SO,CH
,CC i XEFR'RURZOWTFNA—ANKERFTHAIE—SOMTH
M. R1IBRYIIERIGKRERFT. R2A—-S0;CH,CC I 3XIE—S
OsMTHZDHINFFE LW,

Tl MTRINZFZIVAVEBEREFELTUIA) DL, F M) TLHE
FonaNF M) DLDPFELYL, £, MTRINST7ILAY) TEEER
FELTRI TR T L, AT LENEITFON, FYBFELLIEFMY
DLTHD,

N (1) B, Z"HAKERFTHY. R'RTVR2OWVWTNA—ADNKERF
THAEN-SO;MTHBIELEMITEAOAATF VAL — MNRBREMTH Y
BRI BEERAICRT LIS, ARTERINZIEAOATF VAL —
NEEBEEAROENEIRZEMT 2ODEREAQYE. £, in v
t ro RRICEVWT, SRR TERINZ2EEETEWEOERE LTER
TH 5,

Fleo Z'HBIRVINETHY., R'RURZOVWTID—ADBRVIILET
#AEMN—SO;CH,CCl; (2, 2, 2—KYysOOxTFILE (TCE) T
REINLMEBE) THHLEYW (RN EAOATFAL—T
CEmBtY) &, RESZAREEZEI2UZIEAO AT F VAL —
NEBYOFEEETHY ., 1 ITRTICHOATF VAL — NGB~ FE
TIXBZIEAOATHF VAL — MREYORSHEAF (BERIEAE) & LT
ERTH S,
AFEBHOIEAOATFVAL—bDOTLoOVEREMIZ. X (v) Tk
INBERVVIMEIEAQATFVAL—PLYUTOIRICIYEIET S
ZENTES,
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[1617]

OBn OH

©:OBn @OH
BnO O OBn 1) 090 8t HO O OH
O 2) BiR:E "0
OBn 4 OR'a > OH 4 OR'd
ORZa ORZd
(v) OBn OH
(1¢)

[0069] (XA, R'2aRUR2a VTN —FADBRY IINETHANKRERTEZTL
. RTURTR2IFFNFNR 2 RUR22ICHIG L. WIND—FADNKRRF
THAENTLIO) VIVEERT, ]

[0070] ZJisOvB{biICcRWLOh2 L sOVvEHEsEE L TIE 2, 3, 4—
hY—O—7HEFI—a—D—XFLILIO/ES/I—1— (N=7
T=)) —2, 2, 2—NYoAO TN IS -, 2, 3, 4—}FV)
—O0—7EFI—a—D—XFLFILIAES /) I—1— (N—4—X ¥
v7xzzZ)) —2, 2, 2—NYNAOT7EMNZTS - 2, 3, 4
NY—O—7HEFI—a—D—XFLILIO/ES/IL—1-0— (2
, 2, 2—=hMYo0Oa7EM IS —bF) [ FENTOE—a—D-JILY
OVEAFIIRTIVEDTIVLI)OVEBOIRTIVESEIEFLN, 2,
3, 4—N)=-O0—7EFI—1-0— (M) oyOO7EbM I RAIN) —
a—D—JIIOVEAFILIERWVWDIDONEFE LW,

[0071] X (v) TRINBZRVV)bIEAQATFVAL—NETLIOVEE
HEFEDORIGIK. T—FTILR, EBRR. F70 M MEXITZEOREGAEH
IV ABOFET. MEERS. BRI &ICLYTDNS,

[0072] o0 vBHEEEOERER. R (v) TRINZEEY T UEICHL
T. BE1~10Y48, FFELIRX3~8YUE, ISIIFFELLIF4~6Y
B, I5ICFFLLIE4. 8~5, 2HEBTH S,

[0073] ZIT—FILRBE, BRJTBVE,. FSOMHAES LTE, sBRLAEDOD
ERBFRDEDNEITFON, FELLRRERRAETHY, /OO xs9 %
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[0074]

[0075]

[0076]

[0077]

HERTDHIENLYIFFE LWL,

WA ZABE LTI, BTNV =046 (III) . PIFILTILI=VL90
YR, BBz y L (I (6KH#) . |IERX (IV) (5K . &
fEF&> (IV) . BEEH. M) 7LAORS Y —I—FLHEEIZFLN
EFFELLIRNY A ORS Y —T—FIUBEI BTSN,

WA ABOFERAEIF. X (v) TRINZEEWMTHEIINLT, BE 1
~1 048, WELIF3~8YUE, ISITFFEFLLIF4~6LE, LYUITF
FL<IZ4., 8~5. 2UETHB,

RNEEIF. BEO0~40CREE, BELLWE15~25CTHY. RIS
BRI, BE1 2~24EBBRBETH D,

H<LTHELNER (v) TRINZARVYINIEHOATFVHL —
TN O OVBESESEORBERDICOVWT. HWTTILY OVEts
FICHETZ2IRATINBREOBRBERONRY DIEOREE (BIRE) 2175
EWEY. Tnonriie (1 c) 2822 &ENTES,

IRFIVEREDIRBEIEIMKDBERISICE >TITD T ENTE, AIZITEX
BIBEDOERET. RIBERBEKEZEERAEPRTEMIEDI I &ICLYE
BTDIENTEDS, FRAREGEE LTE. AIZIE B, RI{IKRE.
W, ) VB0 EMEE. BB, MY T A OFEE. ¥EB. p— ML I
VAWKV EDBRBAZEITON D, BEE LT, BIZE. KEgltbtF
MU DL, KEBIE/N) D LDMTEBKEREY. KRBT NY DAL, REEHY
D LEDRBIE. BICIEEEET ) D LENETFLN D,

BEE LT BIZIE, T/ =, TFLYTYVIA—LIAFILI—T
e Th3ERO7S Y, VAFHULREDKENMMEEHAENKE &I
Auwbns,

RiniE. @8, 0~100TC, FFELLIFEE~50CT, 0. 5~3
. FEL<IF0. 5~281Thbh s,

Ry JIEOREIE. DR L AKREMEFE T TNKRIET D &I
LYUTHITENTES,
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[0078] HiK LTHELhEIEHOATFVAL— NI oOVEREMIE. AT
ERINh2IEAOQOATHF AL — NIV OVBEEFEDERNENEEBER
TE2-0DBHERYE, £/, in vitro RRIIBWT, £&R
THERINIEEEEMEDOERE LTERTH %,
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<1>TFE—KA (v)
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(v) ~ OBn

(XA, R12RUR2IVT NN —ADBRY JINETHANKERFERT
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TRINBZRV V)M EAOATFVHAHL—MNC2, 2, 2—-t) 00O
IhF=WTIN=1, 2=IAXAFNAIFV)ILM)TL— ER
BIEZIR. XR7VI/OVBHEFERIGIEZIIREE0. —KRX (
| d)

[0081] [1£19]
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AV EREBEREFXIZTVEZVLERY) X7/ VIV EERT,
)
TRINZIEAONTFUHL — MEAKOEES X,
<2>H (v) TRINBRVIUNMMEIEAOATF AL — M. TS
2 (i)

[0082] [1£20]
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OH
(1)

TRINDIEHOATFYOT7 /) —ILHKEBEBEARY VLT, T
=N (i)
[0083] [1k21]

OBn
OBn
BnO O OBn
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OBn
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TRINBRV YNNI EAOATFEL, CHICTFER (07 i)
[0084] [1k22]
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X20
OBn
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TRINDZ 7N EAOATHF AL —MESHEL, ROWTTVILE
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EOEESE,
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[1£24]
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O
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TRINBZRV VNI EAOQOATFHAHL—MNCZ2, 2, 2—-K) OO
IRFY—RNTIVIL—=1, 2=IXFIAZIFIVYILRN)IL—FEKR
I35, FEEe—HX (1 a)
[0087] [1t25]
OBn
CIPM
BnOwE;jiij“ OBn
'I/O 1b
OBn o) OR
ORZb
OBn
(lTa)

(. RTPRUPR2YFZFNEFNRT2RTR22IHIGE L. WThh—HHR
VIUNETHAN-SO;CH,CC | 3%5RT, ]
TRINBZIRYIIIMEIEAOATF AL — T CERMBEMOEESE
<A>I3>THELNE, —MBRA (| a) TRINBZARVIVLEIEAD
ATFFVAL— T CERBEREYE. KRIEMEEET TMKRLHET S,
—f&=X (1 b)

[0088] [k26]

(Ib)

(R, RTCBRUR2IFEEFNFNRIPRUR2PICHB L. WTFhH—AHK
EERFTHAENA—SO M (2T, MIZKEEF. PILAYESEBEF. 7
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H)THEEBRFXITVEZVLERY) 2517, )
TRINZIEAONTFUHL — MREREMOELE S,
<5>TF@E—MR (v)

[0089] [{b27]

OBn
OBn

Bno O .»‘\ OBn
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1a
OBn 4 OR
OR?2

(v) OBn

(XA, R12RUR2IVT NN —ADBRY JINETHANKERFERT
o ]
TRINBRVIINMEIEAOQDTF VAL - MITIV I OVEBHEFRER
BRI, RWT, BRRERIGICNT. —#&=X (1 ¢)

