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MEEBRENTHLGCIRE (b) ITERASINDE. COFEE. EDHE
BICEIERDEBENG EOERGEBEEZUBELE LGV ENS, T
¥70tRELTHRATHD, BRI FIL, 2—T2/ VEIOBANLH
RGBEE LTIHELL,

BHE. EEOLSICLTHELNDLRK (9) TREINBILEMIFHETHY
R (1) TRENSGERKREBMEHNET SHHEKELTHERATHS. LI
NoT, REHRAE, COLSGHRREEELTHK (9) DILEYMERETLHE
DTHS, 4. X (9) B, RIE, AFILTHHILEY ( (1R, 8R,
10R) =5, 9—ERX (2—=7HErFLF7EFI) —8— (2—AFIA
VIS —=T7—4J)) —2, 5, 9—rUYFTH LY HO[8. 4. O
0% 7] Th3TH—8 (7) —TU—6—7F2) MIFELL,

(T (b))

DEIC, I (b) [TDWTEHRAT S,

T (a) THRoNDDTVILEER (9) ITDVWTHEETNEZITI> L9
MIZBAINEZT VLT X LT EFLEORFKED T VILEDNBRESNDID L
FEFIC, BEICBASNETUILAXROTEFILELELBRESH, KX (1
) TREINDTVZLILEYMARONS, Thabb (6) i (9) FEH
FTHEICFYRFGIRESIVURMETHECILEY (1) Z8ET LS &
NTES,

IBEMBICETDBEELTIEAZ/—IL, T8/ —)L, 2—TA//—
IWEDTILa—ILE, K, ZILa—ILELEKDEEY. PLIUFEOFEEE
RIEKFR. AFH o ATE2UFEDORIEKFE, FILT—ILEEMLIVED
FERRIEKFOAFY D ATEUEORIEKFLEDREEMENAVLN
%, 7ILO—LEEELKDBEMIIFITIFE L LY,

BEELT, TRIDLAREDR FR)DLI XD FFEOEET IV
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%D R, KB )L, KEEIED U DL, KEIE)FUOLEOEREE
FRFxL R, RBEF UYL, kBHY DL, REBYTFOL, REBKES
)L, REBKRAVDLFEOERAILAR— b, BENRBEFLNDLIN, €
BeEFOXY FOFHELIEHITKBEBIED Y DLNFELYL, £, EE7IIL
OF D REFFELLEITTFRIDLA R RBGFELL, T RUDLAR
FUREFEDAR ) —ILBERERAVTH &KLY,
BEODEFHICREFZV, BEELELTEEE FOXY FEAVLREE
WELTTINa—ILEEERATHBREEAVEE. D7 VILERK (9) I
XHLT1~10HENFHELL., BIRGOMFDEHE RS L VEFHGHERL
53~5HEARBLIFELLY,
[0022] EHBSIUVHEOBAIEFIZOVWTIIFICRETAL,
RISGEEFOTH L RIGEAYDHRETOMTITHAONS, 25~60
CTHIFFEFLL45C~55CTHREIFFELLY,
RIGEREIE, BEOBECREICIKRET M., i1 ~24FETH S,
RIG#TH, EEMNLO0CITAAL., M EEESE L TEEM (1)
ZEAKRELTHAIZENTARTH S,
[0023] 2. 1% 6 05
AFEHICEITHHK (6) TREINDARILADHEREICTDODWVTEHRHAT S,
COREFEE, RAITFT LT, MERIERGIZE->T (6) & (11
) DEMKEEMZERL., &ICL->T (6) ODATERMICEAKELT
BBTH3DTH5,
[1k24]

(2) (12) 6) “an 6)
DT, FELVEBBEIZDWTEIZEHMIZEEHT 5,
BERERIGE., X (2) TREINBZDVOAXTHUFERF-EFDE
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[0024]

[0025]

R (12) TREINBIEEY. A2/ —ILEOBEFRAVTITOA, Bk
x%® (6) TREINHD (1R, 8R, 10R) k&KX (11) TREINhD
(1R, 8S, 10R) ADEEMELTEZSM, FLIEERMITHUNE
D= (6) TREhD (1R, 8R, 10R) k&L TEZ 5,
X (2) TRENDDVOAANFHUEERE T KR TH>THETH-T
HELA, MYBZNOT IMSE, EEMICHEBTINS DEEE L DENITE
L<. WITIRERIEAIFE L LY,
AESRIERGE, LZHICHR SN S IBRELDEEANTITIESIC
(&, ZFILHVHEZHETTISONFELL, ZILHUBEHFETTITS L. K
(6) T&END (1R, 8R, 10R) AREERMIZEINE (HIZIEX, 8
5%LlE) THAHAZENTES,
CITT7IA)HEEEEE. AWShndbEm (2) PMEREMICHERSH
S5HBEDETHAHEIT, RBEICH L TOLEREDEELTRIGES
MICMA-FHZERT S, POBREENEEELLTE, 1. 02~1. 0
SLEMTFFELL., HIT1. 04~1. OGHENHEEMNMIFELL, F1-,
pHiEELTIE, pH10. 0~13. 5MFELL, HIpH12. 2~
12, 8AFFELL, HATEAEELLTIE, T RUTLARNED R, F
FIDLI XY FEQOEET7ILOFD R, KEIEFT R DL, KEIED
i, KEBILUFILENDERE FOXFL R, REFFUDLA, REHUD
L, REEUTFOL, REEBKFEF FUDL, REBKFH)IVLEODEZEHILAR
F— b, BELBFONEIN, €EBE FOFL FAIFE L HFITKEIEADY
JLDFELL, T, EFETILIFVRFERELLHFITTAITLA MY
UEFELL, T RUDLARFDREZDAZ/ —LBRERAVTH &
L I, FUIZFALTEIY, EUDDU N=AFILEILRYD N, N
— VAV TOEIL—N—IFILTIVHREERANDIEELTED,