[0090] [{k28]

OH

ij?H

HO O et OH
‘I’O 1d

OH o OR
ORZd
OH
(Ic)

(XA, RTURVPR2IFEFNFNR T ARUR22IFME L. WThh—FAK
REFTHAN L0/ VIINEERT, )
TRINZIEHAOATFVHL— NI OVERIEHOEERE,
<6>TE—MR (1)
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oz’
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z'0 O oz’
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[0092] (XA, ZEKRRFXERVIIEERL. Z'BRVINETHZIEE
. RTRUR2IEVWITNDA—AIRVIIETHAN-SO;CH,CC | ;&R
L. Z'"HPKERFTHZHAE. RTRUR2IEVWThA—FANKERF TS
N—SO0;M (Z2ZT. MIZKERRF. PIVAYEEBRTF. 7ILAHY)LEEE
BFXIETVEZVL%ERY) 2T, )
THRINZIEAOATF VAL — MREIEMXIEZ DFER,
<7>TFE—H%A (1 1)

[0093] [1k30]

OBn

CI?%
Bno@n‘\ OBn
o |

OBn 4 (0)%

QY2
OBn

(In

(R, YTROY2EWTIDN—ABRYILETHAL T Y IILEXIEKER
RFemrd, )
TRINDIARV I eI EAQATFHL— MXEZDOT ) AL,
e

[0094] ZEHI1 LEMA 2 DELE
UTFOIRICLY., RBFRERIXATILNOIEEMA IS ZEML L,
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[0095] [1t31]

0O 0 o)
HO Allylo AllylO
OH OH OBn
A1 A2 A3

[0096] (1) Methy!| 4— (allyloxy) —3, 5—dihydrox
ybenzoate ({t&¥A2) OHIE

PIIVEERKIT. ART7SRAIISERFEAFIVL (bEWAT) (1.
0OOg. 5. 43mmo |) ZMAkEB. Zb=rJUJ (50mL) %
ZEH L, MELABRBRESL, W N, N=I1vFOEBLIFITI
v (1. 07mL, 5. 97mmo | ) &EE{T7YIL (2. 31TmL, 27
mmo |) . IVETVIL (EE) ZKAETORMTTIRRMA T, ZD
BERITHREL. 48~7 2HEER L, 1BHE. BT FIL (100
mL) ICEYFBRL., KBTOBE T1Imo | /LIEEANA. RIGKEEE
MICT 2 ETRBERELELE, BIEHE, BT F/ILICT3 O, 85
NEBEREZRMBIBKICEL Y KSR, EKRES MY D LTEER T/AR
L—4—ICTRAREZREZRB L, BOoNELEREZD VAL IO NS
J4— (AHBE : AFHFU-—HBIFIL (3:1, v./v) ) ICLYBER
L. BHEEMA 2 287,

[0097] {EL&EMA 2 : HEBEEHRF (IXZE: 9 1%)

TH—NMR (600MHz, acetone—dg) & 7. 08 (s.
2H) . 6. 06—6. 13 (m, TH). 5. 29 (ddt, J=17,
1. 6, 1. 6Hz, 1TH) ., 5. 29 (ddt, J=10, 1., 8, 1.
2Hz, TH) . 5. 15 (ddd, J=6, 1. 5, 1. 2Hz, 1H)
. 3. 80 (s. 3H) .

13C—NMR (150MHz, CDC1l3) 8 166. 88, 151, 3
7. 138. 64, 135, 26, 126, 38, 118. 44, 1009,
69, 73. 89, 52, 15,
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[0098]

[0099]

[0100]

[0101]

(2) 4— (Al lyloxy) —3, 5—bis (benzyloxy)
benzoic acid ({bE&¥A3) O&EE

PLIVFEEIT. 200mLAKRT7SROICEEWMA2 (4. 9049,
22mmo |) &EFFSTFILTVEZVLI—YR (8. 00g, 22m
mo |) ZMA7/#%. Th>EROT75Y (50mL) ZMAKEKE L. EHH
BB ER"T . \mWT, 6 0%KFILF MDA (KFEIEFRIDILELT
1. 68g. 66mmo ) ¢8RV Y) (1 3mL, 109mmo |)
ZKABTORINTTIRRMA e TDHE0CETIREL., SIFEIRI® L
o CODBF, T4 /=) (32mL) &K (1 6mL) . 7Tmo | /LKEIE
FRUDLKABR (16mL) ZMZA, 5IEHEETO60CHTIMEL. 1 8FF
B L7z, EHPER. KETORM T Imo | /LIEREMA. RGKEZE
MICT B ETRIBZEELE, T/NRL—9—ICTAEZRERETHES
N2HBEFEER. KTEE 7N TBRHL, BREINRL—4—
ICCTRBREZRERE L, BoniEELY. BREGKE LTEEMA S (
6. 90g. 17mmo |, X8 1%) %15/,

L&A 3 -

"TH-NMR (600MHz, DMSO—dg) & 7. 46—-7. 47 (
m, 4H) . 7. 39—-7. 41 (m, 4H) . 7. 32—7. 36 (m,
4H) . 5. 95—-6. 01 (m, TH) . 5, 28 (ddt, J=17,
1. 7.1, 7TH=z, 1TH) , 5. 17 (s, 4H) . 5. 14 (ddt.
J=10, 1. 2Hz, TH)., 4. 54 (ddd, J=5, 6, 1. 2H
z., 1TH).

ZEH 2 {LEWA S DEE

UTFOIRICLY., RBFBIRFTILNLEEMALZER LT,

[1£32]

0O 0O 0O
HO 32 BnO BnO
OH OH OAllyl
A1 Ad A5
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[0102] (1) Methy |l 4, 5—bis (benzyloxy) —3—hydr
oxybenzoate ({btE¥A4L) OELE
PIIVEEKIT. 5600mLAKRTY ZAIIEBFEAFIL (LEWA
1) (5g. 27mmo |) ZmMAKE 7Eb=FUI (250mL) %
MZIFE L, RELQBERES, HWT. N, N=2(4 Y TFOELIFLT
2V (9. 5mL, 57mmo |) &RERYIIL (13mL, 114mm
ol) ZKATORNATTIRRMAc, ZTORERFITHREL. 9 6IFEIR
U7, HEH%. BT FIIL (250mL) ICLYFBRL. KATORIMT 1
mo | /LIEEENMZ. RIGREZBMICTSIETRLBEFELE, 51Xk
X, BT FIIICTICOHE. SONEREZRENMBRIEKICL YRS &
KRBT N U LTRER. TNARL—Y—ICTAEEREREB L, B85
NEBEBREY VATV I7O NS5 7 14— (BHBE  AFY Y BRI F
V(510 v./v) ) IKLYRBEL, BWZELT7RELTLLEYAS
(4. 8g, 13mmo |, 49%) =&,
[0103] {E&¥A 4 :
TH—NMR (600MHz, acetone—dg) &§ 7. 54-—7.
56 (m{ 2H) ., 7. 34—-7. 44 (m, BH) ., 7. 28—-7. 30
(m{ 4H) . 7. 20 (d, J=1. 9Hz, TH) ., 5. 22 (s, 2
H) . 5. 13 (s, 2H) . 3. 83 (s. 3H).
[0104] (2) 3 — (Al lyloxy) —4, 5—bis (benzyloxy)
benzoic acid ({b&¥AS) DO&EE
PIIVEEKT. 200mLAKRT7 ZZXAIC{EEMASL (260mg,
O. 71mmo |) EFMNSTFILT7VEZDLTI—YRK (230mg,. O
71mmo |) ZMAKLE. ThZrFOT735Y (20mL) ZiNAKER
L. BIRALBEREEL, VWT. 6 0%KREFIIDAL (81mg, 2.
Tmmol) 247U (121 ul, 1. 4mmo |) &ZXKABTODAH
TTIERMA e EDHE0CETIRAL., IREIRI®E L, TOR, T4
J—=l (20mL) &K (13mL) . 7mo | /LKE{EF )Y LKE
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[0105]

[0106]

[0107]

[0108]

W (7TmL) M0, BIEHEE60CETIMEL. 9BRFEEM L, HHR
IKBTOREA T Imo | SLIBBZMA. RIGREBMHICT 52 & TRIL
ZEE L, TNRL—9—ICTAREZRERBE TR ONBAEEGKZERA
CIKTHESR, PEMTBEBEL, BREINRL -9 —ICTREERERS
Lz, BohiBEELY. ABEGFE LTEEMASLS (383mg, 0. 5
Smmo |, INK7 6%) 2/,

ILEMASL :

"TH—NMR (600MHz, CD,CN) § 7. 18—7. 43 (m,
12H) . 5. 99—-6. 05 (m, 1H). 5. 36 (ddt, J=17
. 1. 8Hz, TH), 5. 10 (ddt, J=6. 6, 1. 5Hz, 1H
). 5. 11 (s, 2H), 5. 02 (s, 2H) ., 4. 56 (ddd., J
=17. 1. 8Hz, 1H).