X (2) TRINDILEMHIBELDETHIGEICHMTHEELLT
(. BIZELBDEENZFSNEM, €FBE FOFD RHAIFEL CHFITK
BRIED ) DLBNFELL, £, EB7ILIXF D FBFELIFHITF YD
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[0026]

[0027]

[0028]

[0029]

LA RETRHIFELL,

X (2) TREINZELEMERX (12) TREINDELEYMDLEERCEHEIC
REIEAND, BEMBREANSIEEILT 0. 8~1: 1. 2,1FFLL
 SHICHFELLIEEILELT 0. 95~1:1. 05THD,

RIGEEFOCHORIGESYDHRRETOETITAONS, FFELLE
4 0C~RIGEEVMDHR. THITHFELLIEE55CT~65CTHALLGND

REEEIEEESFITIKET 0., #ia1~24BHTH D,

RISBEELTIE, A2/—)b, T2/ —)L, n—=T0OIN/—)L, 41VTF
O/8/ =)L, n-, t—=T3/—)LEDOT7ILI—ILEBRENANLR, 25/
—ILEBBTHBREMFELL, BITAR/ —LHAFELL,

MBERERISRIEBZE., SIAEKEEZMA-RICER~ 0 CETHEE
HHELEEREEASBLTRX (6) TRINDILEMEZRRMICENRL
LTR/BBIENTRETH S,

3. ANyJI5y (12) QREARE

AFEBRAEFX (12) TREINDELEVERETSAETHH>T, UTOIRE
(e) v (d) . (e) . (f) BELUY (g) ZAWLWSZ LER/RBET HN
VYIS UEEROBERETH D,

TR (c) FHK (17) TREINBILEMER (18) TREINDILEYD
[CEHTHIETHD, I8 (d) 1F. KX (18) THREINBZILEMER (
15) TRENZELEDERTIIETHD, I8 (e) 1, K (15)
ThREINBHELEYMER (16) TRINSIEEMZEEHAHLTK (1 2) TR
SNBLEMERTIIRETHD, I8 (f) (. X (12) TRIHND
temzERX (14) TRINDLEMERL, HRELTHEERT ST
FBTHH, I (g) &, & (14) TERENBHLEMERX (12) TRS
NHLEMIERTEIETH D,

FThbhE, RAUTFET &SI, I (c) . KX (17) TRESIBTx/
—ILETILFILELTH (18) TREINIO—T7VIILEZHLIIETH
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[0030]

Y, I (d) TRID7 VLK ZEBSETH (15) TRSNDHC—

TIILEKRZERDIIETH S, I (e) F. TOC—T7JILILKZENZ D
DLEFEET CTHRABA L 74 UNERBIES B RICBRIEMNRIERG 1T
DTRUYDITY (12) Z/HIETHD, IFE (f) TlHE, SRV Y
T VEBRREEKFET P DLAMEANEE]RL, BHBERTLIIETHD
o I8 (g) [&. COFRMAZEEEETILH)EEFHETTREL, K (
12) TRINBRUVIYITISUERDIETHD,

[1£25]
[:::I:DH () [:::I:D\Mf/kx () [:;:I:”““” [:;:]:j““~”€ [:;:[:“f}__

CHO

(7 (18) (15) (18) (12)

N b (g) N

R 0 —= 0
0 0S0,Me EH

(14 (12)

LT, FFELWEBBEICOWTEICHMIZEST 5.

(T (c) )

T (c) T, BEDHEETTTYILNTA R (XCH,CHCH,; X
(FRIEEDBEY THS, ) ZAVTTINLET DS LITEYR (18) TKRS
nNH0—7Y)IEENELN S,

FUINTA FDXIENOT VRFETRT,

FIYILNGA FIEHFUFILTILTER (17) ITHLTIEHEUEANS
NBEM, IR, BENLTEEAND, 1. 0~1. ILUENRLEHFFLL,

IBELE L TIKERET MY DL, KEEIEAD ) DL, KEEE) FOLEDE
BErOXS R, REEFT FUDL, REH DL, RERYTF UL, REKSER
FRUDL, REKED)DLEDERDILARR— FEENZEIT LN H,
ERAILARR—EDIFELL, FITRED Y DLMNFELL, E5IT, ~Y
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[0031]

[0032]

[0033]

IFLTED, EUDU N=AFILELERID, N, N=DA4VYTOEL
—“N—IFITIUVRETAVNSGIEDLTEDS,
FIIMEDBEELTIE, T RFOTSY, DXL, 9ORY
FILAFILI—TIL, 1, 2=SA XTI VEOQDI—TIVE, BFEET T
W, BFBA YV TJOELEDIRTIVE., NXH o ATE U EDRIEKRE.
LTV, FLLUEDOEBERIEKR, 7MY, 2-T8 /7 0%D7
VEE, Doooi gy, s0aRiLLA, yAARVEVEDNDT VBRI
KR, 7EIZRJIL, TOEAZFYILED=ZFYJLE, N, N=DAF
IWHRILLTE R, N—AF)LEQY ROEDT I FE, BLUINLDRESE
MRAWLLNSE, COIBZ MY IEMNMFELL, FITTE M= UL
FLUL,
FEHBELUVREOEBAIEFICOWTIEHICREE LAV Y Y FILTILT
EF (17) ZREICEATLIOMNEMES, IE, BIREOINEHOH LI, D
BELLY,
RISGEEFOTHLRIGEEYDHRETORTITHADONS, 10CRE
MNEIFELL, 50C~7 0CHAREIFELLY,
HUFILTILTER (17) ORARREIE1REUENTFE LY, RIGH
flE, BEOEECREITKRET S, #ilo1~24BHTH D,
RIG#ETHIE, TEYZEZEBRL, BEITHIZLICEYEMYERDLIZ LN
AIRETH B,
(T (d) )

DEIC, I (d) [TDWTEHRAT S,

T (c) THRLoNDO0O—TJILLK (18) [TDONWTEUNEZITS &,
EBBRIENEZY C—F7JILEE (15) NELND,
RIGREIX100CULTITHON, 160THD210CTHIFELLY,
BBRISDBEEOAFILAILARFL R N, N=OIFLT7Z) 2, T
FSUUEEDEBRBEN BREEFENAVNLA, BBRESFENSRLET
FLLY,
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[0034]

[0035]

[0036]

[0037]

RIGHETRIZBERZBTHEEL, C—7 YLK (15) ZHRMELT
w5
(T (e) )

DEIC, I (e) [TDVWTEHRAT S,

I (d) THELNAHC—T UL (15) ZNRAF DU LK TLEY
BEERMENEITL. REALTIs> (16) ELNhD, ChEEET S
CERLNRT Y LT EBIERITNIET B EBIEMIBIERIGHIETL, N
V752 (12) "Ebhd, 9405, (15) i (16) BT
5T L&Y, BFGINESLIVRKETHEIIRVGYIIY (12) ~EE
MTHIENTED,

ML LBRIEMIRIERIED—EDBE L LTET S ERATS Y, OF
XY, DOARVFILAFILI—TIL, 1, 2—DA XTI UEDT
—TIVEE, BFBRTFIL. BFBA VI OELFEOIRTILE, AxHo, AT
BUENDRIEKFE, FILIY, XV LUEOFEERIEKEZE, FERY, 2
—JR/VEDTRVE, DonnAay, sO0RKRLA, yOORVEY
EonaFobiRibKkE, FEEZRYIL, TAEFZRYILED=RJ L
. N, N=CAFLURILLTIR, N=AF)LEAY RUEDT I R,
BLUIhoDEEMPAVLGINE, COS3BIT—FTILEMNFELL, IS
ThZSERATSUMNGFELL,

B EBRIEMRIERIGO—ED/IRT O LAEE LTIE, BFE/AZ DL
BRSO OLERTE M Y LEER BIENRTOVLERRYYZ R
JJLEER, BRSSO LER M) T2 ZIRRAT 4 VHBEZED 2/
JLMENRANSNEN, DI BB/ OVLERT M= U LEE
AERBIFELL,

NGO LEEIFC—F JJLERICH LTO. O0O5%E~0. 54%=H
Wohdh, BENLGBEANS0. 005HE~0. 02LEAIFELLY,

R ERIGEEFOTHO RGEAYDFHIRETOETITOI S, 10T
LEMNIFELLC, 35C~45CHARBIFFLL, RIEFMEIE, BFEDEE
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[0038]

[0039]

[0040]

VEREIZKET HH. #1810~ 6 0FMTH S,
BIEMRIERISTHWSEILEIE LTIEBRAR, RoVYX/ 0, 4035
ZIVEDX/ VE, BEEEKR, BRRIERV VA I, t —TFILng FOn
—7FFL FEOE#BRELY. —Bbv oY, YOLBREDOEEBREILE
BEBNZETFLNIN, T/ VENMFELL, 1, 4—R2VX/ UNRLEF
FLUL,

BALFIEC—7 JIILERIZH LT 1 HEL LAV SR BHHY, IRE, BIERK
MOIE], FFALBEND 1. ONE~1. IYEAFELL,
BALMRIE RS TIEARmMAIE L THEEEF ) D LDIER ) 77 LEDOER
AR LNEA, BIE) FULMIFELLY,