HZEFI3 2, 2, 2—hY OO bFY—-NTYIL—1, 2—UAF
WAL )20 —b (bLEYB4) O&LE
LFoIRICLY., 2, 2, 2—hYsOO0xd/—LhbibEB4%

= AN R
[1£33]
N N©
~¢ /
ClCOH —»= "GO Cl Cl:C.Og N/ — CI3CVO\SII~/7®OTf
00 30 5o
B3 B4

(1) 2, 2, 2—Trichloroethy!l sulfurochlo
ridate ({t&¥B2) O&EE

ZITVEEST. 300mLAK7ZSRIIC2, 2, 2—hMY/00X
&)= b&®HB1) (5. 9mL, 61 mmo l) &Yy (4. 9
7mL, 6 1mmo l|) ZMALE. PIFII—FTI (100mL) %
ZE®R L. BRABRES, HWVWT, BEILT7YIL (5mL, 6 1Tmm
ol) 2. RIbBERZ—78CTAAMNTI1RKEANI TET LA, TORER
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ETHREL., SHEIRE L, BFR. Son/cHBBAFEZY I FII—T
L20mLT2EM%%. BRE25CTINRL—9—ICTRAEARERS
L. BoniEaELY., BRALKREELTEEMB2 (12, 0g. 48
mmo |, INE7 9%) %57,

[0109] (2) 2’ , 2", 2" —=Trichloroethy!|l 2—methyl
—1TH—imidazole—1—sul fonate ({t&d¥B3) O&E
PIIVEEKIT. SOOMLAKRIZZZAIC2—XFIAIFV =)L (
18. 2g. 172mmo |) ZMAL%E Th>EROT735Y (60mL
) ZMARH L, BRLBERESL, HWT, 7h>rFO075> (50m
L) THERLALELEMB2 (12, O0g. 48mmo |) ZKABATODRAT
TEEAMITET Lz, TOREERZTTHREL. 1REER LA, RigE.
#Bon-gBEGETNSEROTZ7S5220mL T2O%%. BHREZ25C
TINRL—S—ILTREZREERE L, BOonLEEEZS )AL o0
RIS 74— CBHEBHE : AFYY—FBIFIL (2:1, v/ v) ) I
SYUBHEL., BROKREKELTEE®MB3 (9. 709, 32mmo |, 6
8 %) =187,

[0110] (3) 2, 3—Dimethy |l —1— ((2", 2", 2" —trich
loroethoxy) sulfonyl) —TH—imidazol—3
—ium trifluoromethanesul fonate ({t&#B
4) OHEE

PIIVEEKT. 300mLAKYZZXIC{EEMB3 (9. 704,
32mmo |) ZMALE, YIFILI—FTI (100mL) ZmMAFELL
. BEIALBRES, mWT, M) ILAOAS TV RIVKVEEATFIL (3.
8mL, 33mmo |) ZXKATOREATE L. SEEEHRLA, TOR
—20CETHRALE, BONCEBEKEZDIN LAY IFIII—TITH
L., BBEFELTEEYMB4 (12, 99, 27mmo |, 85%) %
Bl

[0111] &EHI1
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LTFoOIRICLY., (—) —zEHOATFY (EGC) b, 47 —H
BtIeAdohasFoHL—bN (LEH6) 8K L 7=,
[0112] [1k34]

o
BnO. OH
OBn
H OBn Any|o<o);( OBn
OH OBn A3  BnO.~ 0. Mogn
HO OH —> BnO OBnh —™ 0
"OH “OH OBnO OBn
OBn
OAlly!
OBn
3

OBn

BnO. .0, ogn BnOT:IEj$ OBn
@J 0 —_ 0O
OBng AT:IOBn T C ERBAIE OB”O*(:I?B"
OSO;TCE
OH oBn °

4 OBn 5

OH
OH

HO O44S"0H

—

0
BRI OH(?W:IPH
0SO;Na
s or

[0113] (1) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—o | ({t&¥2) O&E

ZILTIVEREKST. 1T00mLAKTISRIICE6 0%KFIEFT MDA (
342mg, 8. 4mmo |) ZMALE. N, N=IAFILKRIVLFTIR
(8mL) ZMAREH L. BMBRESL, WWT. (-) —ITEAOATF
v (b&#1) (500mg. 1. 6mmo |) EEERVYIIL (13mL
. 109mmo ) N, N=IUAFIHKRILFTIRK (8mL) THELE
BHE—S0CHRITTHETF. TORERITHEL 4 SHREIEHRLL, 8
BE KBTODRE T Imo | /LERZMX. RIGREBMEICTSEIET
RiSEEE LR, BIEHmE. AFYU—FBRIFIL (1 : 1. v./v) IT
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[0114]

[0115]

SO, BTONCBREZBAMEBRKICEY S, EKWEFN)DLT
IR, TNARL—I—ICTREZREFRE L, BONLBERZY Y AY
Noax hI374— (BHEBRE  AFYY-—FRRIFIL (41, v/ v
) ) IKEYRBEL, AWTFELTI7RELTEEN2 (710mg, 4. 7
8mmo |, INK57%) 2",

v&m2 .

"TH-NMR (600MHz, acetone—dg) &§ 7. 26—7.
52 (m{ 25H) ., 7. 04 (s, 2H) ., 6. 36 (d, J=2. 2H
z, TH)., 6. 23 (d, J=2. 2H=z, TH) ., 5. 14 (s, 4H
). 5. 12 (d, J=2. 8Hz, 2H) . 5. 08 (s, 2H) . 5.
03 (s, 2H) . 5. 01 (m, TH) ., 4. 31—-4, 33 (m, 1H
). 2. 86—2., 96 (m, 2H) .

(2) (2R, 3R) =5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—yl 4”7 — (allyloxy) —3”, 5” —bis (be
nzyloxy) benzoate ({tb&d¥3) DELE

PITIVERST. AEZ7S5Z23ICEM2 (828mg, 1. 4 1Tmm
ol) &EZEFT THELENVIIMEERFERT)ILI—FTIL (IbEWMA
3) (828mg. 2. 12mmo ). 1— (3=YAF)F7X/)7OF
W) —3—IFIAIKRIA I NERE (1. 6g. 8. 48mmo |) |
FLTN, N=IAFI—4—-TI/EY)YY (172mg, 2. 12mm
ol) ZMAKBE, FEr=bYIL (40mL) ZMAHFERL. KEWEK
8, BITHE, BETI1KEFER L, 1E8%. BT FIL (80mL
) ICKYFBRL., KATOREM T 1 mo | /LIBEEENA. RIGKZERMEIC
T5IETRIBZEELE, EWT, BRI FILICTIEEH,. B5hiE
BE %M BRIRKICE YR, BEKREF ) D LATEER, T/VRL—%
—ICTABEERERE L, BoNnLREZY VAL OY NI ST 14—
(AHEBE AFHY-—BRBIFIL (4 :1, v/ v) ) ICLYEEL., B
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M &Y 3 2587,

[0116] {t&¥3 : ABTEIL T 7R (XK 87 %)

"TH—NMR (600MHz, acetone—dg) §7. 20—7. 4
9 (m, 37H) ., 6. 99 (s, 2H), 6. 49 (d, J=2. 1Hz
. TH)., 6. 44 (d, J=2, 3Hz, 1TH), 5. 93—6. 00 (
m, 1TH) . 6. 73—-5. 75 (m, 1H) . 5. 31 (m, 1TH) . 5

25 (ddt, J=17, 1. 6, 1, 6Hz, TH)., 5. 17 (s.
2H). 5. 11 (s, 2H), 5. 04—-5. 11 (m, 7H) . 4. 9
4 (d, J=10Hz, 2H) ., 4. 87 (d. J=11Hz, 2H) , 4

73 (d, J=11Hz, 1H)., 4. 40—4, 42 (m, 1TH)., 3

19 (dd., J=17, 4. 3Hz, 1H)., 3. 06 (dd., J=18
. 2. THz, 1H).

[0117] (3) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—yl| 3”7, 5" —bis (benzyloxy) —4” —hy
droxybenzoate (be¥d) OBE

TITVEEST. RAEZ7ZRICT7VIEEY (bE%W3) (67 0m

g. 0. 59mmo |) ZALE. FhZEROTZ7ZY (10mL) %N
AL, BRARRESE, HGWT, ELKRYY (106ul, 1. 18
mmo l) EFMSFZX (MTZZWNEKRT74V) 85294 (0) (6
O9mg, 0. O6mmo |) ZMA. 1EREER LA, FHirk HEBRIFIL
(20mL) ICLYFBRL., KABTORETImo | /LIBREZMNA. R
BREBMEICTEIETRIGZEFELE L, 51 HEE. FFERT FILICT 3OS
. BonfBREABNEEKICL YIRS, BKMEF N D LTRER.
INRL—4—ICTAREZRERB L, BoncEEEZY YA L2007
NTZST74— (AEBE : AFHU—BBIFIL (3:1. v/ v) ) II&
YL, BlEMm4 =161,

[0118] &4 : BETEILTZ7 7R (IRZE: 9 9%)
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TH-—NMR (600MHz, CDC1l3) & 7. 15—7, 37 (m,
37H) . 6. 64 (s, 2H) ., 6. 35 (d, J=2, 2Hz, 1TH)
. 6. 30(d, J=1, 9Hz, TH), 5. 60—-5, 62 (m, 1TH
). 4. 97—-5, 00 (m, 9H) . 4. 91 (d, J=12H=z, 2H
). 4. 68 (d, J=1T1Hz, 2H) ., 4. 54 (d. J=11Hz,
2H) . 3. 07 (dd, J=17, 4, 3Hz, TH), 3. 01 (dd
. Jd=17, 2. OHz, TH) .