AIMFIELC—TF UILKIZH L TO. 248E~5HEALLNZA, IRE
. BEWGBRND 1. 28E~1. 6HEMNFFELLY,
BRAELMBRIERGOERELOCH O RSEESHMDHRRETORTITONS,
10O CLLEAIFELLS, 6 0CULENTBLIFELL, RIGKMEILX, BEDE
FBOREIIKRTFT A, #1010~ 4 0KRETH D,
RIGBETRIEANXTY Y ATR2UFEDRIEKR, LIV, FVLUED
FEBERIEKZSLIVENODREBEICEBR L, KEKBEIES M ILK
BRTHEEITS>,. ARBZEZREL. BMYOALY IS Y (12) OBE
BMZERAICENTE S, AREFRBETICEOEREIRE (f) ITHEAL
THRLY,

(T (f) )

DEIC, I (f) [CDOVWTEHRAT S,

T (e) [Tk2THELNIRIY TSV (12) OEERMEEREEK
2T M)DLKBRTUEST S LICLYMMMRIGHEITL, X (1 4) (C
RENBILEYMERD.

AMREDBEEE LTIER, A2/ =)L, TR/ —ILEOTFILI—)E, T
FSEROTSY, DAFHU DHOORVFIAFILI—TIL, 1, 2—
TARXLVIZVEOI—TIVE, BRI TFIL, BBV IJOELEOIX
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[0041]

[0042]

[0043]

TIVE, AFYU  ATEUEDRIEKER, FLIV, FLLUEDFEE
mAbKFR, 7LD, 2—-TH2 /&0 NV, D00 A2>, Y00
RILL, 20ORVEEQNOTUERIEKEFE, FEF= YL, TOE
AZRULEDZLYILE, N, N=DAFIRILLT I F, N=AFILE
O FUEDT7 I FE, BEIUINLDEESMPANGNS, CO5B7IL
O— LB ERILKFEDEEMIIFELL, HFITITR/ —ILEANTEIVDEREE
MHEFE L LY,
BREBAKRFTFIVLERDYDISY (12) ITHLTIHEEULEAWNS
nBH, IR, BFHLHEEAND 1. ORE~1. IHENZLHFELLY,
AMRIGREOCTH L RIEEEMDHRETORETITONS, 1 0°CRL
ENIFELL, 25C~35CHARLIFFELL, RIEFRHIE, FEOEE®
BEIKET SN, B 5HERFBETH D,
REBRTRIIFTEMEEESBLTEEY (14) 2BHRELTHB L
PEEETH D, NV T2 (12) R THI-ORUIEHTH D
A, CTOESITHME (14) (TEHBEL, BERE L THEERET L EMT
BETH D,

(T ()

DEIC, I8 (g) [TDOWLWTEHMAT S,

TR (f) [T&->THLoNSEFMAE (14) &, BEFRLETILH)ESE
HBTTMKARTEZEICEYNRIY TSV (12) MEonbd,
MAKDBREDBEEE LTIEARZ/ —IL, T2/ —ILEDOTILI—ILE,
ThoEROTZSY, PAXFHU, 1, 2=VARFIUIEAVEDI—TIL
B, 7R Y, 2-TR/DEDT N VE, TEFZRJLEDZ M) ILEE
N, N=DAFIKRILLTI R, N=AFJ)LEQY FOEDOT7 I FHE, K
BLUIhLoDEEMMVRHNLGNE, CODIBKNFTEFELLY,

Bee L CITEREE (BIZE, BEE, HREE. ) UEES) | BHE (BIAE,
BFfg, ho o7 —RILKRVEE, p— FILIZURILKRVEER, b1 7)LA OERER
. XE, REER., ENYUE, vOVEE, YTUBE, LavE, BOES
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[0044]

[0045]

) BMEFLNDHH, HREE. EE., FFEEATELC, BEIRLHELL,
BEELTIEFRIDLARED R, FR)DLI XD FFEOERET IV
a% R, KEEF FUDL, KEEEHU DL, KBIEYFOLEDEREE
FARFS R, REF R DL, REBHIDL, REBYF oL, REBKESH
oL, REBKFRHVILEDERHILARR—F, BEHNBTFLNDH, €
BERFOXY RAFELL, FITKEIEF MY DLAIFELL, T RUDL
AREXVREFEDAR/ —ILBERERAVTH KLY,
MAKADERISEEIZOTHLRIGEEYDHRFETOETITONS, 10
TUENFELL, 45C~55CHREIFFELL, RIGEMIE., BiEDE
BFOREICKREFET S, B 1 HERETH D
RIGHETRIIERBEICE >THEETS, BHBES L TEEETIFIL
. BBAYITOELEDOIRTIVE., AFHU AT UEORIEKR. +
W, ¥V LUFEDFEERIEKR, 0ORVFILAFILI—TILAN
bNd, COIBIXTIILENIFELL, HBICHBRIFILAFELL, HEE
BEEFREETHLETEMMTHEIRUY IS (12) ORBERERDC
ENTED,

S it 451

LT, EEFICE > TEARADFRZEZ RSN DHH, RFERILLLT ORI
RESNDHDTIEAL,

(DR EEH)

LTDOEBHIZE T2 HIE, TREDAEEEZRWNT, BEICH>TT

-1,

(1) "H=NMR& XU '2C—NMR

#E: JIH— (BRUKER) AVANCEA400

(2) ESI—MS

HE . HY—EVIXL (Thermo Quest) TSQ700, %
W&, BXD+#—42—XZ2Q2000

(83) HPLC
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HSL BEESE CAPCELL PAK C18 MGII 4. 6
mmID X 150mm, 5um

WS LEE: 40°C

BREER UV254nm

WE: 1. OmL/min
SN2 1

EIHE: AR 10mMYVEE (FRUDL) KBK [Na,HPO,, N
aH,PO,&5mM, pH7] ., B& 7trt=rUI
JZ2VIVMEHL AR/BR 7525, 55%75725, 3
02% 1585

SRS 2

EIHE: AR 10mMYVEE (FRUDL) KBK [Na,HPO,, N
aH,PO,&5mM, pH7] ., B& 7trt=rUI
JZ2VIVMEHL . AR-BR #8020, 57%80.720, 3
02% 1585

BH., EHOZIRICEVNT, RELE-EMYDEEE (%) [FHPLC
DI THEHEEZEROLDELET DI LITL>TH

[0046] _(S=Had5 1
itE® (1) ( (1R, 8R, 1T0R) —9— (2—EFOXLT7EFI)

—8— (2=AFIARVYITSU—T—AJ) —2, 5, 9— R UTHr
o0 [8. 4. 0. 03 7] ThZITH—-B8 (7) —Tv—6—F2) D&
57

(TF#1)

2=TFIVNLFFRIARVIATZILTEER (18) ODERK
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[1£26]
[::]:OH Allylbromide [::I:O\«/ﬁb
CHO - cHO
(17) (18)

RHHMERBZATZ-B00LIFIRFAZVIRGHEIC, FTEFZRYILB9
8k gtixEN) V22 8kg (165mol)  7YITAZ K2
O. Okg (165mo |) #MA, 60CICHEAL=. YUFILTFILTE
F16. 8kg (138mo ) ZIREF*NMNITHTL, PErF=ZFUL2
6k g THRWNWIHZITO-, SRMEREZEIToE, 25CITHAHAIL, A
KERSIPBTHEE, FEF=FJIL26. 4k gTHEL, BiBKR%E
BEREME L TRBILEW21. 8k g&Bl- IREQI8%) ,
[0047] (T%E2)
2—TFYILHUFILFILTER (15) DER

[1£27]
=
0\/\
L qos
CHO CHO
(18) (15)

I 1 TRONBEEMEILRVICMA, MBTDIEEZEI /NN FITo1
(1/8yFB :k&%W8. 73kg, 10LaJLRY, 170C~200%C
.12 58, 2/\yFH :{tE¥MW8. 73 kg, 10LALRY, 17
0C~180°C., 20. 5, 3/\vFB :{t&¥W4. 37kg, 5L
IR, 170C~180°C, 18. 5K ., REEEEDLETHERE
BHEZTLD, RELEW15. 1kegH- (EE89. 0%, U6 2%)

[e]

[0048] (T%E3)
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(2= AFIRUVYITZU—=T—AI) — A3 00X —)LT7YILYYFILT
IWTERNA RO OHILT 74 FRUDLE (14) DER
[1£28]

x
= Pd cat. Benzoquinone N NaHS03 N
—_— _— 0 - 0
OH OH
CHO CHO CHO HO

0S0,Na
(15) (16) (12) (14)

TH2THLLEY 13. Okg (EE89. 0%, 71. 3mo |) &7
FSERFOTS2128kg. EX (ZPERZRYI) 900 NRFTOIL
109 g%#MATHEL, 35°C~44°CTHREREH LI, /85 TY LM
109 gZMATTFIERATISI V1 kg THWIH, 36C~45C
T2 3WMER Lz, NI PVLME1 1 gZMATTFSERBTS 20
1Tk g THEWIH, &HI236°C~45°CT4 2HMEHRLI-, 26°CIC
A%, BIEUFILS. S3kgel, 4—RUJYX/210. 9kg#M
ZATHEL, 60C~66CT15KMEIEHL-. RIGREEES0LET
BMEL. K37k gEMAFEZICEES50LICHDETERBLIz, AT42Y
71kgk9. 2%KEIESF)VLKBEI1IS50kgZMATS50CTA4
ONMBCIEHLIERICISENFHEL, A2/ —/L4. 8k gZ&BEHL
BN 30RMNTTHET L, KBZRER., BHEIC7. 5%KEIES
O LKBR26 k gZEMA, 50CT30NMHBLEHRLI-RIZT1 59
BL-, KEBEKRER, AHEIZK23 kg%iEMZ, 50°CTI30HMHEL
W LIRIC150BHEL-. KEZRERITHAL, AREZEAL, ~
TR 11 kg THRVWIHZET>Tz. EE3 5 LETEME, T2/ —JL1
19k g&MA, SHICAMEREKRST M) VLKEER20kg®E25C
~31CT30/MNFTTHT LIz, 30°CTIHMERLIZICHEMER
FEBL, T2/ —IL31kgTRVNCHEITH>T-, BEKR%E6 0OCTRE
BEL, RELEM14. 5kgZ{- (BEE97. 5%, INWFE75%) ,
'H-NMR (400MHz, DMSO-dg): &7.48 (dd, 1H), 7.37 (dd, 1H), 7.11, (dd, 1
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H), 6.53 (d, 1H), 6.18 (d, 1H), 5.57 (d, 1H), 2.43 (s, 3H)
3G NMR (100MHz, DMSO-de) : &154.99, 152.62, 128.22, 123.38, 122.65, 122
.07, 118.99, 103.01, 79.10, 14.09