[0119] (4) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—yl 3”7, 8" —bis (benzyloxy) —47 — ((
(2,2,2—trichloroethoxy) sulfonyl) oxy
) benzoate ({t&¥5) ORIE

ZILIVERERKT. AKR7Z5RX3IEEHM4 (660mg, 0. 60mm
ol) &&EF I THEL LMmEELESE (B4) (691mg, 1, 51m
mo | ) ZMAKL%Z, /00X 4%> (12mL) #iAEH L. BEELE
BBl WT, 1, 2=IAFNAIFYV =)L (145mg, 1. 51
mmo |) Zix. 1EREE#HLL, BHEER BRI FIL (24mL) IZ&
YUHBRL. K (24mL) Z2MAZ&ETRINEEILE LA, Bl EHmE. B
TFINCT3EHE. ToNEREZBMEBERKICL YIRS, EKRES
MUY LTREE., T/NRL—9—ICTABEZRERB L, BONLEE
eV)ATNIATRNTS T 4 — (GBHBE  ~AFYY—FERTFIL (4 :
1. v/v)) IL&YBHEL. BHIEEMD 27,

[0120] {&W5 - ABTELT 7R (INE: 91%)

TH-—NMR (600MHz, CD;CN) & 7. 13 (m, 37H) .
6. 63 (s, 2H) ., 6. 31 (d, J=2, 1THz, 1H)., 6. 27
(d. J=2. 4Hz, TH)., 5. 59—-5, 60 (m, 1TH) ., 4. 8
9—4, 98 (m, 11H) ., 4, 76 (d, J=1T1Hz, 2H) . 4.
65 (d. J=1T1Hz, 2H) , 4, 52 (s, 2H) ., 2, 97—-3.
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06 (m, 2H) .

[0121] (5) 47 —mBtIEAOATFHL—hF (Sodium 47 — ( ((
(2R, 3R) =5, 7—-dihydroxy—2— (3", 4", 5" —
trihydroxyphenyl) chroman—3—yl) oxy)
carbonyl) —3", 587" —dihydroxypheny!| sul
fate ;{L&¥6) OIS

TITVHEEST. AEZ7SRIIC M) 700X FIVIEELEEY (L&Y
5) (50mg, 39umo |) &/15YARE (10mg) . FBET7Y
TZV4L (24mg, 390umo I MIAKK. ThZERKATSVY—=XS
J—=lb (4mL, 3:1, v/ v) ZMZEHL. BEREZTL, EWT, &
LNRBRICH L. KREBE#RZIT-7%. BERERLL, BRE. 1Y
ZRE. FhSEROT75V—X% /=)L (8mL, 3:1, v/ /v) &K
(2mL) THFELE, BIEHME, BRET/NRL -9 —ICTREZRIER
Bl SONCEBEZEESEEE/ O NI 57 14— (BAHBE : K—
X5 /=L (9 :1, v./v)) ILLYBEHL. BEMNLEME 2157,

[0122] L& 6 : ABEE (5 2%)

"TH-NMR (600MHz, D,O:MeOH (=200:1)) & 6
93 (s, 2H) . 6. 51 (s, 2H) ., 6. 09 (d, J=2. 1H
z, TH) . 6. 06 (d, J=1. 9Hz, 1TH) . 5. 56—5, 56
(m{ TH). 5. 04-5, 04 (m, TH), 3. 00 (dd. J=1
7. 9. 5. 2, Hz, TH)., 2, 89 (d, J=17. 2Hz, 1H)

13C—NMR (150MHz, D,0O:MeOH (=200:1)) & 1
67. 07, 156. 15, 166, 03, 16565, 90, 150. 69,
145, 85, 132. 76, 132. 42, 130. 31, 128. 31
, 110. 57, 107. 03, 99. 73, 96. 70, 95. 84, 7

7. 73. 70. 06, 25, 46.
HRMS CaICd. 'FOI’ 022H180148Na+ [M+Na:|+:
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561. 0315;found:561, 0315

[0123] &LEH) 2
LUTFOIRICLY, BERFT (1) &EAKIC () —TEAOATFY (
EGC) »H. bEM2%EML. ChESEF2TRELAETYILI—F
WEBFERIRTIV (bE&¥WAL) ZH8EH1 (2) &ERICHEESRIGICH
LTE 7 215, RVWTEERFI1 (3) &RERICT ) IVEERRELTES
M8 & L. HiEF (4) LAKOAETHN) 700 FILREEIRTILE
LTIEEMI %2/, RWTHEER 1 (5) EEAKICHRRERIGICMLT, 3
T -mBtIEA0ATEFAL—bN (BEW10) &KL

[0124] [1£35]

200 o OBn
O OBOB Bno OAllyl OBn
n A5 BnO. O~ OBn
HO\@) OH — Bno@) OBn \@J‘O
OH OH OBng OAllyl
OBn OBn
‘ OBn
1 2 7
OBn OBn
OBn OBn

BnO O OBn BnO O OBnN
e & I G _
OBnO OH TCEmEIt OBnOAE:EQSOJCE BiiREE

OBn OBn

OBn Bn
8 9
OH
© @
HO ONE NS0
OH 9 0OSO;N
A Ciais

OH

OH

I I

[0125] (1) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—y !l 587 —(allyloxy) —3"7, 4”7 —bis (be
nzyloxy) benzoate (td¥7) O&E

PIIVEERKIT. ARZ7ZRIIKEE®M2 (2589, 0. 34mmo
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[0126]

[0127]

1) &BEFI2TRELLETIVIVI—FTIVERBTFHIZATI (LE&WAS5)

(200g, 0. 51Tmmo ), 1= (3=YAFINTZ/7OEN) —
3—IFNAILRIAIREMIE (196mg. 1. OOmmo ). #L
TN, N=IAFIL—-4—-TT/EYTY (63mg, 0. 34mmo |)
EMALE. PEMZRUL (10mL) #MAERL. KBLRRESL
o BIEWE. ERT 1 BERHE LA, RHER BRI FIL (20mL) IT&
UHBRL. KABATODRE T I mo | /LIEFZNA. RINVREZEEMEICT S
ETRIGEEIE L, mWT, BRI FILICT 3O, BohicBRE%
BIFIBIEKIC L W ikE, MAKWREE ST MY U L THRIER. T/NARL—4—ICT
BEZBRERZE L, SonEEEEZY ) AXV/Ox M NIZ57 14— ((BE
B AFHY-FRRIFIL (410 v./v) ) ICLYRBEL., BHIEE
M7 %57,
tE&m7 - BETELTI 7R (IRE: 100%)

"TH-—NMR (600MHz, CDC1l3) & 7. 20—7., 42 (m,
37H) ., 6. 74 (s, 2H) ., 6. 36 (d, J=2. 2H=z, 1TH)
. 6. 32 (d, J=2, 2Hz, 1TH). 5. 89—-5, 95 (m, 1H
). 5. 656—5,. 66 (m, TH) . 5. 30 (ddt, J=17, 1.
4Hz, TH) . 5. 19 (ddt, J=10, 1, 3Hz, 1H) . 5.
14 (mi; TH), 4, 83—-5, 04 (m, 12H) ., 4. 72 (d, J
=11H=z, 2H) , 4., 48—4, 49 (m, 2H) . 3. 04-3. 1
3 (m, 2H) .

(2) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—y !l 3”7, 4" —bis (benzyloxy) —5” —hy
droxybenzoate ({bE¥8) D&ELE

PITVFEKIT. AEZ ST YILEEY (kE¥W7) (390m
g. 0. 34mmo |) ZMALE. ThZErOT3Y (10mL) %M
2L, BRLBARESK, #IVWT, EARYY (6Tul, 0, 69m
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mol) &7 bSFR (M) TZIWKRRT4V) RS5TUDL (0) (40
mg. 34umo |) ZMA. 4 50ER L, Bk, BT FIL (20
mL) ICEYUHBRL, KABTOSE T 1 mo | /LIEEENA. RIGKEZR
MICT B ETRIGEELE L, 5IZHmE,. BT FILICTIEHE. B85
NEBEREZRMBIBKICEL Y KSR, EKRES MY D LTEER T/AR
L—4—ICTRAREZREZRB L, BOoNELEREZD VAL IO NS
74— (BEBE : AFYU-—HBITFIL (3:1, v/ v) ) ITLYEHE
L. BN{tEM8 =57,

[0128] {t&¥M8 : ABTEIL 77X (INF: 53 %)

"TH—NMR (600MHz, CDCl,) & 7. 17—7. 44 (m,
37H) . 6. 79 (s, 2H) ., 6. 34 (d, J=2. 3Hz, 1H)
. 6.30(d, J=2, 2Hz, 1H). 5. 60—5. 61 (m, 1H
). 5. 14 (m, TH)., 4, 93—-5,. 08 (m, 12H) ., 4. 81
(d. J=1T1Hz, 2H), 3. 06—3. 16 (m, 2H) .