[0049] (T $84)

[0050]

2—FAFIIRUYITZU—T—HILRTILTEER (12) ODERK
[1£29]

F;E?:ﬁ§~ NaOH [;:I:ﬁ$__
0 0
CHO

HO™ ~0SONa
(14) (12)

IFE3THRILEY 184g(EE97. 6%, 0. 68 1mo |)&E2MK
BREF D LKBEA09mMLITARESE, 50CT1 OnMEIEHLER
. 30°CIZAHEL, BEFfTFIL218mLZEMZ., MHENEEEIT o=,
MELE-EHREEKT109MLTHESEL, METI R JLTRESE:,
Bk, 15KPa., 50°C (/\RiB) DEHTEMBETo>1zH,. SBIT,
ERT, BEZEAROTT14HMEREIE. 106 gDXRELED CAK) %
/- (REQ7%) ,
(T$5)
(1R, 8R, 10R) —8— (2—=AFIRIYIZU—T—AJL) —2
5, 9—hrUYFHLYSHDO [8. 4. 0. 0% 7] T+STFTH—38 (7)
— IV —6—4>2 (6) DER

[1£:30]
) HC |
H,N
: KOH 12
AN ___,_Ll,
ﬂ MeOH

@



WO 2011/002075 31 PCT/JP2010/061310

[0051]

AR/ —)L820mLITKERMEHN)DLB30. 8g (BE96. 2%, 52
9mmo |) ZBMBEL, 4—[ (1R, 2R) —2—=7=2/270~AFI)7
2/]-8—-ERYr—2—-FiEHIE133. 6g (EE88. 8%, 51
2mmo | ) ZMAT -, 2 5CTHEE., RMDE. 2 0%KEILN) JL—
AR ) —ILBREBETFTLTCpHET12. 33IZHEL-, T4 TELND
itE®M82. Og (512mmo |) MAR/—)L287 mLBREMAT
6 OCICREBEL., 2 2B L=, 45°CIZARK, K492 mLEH
R T TETL, BEZ46 2 giREMLTz, K246 mLZ109TMX
T—HIREHRFORISEEZEZ 154 gREL. K164 mLE3O%AR/
—JLKBKR 100 g ZIERMATI OCITHEN LT, —BEHORIZHBL
. imfEmZT 6 OCTHEMELTREILEM160g%#/{- (BE98. 0
%. URE 90. 8%),

(T526)

(1R, 8R, 1TOR) —9— (2—EFAFLT7EFI) —8— (2—4
FIRVYITSU—T—AJL) —2, 5, 9—rUYF7H LYo 0O [8. 4

0. 03 7] F+5TH—-383 (7)) —To—6—74> (1) ODER
[1£31]

0 (9a) (1)
BT FILO36mMLETE XL 7EFILZAOYF105mL (979m
mo |) ZE&L., 15CT (1R, 8R, 1T0R) —8— (2—AFIA

VIS 0—-7—4J)) —2, 5, 9—hrUYFTH YYD [8. 4. 0

02 7] F+FSTH—38 (7) —Tv—6—4> (6) 123¢g (BE98
0%, 356mmo | ) Z2EIZHIFTEALE, 20CICTHRIYIZFILT
22147mL (1. O5mo |) Z2BH 109N FTTETL., 26ME
#L7, K360mL, 5%EEK3I60mL, K120mLTIERESRL



WO 2011/002075 32 PCT/JP2010/061310

EEBEIFILVEEREMG, A2/ —)LICEfLT438g& L, A2/—L
528mLEKTIZ2MLDEEHBRBICKEIEH)DL83. 0g (BE9
6. 2%, 1. 42mo |)ZBHEL, S5O0CICTERIREERZ 1KHE105
MIFTHET LIz, 50CTSRAEIE#E, 10CITHAL, T LI-E&
HiELT-, 6 OCTHEZELER, RELAEYW115g%/F- (EE100%
IRE8 2. 0%) .
[0052] _(EafI2)
it&® (1) ( (1R, 8R, 1TO0R) —9— (2—EFROFXIT7EFI)
—8— (2=AFIARVYITSU—T—AJ) —2, 5, 9— R UTHr
o0 [8. 4. 0. 03 7] ThZITH—-B8 (7) —Tv—6—F2) D&
B ZD2
2—J8/20936mLETERNELCTEFIVOJRT114. 6g (8
36mmo ) #RE&L, 25°CT (1R, 8R, TOR) —8— (2—x4
FIRVYITSU—T—AJL) —2, 5, 9—rUYF7H LYo 0O [8. 4
0. 0 7] F+STH—8 (7) —IT>o—6—#> (6) 123 ¢g (BE
97. 9%, 356mmo |) Z2EIIHIFTTIEALTz, 60CICHELT
FJIZIFILT7Z2292. 3g (907mmo |) Z2FM2 000 ITTHET
L. 2FfEE# L=, 25°CICAHEIKR, K360mL, 5%EEKI60m
L, K240mLTIEREEL, 2—T2/ VBEEMR. A2/ —ILIZEH#
LTEBZTL., EB&Z432glTREREBL, A2/ —/L528mL
EKT192mLDBEBRZRIZKEIEHN) VL83, O0g (BEE96. 2%,
1. 42mo |)%BML, SOTCICTEERBLLERRKRZ 1 BEMNTTH
TL1, 50°CT2HMIEME. 10CITAAL, fEL-ERE»8ALT
. 6O CTEZYER. RBLEM118¢%B (BE100%., INES

4. 0%) ,
[0053] (=51 3)

itE™ (9a) ( (1R, 8R, 1T0R) —5, 9—EFX (2—7t rxY
TEFIL) —8— (2—AFIIARYTZ—T7—4JL) —2, 5, 9—F



WO 2011/002075 33 PCT/JP2010/061310

JF7HFr)o0 [8. 4. 0. 03 7] TRZITH—-3 (7) —TVv—6—
) OER

MLI 270mLETEMELT7ZEFIL2OY K14, 7mL (137
mmo |) B&U (1R, 8R, 10R) —8— (2—AFILRVYIFY
—7—4J)) —2, 65, 9—hrUYFTHRrYLo0O[8. 4. 0. 0% 7] Tk
STHh—8 (7) —IT>—6—4> (6) 20. 53 g (BE97. 4%,
59. 83mmo |) #EAL, 60CICRELTHrYIFILTI>20. 7
mL (148mmo |) Z18M10ANTTETL, TOHR2HBMEE®REL
=e K1O0OmLZMA-DBLITEMEL, 1 0CITAALT=, HTH L&
ZHBEL, 6 0OCTEZEHZER., RBEILEW25. 9g%HF- (EE89
0%, IRE7 2. 3%) ,
TH-NMR (400MHz, DMSO-dg): &7.80 (s, 1H), 7.51 (d, 1H), 7.16 (dd, 1H),
7.06 (d, 1H), 6.62 (s, 1H), 5.93 (brs, 1H), 5.47 (d, 1H), 504 (d, 1
H), 4.99 (d, 1H), 4.87 (d, 1H), 4.33 (d, 1H), 4.25 (d, 1H), 4.06 (m,
1H), 2.96 (m, 1H), 2.47 (d, 3H), 2.35 (m, 1H), 2.11 (s, 3H), 2.08 (s,
3H), 2.06 (m, 1H), 1.47 (m, 1H), 1.38 (m, 1H), 1.05 (m, 2H), 0.61 (m
, 2H)



WO 2011/002075 34 PCT/JP2010/061310

SRR D #EH

FERIE] TR (6)
[1E1]

DILEME-ITZEDIEE
TR (9)
[1E2]

0 (©)
(X, RUIC_cTILFILE, CL_sT7ITZILE, C,_sT7ILF*
ZIVE, FECs_ oYV OTIFILEETRT, ) TREINDHILEY
FEZOEICERT HIREEZEL, TiExk (1)



WO 2011/002075 35 PCT/JP2010/061310

[FERIE2]

[FE3RIE3]
[FERIE4]

[FE3RIE5]

R IE6)

[1E3]

(1)

DILEMFEITZDIEEEET A,

X (6) DILEMFELIFZTNEERX (13)
XCOCH,OCOR'" (13)

(X, RUIC_cTILFILE, CL_s7ITZILE, C,_sT7ILF*
ZILE, FEC_ o ATILFILEZTRL, XIE NOFTURERF
Y, ) DILEMEETDE
ERIGESEDIREZEL. FRIEVIEEDAE.
BEFETCRIGSEAHERE 2(CHREADAE.

X (9) DILEYMFE-EZTDOEREEETUNETHIEEELHERE
1HEIOVNThANIERHDAZE,.