[0129] (3) (2R, 3R) —5, 7—Bis (benzyloxy) —2— (3
", 4 ., 5 —tris (benzyloxy) phenyl) chro
man—3—yl 4”7, 5”7 —bis (benzyloxy) —37 — ((
(2,2,2—trichloroethoxy) sulfonyl) oxy
) benzoate (IbA¥WI) DELE

PIVIVEEKIT. AEZ7SRXIICE®W8 (190mg, 0. 17mm
ol) &BERF I THELLMBILHAE (B4) (398mg, 0. 87m
mo | ) ZMAKL%Z, /00X 4%> (10mL) #iAEH L. BEALE
BEaBl, mWT, 1, 2=IXAFILAIFY =) (84mg., 0. 87m
mo |) ZMA. ERIE® L, HER BBIFIL (20mL) K&YH
RU. KEMABZIETRDBZELE L, 5IEHEE. FFEEIFILICT 3 Ei
B, SonBRBZRMRIBEKICK YRS, EKMEBT N DL TRER
 INRL—Y—ICTRBREZRERE L, BohEEZY )AL o0
RNTS 74— (BHEAE : AFYY—FBIFIL (4: 1, v/ v)) IC
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LYURBHRL. BHNEEYWO (ABT7EINTI7R) 2187 (XX : 69%) .
[0130] (4) 37 —mBtIEAOATFUHL—KF (Sodium 37 — ( ((
(2R, 3R) =5, 7—-dihydroxy—2— (3", 4", 5" —
trihydroxyphenyl) chroman—3—yl) oxy)
carbonyl) —4”, 58”7 —dihydroxypheny | sul
fate ;{t&¥10) OIS
TITVHEEST. AEZ7SRIIC M) 700X FIVIEELEEY (L&Y
9) (50mg, 38umo l) &NFIYVLKSE (Emg) . FBEBTVE
Zv4h (24mg, 380umo ) ZMALKR. ThSERFOTSY—X
/=) (4mL, 3:1, v/ v) ZMAREHL. MBERESL, HWT
. BoNnBEBRICH L, KREREZT->LE. 1 SRERKE L, Btk
 AEMERR. TSRO V=X /=) (8mL, 3:1, v/
v) &K (2mL) THELE, BIZmE, RREZI/NRL—4—ICTAK
ERERB L, SONLREZEREQIEBI/ OY NI ST 14— (BHA
WoK-—XF/=)L (9 :1, v/ v) ) ICLYBRHL. BWELEHW10%
=7
[0131] &1 0 :HBEEHRUXET 8 %)
"TH-NMR (600MHz, D,O:MeOH (=200:1)) &§ 7
44 (d, J=1, 4Hz, 1TH) ., 7. 20 (d, J=1, BHz, 1
H). 6. 54 (s, 2H) , 6. 11 (d, J=1, Q9H=z, TH), 6
06 (d, J=1, BHz, TH) . 5, 53—-5. 53 (m, 1H) .
5. 06—-5, 06 (m; TH), 3. 00 (dd, J=17, 6, 3. 9
.Hz, 1TH) . 2, 89 (d, J=17. 3Hz, 1TH) .
13C—NMR (150MHz, D,O:MeOH (=200:1) ) &
167. 14, 156, 14, 156, 03, 155, 94, 145, 81
. 145, 78, 143, 36, 139. 54, 132, 73. 120. 7
3, 1717, 17, 115, 21, 107, 12, 99, 73, 96. 70
, 95. 87, 77. 81, 69. 88, 25. 55,
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HRMS calcd. for C,,H;30,,S* [M+H] +:53
9. 0496 ; found:539, 0483

[0132] LbEfhl 1

[0133]

BEF1 (4) OEEH5 OEEICHEWVT, RELRES LT, BN
HxEhl IcREosoomiE2, 2, 2—MY)ZOoOxTFI (CI,CCH,
0S0,C 1) ZRWSRHZEICLY., (tLEM4 DRERL RIS Z A7,

Thabs, PILIVERSKT. 1O0mLAKZZZRIOIL2, 2, 2—KY
sOoaxTy/—)b (b&¥WB1) (9ul, 92umol) &EYTIY (8
wl, 92umo |) ZMAkE. YIFILI—FI (1mL) ZMAE®R
L. BIALBRERFL, WT, |ERILT7JIL (8ul, 61T mmo |)
Z—T78CTAEMTETL., 1REER LA, ERER BSoh/atERKE
VIFII—FTIImLT2E%E%E BHEREZ25CTINRL—4—IZTH
WERERB L, SonFEEBICY/700X49Y (1 mL) ZKATHA
T 7z /—)tEY eE&%4) (10mg, 9. 2umol) &1, 8
—Ur7H¥E o0 [6. 4. 0]l 9vFhA—T7—xv (DBU) (2ul.
9. 2umo ) ZMA. 1 ~24EREH L, wHER, BRI FIL (2
mL) IC&YFBRL, KEMNMASZIETRIBZEEILE L, BITHmE. BT
FIICTIEHE. SonAREZRBNRIEKICEL YRS EBKREF
) LTERE, TNRL—I—ICTRBEEARERE L, BohiRES
BB/ /O NS 74 —THR%ZT-&ls, M) /oo FIMmELEE
¥ (lb&Hb5) /ond. 7/ —ILibE (EEaW4) OHADEFLHND
BRER -,
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[0136] (1) PAWIVFEK[T. 50mLAKT ZXIICEEY4 XIFEEWS (
148) . 2, 3, 4—hY—-0—FEFIL—-1-0— (bYysoartt
AIRAN) —a—D-JNo0OVEXFIL (bEE) . ZELTELF2S
—Y—T2R4A (LEEB) =&Y, Bikyosooxsy (0. 2MHBR)

EMAERL. BRABRKRESL, BWT. M)A ORSY—I—FI
R (5HE) Z0CTMHMALE,. ERETHEL. 24BFEER LA K
. BT FIL (20mL) THERLAEE KEMZADZ I & TRIGEZELE
L7ze BIEEE., BT FLICTIEMmE. BohAERBEEBMEIRKIC

J: LJ 596/%\ 7 \7J<E)|bﬁﬁlj_ |\ U '7AT$ZJ( ?ﬁ\ I/\\/—J_s b_&_‘:—C}gt;%;\ﬁ}_%%
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[0137]

[0138]

Bl BONEREEZY)ASLIOX NI ST 14— (AHBE : ~NFH
VoERRITFN (2010 v/v) ) ICKYHEBEL. BWTFELTFRE
L TREMERFT.

(2) 100mLAKZSRIIC (1) TH/LWEREMZEY., Th3E
FOZ7S5rv—T8 /- —RBRKAER (2:2:1, 50EFFR) ZMAIR
BL, BRLARESK, HWT, 1 NKEEF M) ILKER (1EHER
) EERTMA. SO09EIRH L, RISE. Amber | yst (B
B) 15 (H) EHEMA. RINREZEBMICT S I & TRIEZEFLELX,
BlEfmE. B, BoONBEBREINRL—Y—ICTAREERERE L.
SONLEREETZNVIVEEKIT. Th3eAT5 Y -2 % ) — )L — Bl
B (30:10:2, 52/FFM ZMA. 1IEH L. BRELKREKES,
MWNT, NSYUDLKRER (0. 2HEE) #=ETMA. 75 RXAINEKR
BfL. SEIFERMLCIER L, RIGER. NSV VALRRZER. T3k
RATS5Y—=X% /) —VBBETHE SONLEREEZINRL—9—ICT
BREEBERE L, BONEABEZDIHPLCICHNT, UTORGTE
L. B&EGFE LTEEY T 1 XIFEEH 1 2 %G,

[ EN A4 ]

SNEASL:L—column ODS, size20mm x 259
mm 5bum

BEER - A (0. 1%FEK) . B (X5 /=)

FE:20mL, min

FAE: 500l

JBE: 40T

MHERR: 280nm

TSVTVMEHB (%) :3220% (54) . 20-30% (104
). 30297 (0. 14). 97% (2. 949) . 97-3% (24)

SEEERE : 8—949 (3" —B—glucuronate EGCg:1{td
Y1 2)
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8. 5—9. 594 (4" —-B—glucuronate EGC
g :t&¥%W1 1)
[0139] 1t&®Hm11: (27" R, 37" R, 4’ R,5 78, 6’
"7 R)—-6"77 — (4 — ((((2R, 3R) =5, 7—Dihy
droxy—2— (3", 4 , 5 —trihydroxypheny

H H

) chroman—3—yl) oxy) carbonyl) —2 , 6’

H

—dihydroxyphenoxy) -3, 4"’ 5"~

H H

—trihydroxytetrahydro—2H—pyran—2
" —carboxylic acid
'TH NMR (600MHz, D,O (1%acetic acid)) &§6
93 (s, 2H), 6. 52 (s, 2H), 6. 10 (d, J=2. 1H
z, 1H), 6. 07 (d, J=1., 8Hz, 1H), 5. 55—5, 55
(m, TH), 5. 07-5. 07 (m, TH), 4. 97 (d, J=7.
8Hz, 1TH), 3. 65 (dd, =5. 0, 4. THz, 1TH), 3. 5
8 (dd, =9. 6, 8 2Hz, TH), 3. 51—-3. 49 (m, 2H
), 3. 01 (dd, J=18, 3, 4, 9, Hz, 1H), 2. 89 (d
, J=17. 2Hz, 1H)
13C—-—NMR (150MHz, D,O (1%acetic acid)) &
165. 78, 165, 76, 154, 75, 154, 73, 148, 52
, 144,41, 135, 76, 131, 33, 128, 90, 125, 6
1, 109, 10, 105, 61, 102, 49, 98, 30, 95, 27
, 94, 42, 76, 30, 75, 82, 74, 47, 72, 32, 70,
89, 68. 57, 67. 26, 24, 03
HRMS calcd. for C,gH,;0,,t [M+H] +:635.
1248; found:635, 1261,
[0140] 1t&®m12: (27" R, 37" R, 4 R, 5 S, 6’
"7 R)Y—-6"77 — (5" — ((((2R, 3R) =5, 7-Dihy

droxy—2— (3", 4 , 5 —trihydroxypheny
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) chroman—3—yl|l) oxy) carbonyl) —2"" 3’

H

—dihydroxyphenoxy) -3, 4"’ 5"~

H H

—trihydroxytetrahydro—2H—pyran—2
" —carboxylic acid
T H NMR (600MHz, D,O (1%acetic acid)) §
7. 08 (d, J=1. 6Hz, 1H), 7. 07 (d, J=1., 5H 2z,
TH), 6. 51 (s, 2H), 6. 13 (d, J=1. 9Hz, 1H) ,
6. 07 (d, J=1, 8H=z, 1TH), 5. 66—5. 56 (m, 1H)
, 5. 11—=5, 1 (m, 1TH), 4. 93 (d, J=6. 4Hz, 1H)
, 3. 71 (d, =9. 4Hz, 1TH), 3. 57 (d, =7. 8H=z, 1
H), 3. 50—-3. 53 (m, 2H), 2, 99 (dd, J=17. 4,
3. 9, Hz, 1H), 2. 90 (dd, J=17. 7, 2. 2Hz, 1H
)
13 C—NMR (150MHz, D,O (1%acetone-dg) ) 6§16
6. 96, 155, 82, 155, 78, 155, 73, 155, 64, 1
55, 60, 145, 61, 145, 39, 145, 17, 140, 52,
132, 45, 130, 30, 120, 76, 112, 85, 110, 44
, 106. 60, 101. 59, 99, 14, 96. 45, 95, 64, 7
7. 10, 75. 47, 72. 93, 72. 16, 69, 87, 25, 29
HRMS calcd, for C,gH,;0,,t [M+H] +:635
1248; found:635, 1261,
[0141] EEBI1 {LEW6 (47 -MBILEGCg) 2ERE LTAVWEATFVE
Z2EHFAE MEOEDRER
1. £ FNEBRNE
Ae FERRIHEAREBEZESOARLE/LRICEELL, BIBLYHTF
YRUEDEREKRDDEREZ A1 0ZORESBYE ((FHFHH : 3 3.
72, TR FHBR: 171, 122, 3cm, FHHKEE: 60. 1=+
2. 1kg) P HERXER3E50mL (ATFFVRUVEDOEZEE540 m
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[0142]

g. EGCg#%150mg&h) =& BRNICKLZITo A, FMIFE
B#%O0. 5, 1, 1. 5, 2, 3RV EKEDIKFRTITVW., HELLIKRY
YIIGEBISEDOBHNE (3000Xg. 1 040/) #MEL. mFEH
BEL 7, MY TNICIE, ZOBEED 1 O%ICHETZED, 20w v
%FZAINEVEBEO., 1w/ VRIFLYITIVOEE2 ) D LE
#E28H950. dmo | /LYAREER (pPH3., 6) ZHmMLEEIC—
80 CTHRE LT,
2. MYV TILO3H

b NS Y TIVHRDEGC g RTCZDORBEMEEIZ. MNEBF —E LS
w TSN REEEESHET (HRAM, Q—Exactive Focus
. ThermoFlsher scientific#thl) 2EINITE-EBS
EeoBBEs/OY NS T7KE (Vanquish UHPLC, The
rmoFlsher scientificf&) 2\, BE&HEH150—
1000m/ zD7IARFvVE—RTIiTol, BEDWMED/ASA -4
 V—RHREAN:40ps i, MEBAREA:10ps i, RTVL—EBE
: 2. OkV, S—=LYAXRFLXR):50, OTH»>/, UPLCOHMA
SLICIE, Poroshell 120 EC—-C18 (Agilent
Technologies |Inc. #&, W : 2. Tum, hSLE:
4, 6mm, ASLKR:50mm) [\ H—FAZLIKIEPoroshe l |

120 EC—C18 guard column (Agilent Te
chnologies Inc. #f#) ZBW H5LEE40CE UL,
FARR2ul, MY U TS—RBEIF4C, BEMBIZIZAKR: 0. 14
BPTHAKBR, BR: 0. 1 HRBERITHEAET7E,N NI LZRAW, RE
0. AmL/ minTRIKRTISVIV N TOTSLICLEYSHLE
o MFRDEGC gRvr4” —MBILEGC gldmMEY Y FIL (EGCy
WKOWTRRRY ATV AKARHED (-) —Epigallocatec
hin gallate, 4”7 —MERIELEGC gilOVWTIHEER 1LY
B LEE®6) ZEme LRER (REBIREE : 0. 5, 10, 20



WO 2021/187569 48 PCT/JP2021/011133

. 50, 100, 250, 500, 1000ng/mL) 2K L/~LTEE
L7,
[0143] [F&1]

UHPLCHMI TS d5 A

S HrEER (min) %B
0 10
0~0. 5 10—12
0.5~2.5 12
2.5~4.5 12—14
4.5~T7.95 14
7.5~10. 5 14—15
10. 5~11. 5 15—50
11. 5~13 a0
13~13. 5 50—10
13. 5~19 10

[0144] 3. EERMETY > TILOFER

E M TIEBT100uLIC0. 4mo | /LY VEEEER (pH
3. 6) 16uL, 0. 4mo | /LY VEEIEE®R (PH7. 4) 16ulL
K24 ul, REEER (TFILAL—HF40ng / mL) 100uL,
O. 2mo | /LEFEEKAH%ZO. 6mLiNx, B LA, & MO VT
LEREKImL, 0. 1HEEEDMFO, ITmLTaOYFa4Yazy
JULEEHEA-K)yY Waters Oasis HLB 10mg/
Tcc) ICHL., WELATAREB L, YV TV ENBLEZEEA—N) v Y
EAK1TmL, 30%X% /=)L 1mLTHSELH%K. 0. 1 %BEEEDMF O

TmLTAEL,

[0145] MYV TIHDEGC gRU4” —HMBILEGC gDEERREZH 1
. TNTNORNPFENRS A -9 ER2IIRT (Chax: BEMFRE. T..
EREMTEEAS X 2EIMEEE. AUCo_gn, @ BB - MAEREHMRT
HEE T, MAREFEE
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[0146] [F+2]

ENABREMBE/ T4

EGCg 4 -FREALEGCg
Cumax (ng/mL) 107.9 + 35.6 95.7 + 33.1
Taax (hr) 14 + 032 25+ 0.6
AUCos  (ng.hr/mL) 304.1 + 88.9 385 + 147.6
Tip (hr) 2.1 + 047 39 + 1.5

[0147] ARBOLEWMEEZAVEIETEARY Y SILPOEEEREDRL. SEE
EEET DI ENHEL,

[0148] HE&HBI2 L&MW1 1 (37 -MEILEGCg) ZEMELTAVWLEGC
Z v MEOEEEER
1.5y NABRRE

(E142)

SD3v b (81BN - M) ZEAFv—ILR - YN—KASHLYEA
L. 1TBEULEORRFEINEZ1To7/1%, HERICH UL, HARBFE—BHLLY
DEMEIZ. ARBRRTRIHNBAEZEILOICRNTREEEZ ONLT
L& L7z,

(EHBRBRDAR)

ARBROBEY Y TN THBEGCgIE1 OmL "k gDKBRE LTH
5 L7,

(RO¥EH L VMEORER)

Bfg (MF, )TV 9 IIBETEEART) OBHERTICT1HE
LBERTEBLAEZ Y FEAVEREZT o, 51 6 FEAMULERIN S
B, AV IILSVRETT., Sy M EGFEHZY 15mg 'k gixED
BEET. EGCogKBREZY VTEAWTERZRS L, BRIESHE. 5
2. 159, 304, 454, 188, 1. S5EE. 2KE. 4BESLV
S DIF R CEHFRIR & WM L /e, BONEMREBESISERODEE (80
00Xg, 4C, 104/ L. BoNMITICZDEED1 0%ICHHT
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[0149]

[0150]

20D, 2w,/ v%F7RINEVEE 0. 1w/ vRIFLVYIFTIVNE
BE2FN)DLIRE 25%A%9/—)%a8ET50. 4mo | /LYAEE
ERAGIMUL=RIC—80CTIRE L1,

2. MY > TILOoH

Sy NI TIVHOEGC g BLUVZTORBMEEIZ. MY TILUE
By VT LARESNMEEEENHE (QTRAPS5000, ABSc i e x#t
&) ZliEAftr-BEERoBRAI/OT NS 7B (ExionlLC,
ABSciexttH) ZHW. ZERIGE=YIVJE—RTTok, EE
DMETDINSA—=4E, h—FTVHREN:25ps i (BFR) . 14>V
— 21 HREH:50ps i, AFVYY—R2HAREH:75ps i, 3V
vavHZA:Medium, 1 AYASL—BEFE: 4500V, 14>V
—2BE:600CTH>/, UPLCHOWHASLICIE, Poroshel
| 120 EC—C18 (Agilent Technologies
lnc, &, HRE: 2, Tum, ASLRFE:4, 6mm, A5LK:50
mm) ., H—RHASLICIEPoroshel | 120 EC—-C18 g

e

uard column (Agilent Technologies |In
c. &) #HW, hSLBEL40CELEL, FAEBES L, - Y
7S—BEIE4T. BEMICIZAK : 0. 1 %EEIKAKR. B :0. 1%
THEAET7EZI M) ZEZRAW, RZE: 0. 5mL/ mi nTRIZRT VS
JIv TS LICEY DL, MEBEFOEGC gRU'3 “—HEILE
GCogREMET Yy TN eERE L. RNEENEE L TERFEIFILIZ
AWLHEREFRLAZLTEE LE, EBOMBRIE. WFhEXHT1 7
E—RTHHEL, EGCgiz457. 0-160. 914 %, 3" -
BMILEGCgIE537. 0-169. 3D( 4%, BEFHEIFILIE19
7. 0123, 9DMAVEEEICAWE,

3. EERMEY Y TILOREH

Sy OO LAMEBESOwLICNL, 30ulLd0. 4mo I /LYA
BAEER. PWTABRERKRSOuL., RBEFHEIFIKAER (40ng/mL
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. REEEYE) ROCTERZM)IL3I00uLZERAMUEMLEZ, &
REBRERODE (20000Xg, 4C. 1 04/@) L. EF&EEIL
720

FODH, BAIC3OuLDO. 4mo | /LYABEERER. 7Er=KYJIL
300 uLZIERAMUELDEE (20000Xg, 4C, 109R) %47
W, EFZLONT 2. EWOFIRZ3ERYIBRL, BONAELTOLELZR
EREDBBICLYREAGZEIEL, TO%220uLD0. 15mmo
|l /L7RONVEVEBEE7EN =), 100uLDO0. 15mmo |/
L 7 2 JIVEVERKBRZRM. BHMEEOD8 (20000X g, 47T,
1 0O4fE) #1TW. BoNn/LEFHRDODEGC gRU3” —HEILEGC giE
BERAE L7,

[0151] [5&3]

[0152]

UHPLCHOW 7S Ty A

Sr#ieE (min) %B
0 10
0~ 0.5 10 — 12
0.6 ~ 1.b 12
.o ~ 3 12 — 14
3~ 5 14
o~ 1T 14 — 15
T~ 15 15 — 50
7.0 ~ 85 50 — 100
8.0 ~ 10.5 100
10. 5 ~ 10.51 100 — 10
10. 51 ~ 11 10

Sy NGV TIVFHADEGC gHLU3” —MBILEGC g DEERR
ZR21C, TNTNOEYPFBNSIA—FERAIIITT (Chax: ellFiR
B, Thax  mollFREZ52 2EMEEE. AUC s, : BBE - AR
EHRTEEE. T1/2  OFREFEH) . GRm0 3" —MEBILEGC
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g (k&1 1) ZRVWEZETEGBY YT POEELZEEL. BFE%
EET DI EMNHRT,
[01563] [5=4]

Sy REREMEIRE/ AT A—4

EGCG 3”-BRERILEEGCG
Crax (ng/mL) 153 + 32 10.0 + 16.8
Tamax (hr) 02 + 0.14 0.5 + 0.14
AUCos w (ng.hr/mL) 293 + 236 13.6 = 9.6

Tip (hr) 246 £ 2.24 4.03 £ 1.67
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OH o) OR
ORZe
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(KB, RTeRUVR2FEZFNTNRT2RPR22ITHIG L. WThh
—HDPKERFTHANL—SO ;M (22T, MIZKERF. 7ILA
VERBRTF. VIVHIIHEEBRFXIETVEZVLETRT) XIET
voo/ oIV EERY, )
TRINZIEAONTFUHL — MEAKOEES X,
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— ARV I NETHAEN—-SO0;CH,CC I 3%5R7, )
TRINZIARVINEIEAOATF VAL — T CERBIEHOHR
B

[EEKIE3] ERIE2TELNEZ, — B (| a) TRINBRVIUNIEIEH
OATFVAL— T CEMBIEME. KRMEFE T TMKERES
Fdad. —i (1 b)
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[1t5]
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HO 0 OH
”/O 1c
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ORZC
OH

(R, R RUR2¢IFFNFNRIPRUVR2IIHIHL. WTFnhH
—ANKZEFTHAN—SO:M (22T, MIFKEEF. 7IAH
DEBERF. 7IAH) THEBEBRFIIT VEZDVLERY) HRT

o ]

TRINDZIEHODTF VAL — MRERIEMORIEHE,
[55K1R4] Fa—H&A (v)
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WO 1a
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ORZa

(V) OBn
(KA. R'aRUR22ZVWTNHA—ABRY VILETHAINKER
F5E5RY, )
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S5 KIE5] T (1)
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OR2
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(R, ZTEKBRRFRIERVYINEERL, ZHBIRVYINET
H3EHE. R'RUR2EVWITID—FIRVYIINETHAEMN SO,
CH,CC | ;&RL. Z'"HNKERFTH2HBE. R'"RUR2EWT
NHh—FHBKZERFTHAN-SO;M (22T, MEIKERF. 7
WhYERBEF. ZIVAYITHEERBREFXRT7VEZVLETRT) %
~Yo ]

THRINZIEAOATF VAL — MREIEMXIEZ DFER,
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[E41]
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[E42]
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Time (hr)



INTERNATIONAL SEARCH REPORT International application No.
PCT/JP2021/011133

A. CLASSIFICATION OF SUBJECT MATTER

C07D 311/62(2006.01)1i; A61K 31/353(2006.01)i; A61lP 3/04(2006.01)i; A6lP
3/06(2006.01)i; CO7B 61/00(2006.01)1

FI: C07D311/62 CSP; A61K31/353; A61P3/06; A61P3/04; C07B61/00 300

According to International Patent Classification (IPC) or to both national classification and I[PC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)

C07D311/62; A61K31/353; A61P3/04; A61P3/06; C07B61/00

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Published examined utility model applications of Japan 1922-1996
Published unexamined utility model applications of Japan 1971-2021
Registered utility model specifications of Japan 1996-2021
Published registered utility model applications of Japan 1994-2021

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)
CAplus/REGISTRY (STN)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y KR 10-2020-005886 A (KONKUK UNIVERSITY, INDUSTRY- 6
A ACADEMY COOPERATION FOUNDATION) 17 January 2020 1-5

(2020-01-17) paragraph [0155], compound 12

Y KR 10-1822306 Bl (KONKUK UNIVERSITY, INDUSTRY- o
A ACADEMY COOPERATION FOUNDATION) 25 January 2018 1-5
(2018-01-25) example 4

Y LEE, Yong-Min, et al., “Conjugation with 6
A Phenylalanine Enhances Autophagy-Inducing Activity 1-5
of (-)-Epigallocatechin Gallate in Hepatic Cells”,
Journal of Agricultural and Food Chemistry, 2018,
vol. 66(48), pp.12741-12747 fig. 1, compound E13

& Further documents are listed in the continuation of Box C. & See patent family annex.
* Special categories of cited documents: “T”  later document published after the international filing date or priority
“A”  document defining the general state of the art which is not considered date and not in conflict with the application but cited to understand
to be of particular relevance the principle or theory underlying the invention
“B” earlier application or patent but published on or after the international “X”  document of particular relevance; the claimed invention cannot be
filing date considered novel or cannot be considered to involve an inventive
“L”  document which may throw doubts on priority claim(s) or which is step when the document is taken alone
citeq to establish the _ppblication date of another citation or other “Y”  document of particular relevance; the claimed invention cannot be
special reason (as specified) considered to involve an inventive step when the document is
“Q"  document referring to an oral disclosure, use, exhibition or other means combined with one or more other such documents, such combination
“P”  document published prior to the international filing date but later than being obvious to a person skilled in the art
the priority date claimed “&”  document member of the same patent family
Date of the actual completion of the international search Date of mailing of the international search report
20 May 2021 (20.05.2021) 08 June 2021 (08.06.2021)
Name and mailing address of the ISA/ Authorized officer
Japan Patent Office
3-4-3, Kasumigaseki, Chiyoda-ku,
Tokyo 100-8915, Japan Telephone No.

Form PCT/ISA/210 (second sheet) (January 2015)



INTERNATIONAL SEARCH REPORT International application No.

PCT/JP2021/011133

C (Continuation).

DOCUMENTS CONSIDERED TO BE RELEVANT

CORPORATION) 17 June 2010 (2010-06-17) entire text

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y SEO, Yu-Jin, et al., “Facile synthesis of 4'’-0- 6
A alkyl-(-)-EGCG derivatives through regioselective 1-5

deacetylative alkylation”, Synthetic

Communications, 2017, wvol. 47(7), pp. 655-659

scheme 2, compound 6éd
Y GREENE, et al., “Protective groups in organic 6
A synthesis”, 2004 (reception date) pp. 246-247 1-5
Y TANAKA, Hiroshi, et al., “Solid-Phase Synthesis of 6
A a Combinatorial Methylated(£)-Epigallocatechin 1-5

Gallate Library and the Growth-Inhibitory Effects

of these Compounds on Melanoma Cells”, Chemistry -

An Asian Journal, 2010, wvol. 5(10), pp. 2231-2248

schemes 2, 3, 4, 5, 6
A WO 2010/067599 Al (SHIZUOKA PREFECTURAL UNIVERSITY 1-6

Form PCT/ISA/210 (continuation of second sheet) (January 2015)




INTERNATIONAL SEARCH REPORT

International application No.

Information on patent family members PCT/JP2021/011133
Patent Documents Publication Patent Family Publication
referred in the Date Date
Report

KR 10-2020-005886 A 17 Jan. 2020
KR 10-1822306 Bl 25 Jan. 2018
WO 2010/067599 Al 17 Jun. 2010

(Family: none)
(Family: none)
(Family: none)

Form PCT/ISA/210 (patent family annex) (January 2015)




ESl T [ B R R 5
PCT/JP2021/011133
A HHORTL2 U008 (ER&STI8E (I1PC) )
07D 311/62(2006.01)1; A61K 31/353(2006.01)1; A61P 3/04(2006.01)i; A61P 3/06(2006.01)1;
€078 61/00(2006.01)1
FI: €07D311/62 CSP; A61K31/353; A61P3/06; A61P3/04; CO7B61/00 300
B. FEZITH> 705

AEZT > 2 NRER (EERGFOH (1P C) )

€07D311/62; A61K31/353; A61P3/04; A61P3/06; €07361/00

BNEERDAOBER CHEZ T2 A0BIIEENIED
HAREEMAFEQAR 1922-19964
HAEAFEEAFEAR 1971-20214
HAEEAFTRERAHR 1996-20214
HAE S AR AH 1994-202 14
FEBFAECHALZEBF T —ANR—R (F—AR—ZADLHR, FAEIMEH L - HZE

CAplus/REGISTRY (STN)

C. BET % RO S5 N5 R
31 A Sk D . N ET %
BT — FIASCEE RO—MOEMmRPEEY S & Sk TOBEY SEROHRR SR DR
Y KR 10-2020-005886 A (XKONKUK UNIVERSITY, INDUSTRY-ACADEMY COOPERATION 6
FOUNDATION) 17.01.2020 (2020 -01 - 17)
3% 0 1 5 50fka1 2
A 1-5
Y KR 10-1822306 B1 (KONKUK UNIVERSITY, INDUSTRY-ACADEMY COOPERATION 6
FOUNDATION) 25.01.2018 (2018 - 01 - 25)
E Il 4
A 1-5
Y LEE Yong Min, et al., Conjugation with Phenylalanine Enhances Autophagy- 6
Inducing Activity of (-)-Epigallocatechin Gallate in Hepatic Cells, Journal
of Agricultural and Food Chemistry, 2018, Vol.66(48), p.12741-12747
Figure 1HHO/LEWE 1 3
A 1-5
V] criowg: 1ot scmssie s htn s [ <5y b 77 3 0 —cBd 2 5% 200,
*  BIAXEOAT T — ‘T’E%&@EXi@%E&EAﬁ;m#gﬁf?ofﬁﬁtﬁ
A RCEE OB 5 LETRA . AR E RS 0 Rr2pp RS, RNOREXEDRORROL O
‘F’E%&ﬁﬁ%@ﬁ@itﬁ%ﬁ?%%ﬁ\E%&@HM%K “X” RCHEEOH D LETH T, éﬁﬁﬁ@&f%%@%ﬁr
RRINZED NiZEBERRNEEZ 5NDE
‘T’@%%fﬁ’“iékﬁﬁéiﬁiiﬁmiﬁ®%4 HEL vy BIZEEOHDLXETH > T, éﬁiﬁtﬁmluk®iﬁ
AFMUORERIREH % 2§ 57208 AT &0k GEfH % Zm\gﬁﬁitofﬁﬁf%%ﬂAﬁ Tk TESHNR
£19) WEEZLNDED
“0” OBEICL BB, A, BREFIZERT 50 “” F—/8FY F 77 20—k
‘?’I%&@wa WOBEEOTROEE L 22 BEEOHOD
Bz I N R
EERHEEZ7TTLUAZH ARG O F%KH
20. 05. 2021 08. 06. 2021
ZA RO H TR HHRODHLBE RFFHTEEE)
H AR R (1SA/JP)
HAE =R "

FAMTRERENE=TH4&E3 =5

FEEEFEE 03-3581-1101 PR 3492

FE= PCT/ISA/210 (BB2~<—Y) (20154 1H)




[EI R & ] % B 5

PCT/JP2021/011133
C. BET % RO S5 N5 R
51 A SRR ‘ e N \ e BT 5
HF T —x FIHAXEE RO—HOEFNEET S & Xid, TORET @ HTOZRR St NIE RS
Y SEO Yujin, et al., Facile synthesis of 4"’ -0-alkyl-(-)-EGCG derivatives 6
through regioselective deacetylative alkylation, Synthetic Communications,
2017, Vol.47(7), p.655-659
Scheme20D{b&4¥16 d
A 1-5
Y GREENE et al., Protective groups in organic synthesis, 2004 (Z AH) 6
H246-24TH
A 1-5
Y TANAKA Hiroshi, et al., Solid-Phase Synthesis of a Combinatorial Methylated 6
(x)-Epigallocatechin Gallate Library and the Growth-Inhibitory Effects of
these Compounds on Melanoma B16 Cells, Chemistry - An Asian Journal, 2010,
Vol.5(10), p.2231-2248
Scheme 2, Scheme 3, Scheme 4, Scheme 5, Scheme 6
A 1-5
A WO 2010/067599 Al (FERIIEANKZFEIEA) 17,06, 2010 (2010 -06 - 17) 1-6

2X

fE= PCT/ISA/210 (B52°—Y) (201541 H)




E R E B SRS
o=~ 2 1) fli==3
ATV R T TRV T SR PCT/JP2021/011133
5| F SRk NFEH N5y b7 73D =3k NFERH
KR 10-2020-005886 A 17.01. 2020 (773U —=R1L)
KR 10-1822306 B1 25.01.2018 (773U —=R1L)
WO 2010/067599 Al 17.06. 2010 (773U —=R1L)

FER PCT/ISA/210 (OS5 b7 7 3 ) —HIBHD (201581 H)




	Page 1 - front-page
	Page 2 - front-page
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - description
	Page 27 - description
	Page 28 - description
	Page 29 - description
	Page 30 - description
	Page 31 - description
	Page 32 - description
	Page 33 - description
	Page 34 - description
	Page 35 - description
	Page 36 - description
	Page 37 - description
	Page 38 - description
	Page 39 - description
	Page 40 - description
	Page 41 - description
	Page 42 - description
	Page 43 - description
	Page 44 - description
	Page 45 - description
	Page 46 - description
	Page 47 - description
	Page 48 - description
	Page 49 - description
	Page 50 - description
	Page 51 - description
	Page 52 - description
	Page 53 - description
	Page 54 - description
	Page 55 - claims
	Page 56 - claims
	Page 57 - claims
	Page 58 - claims
	Page 59 - claims
	Page 60 - drawings
	Page 61 - wo-search-report
	Page 62 - wo-search-report
	Page 63 - wo-search-report
	Page 64 - wo-search-report
	Page 65 - wo-search-report
	Page 66 - wo-search-report