TURY FTRGETICENTESLBEREBE1HIEL4DOVT NI
HEDOAE,

Tk (2)
[{k4]
0 HN

HD\ND

H
(2)

DILEYME-ITFDOIEETER (1 2)



WO 2011/002075 36 PCT/JP2010/061310

[FERIET]

[FE3RIES]

[1E5]

X
0

CHO
(12)
DILEWERZDEET LA U HEH FTRSBILSER (6) O
LEMEBSTRESCHRE 1 HES CRBEOHE,
% (14)
[1L6]

A
0

0S0,Na

(14)
DILEMEETZDOEERX (12) ITEBRTHIIEEEL., FKRIEG6
[CRREDAHE.
T& (15)
[E7]

HO

=

OH
CHO

(15)
TRENBILAMELBTOEE /NS O LIS & UBILFIOEE
FCREL. &5ICHBMART FUILLREEEHTEICEYR
(14) DILANFLETOEEBITRESLHERE T CREOS
%



WO 2011/002075 37 PCT/JP2010/061310

[FERIEI]

F5RIE10]

[FERIE11]
[FERIE12]
[FERIE13]

[FERIE14]
[FERIE15]

X (15) ZNSUYLEETHRIEL,
= (16)

[1E8]
NN

OH
CHO

(16)
DILAMEEEDEEE 2 TRESLHERIE S CRBOF %,
1857 LA, 20 /8F D AR THSERES HE 9 (TEE
BOLE.

BALHIA S/ L THHHERE O (CRBDSE,
HSLREEELAVERE 1 HE 1 CEBEOAE,

% (9)

[E9]

0 ©)
(X, RUIC_cTILFILE, CL_s7ITZILE, C,_sT7ILF*
ZIVE, FEC,_ oYV OTILFILEETRT, )
TRENDELEVEFZDIE,
RIMWAAFILTHDIERIE SIZHREDILEME-IXZFDIE,
X (14)



WO 2011/002075 38 PCT/JP2010/061310

[1£10]
N
0
1) 0SONe
(14)

TRINDELEVEIEZTDIE,



INTERNATIONAL SEARCH REPORT International application No.

PCT/JP2010/061310

A. CLASSIFICATION OF SUBJECT MATTER

c07D487/04(2006.01)1, C07B61/00(2006.01)i, CO07D307/79(2006.01)1

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

B. FIELDS SEARCHED

Minimum documentation searched (classitfication system followed by classification symbols)

C07D487/04, C07B61/00, CO7D307/79

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

Jitsuyo Shinan Koho 1922-1996
Kokai Jitsuyo Shinan Koho 1971-2010

Jitsuyo Shinan Toroku Koho
Toroku Jitsuyo Shinan Koho

1996-2010
1994-2010

CAplus (STN), REGISTRY (STN)

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

C. DOCUMENTS CONSIDERED TO BE RELEVANT

06 June 2002
entire text
& EP 1346993 Al &

(06.06.2002),

Uus

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y WO 2006/118341 A1 (Ajinomoto Co., Inc.), 1-6,12-14
A 09 November 2006 (09.11.20006), 7-11,15
examples; page 15, line 2 to page 17, line 15
& EP 1878734 Al & US 2008/0108604 Al
Y WO 2008/136394 A1 (Ajinomoto Co., Inc.), 1-6,12-14
A 13 November 2008 (13.11.2008), 7-11,15
claims; page 12, line 21 to page 18, line 27
(Family: none)
A WO 2002/044180 A1 (Ajinomoto Co., Inc.), 1-15

2004/0048847 Al

Further documents are listed in the continuation of Box C.

|:| See patent family annex.

* Special categories of cited documents:

“A” document defining the general state of the art which is not considered
to be of particular relevance

“E” earlier application or patent but published on or after the international
filing date

“L”  document which may throw doubts on priority claim(s) or which is
cited to establish the publication date of another citation or other
special reason (as specified)

“Q”  document referring to an oral disclosure, use, exhibition or other means

“P”  document published prior to the international filing date but later than

the priority date claimed

“T”  later document published after the international filing date or priority
date and not in conflict with the application but cited to understand

the principle or theory underlying the invention

“X”  document of particular relevance; the claimed invention cannot be
considered novel or cannot be considered to involve an inventive

step when the document is taken alone

“Y”  document of particular relevance; the claimed invention cannot be
considered to involve an inventive step when the document is
combined with one or more other such documents, such combination
being obvious to a person skilled in the art

“&”  document member of the same patent family

Date of the actual completion of the international search

16 July, 2010 (16.07.10)

Date of mailing of the international search report

03 August, 2010 (03.08.10)

Name and mailing address of the ISA/
Japanese Patent Office

Facsimile No.

Authorized officer

Telephone No.

Form PCT/ISA/210 (second sheet) (July 2009)




INTERNATIONAL SEARCH REPORT

International application No.

28 July 2005 (28.07.2005),
entire text
& EP 1707567 Al

& US 2006/0258637 Al

PCT/JP2010/061310
C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT
Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
A WO 2005/042536 A1 (Ajinomoto Co., 1-15
12 May 2005 (12.05.2005),
entire text
& EP 1683798 Al & US 2006/0194789 Al
A WO 2005/068467 A1 (Ajinomoto Co., 1-15

Form PCT/ISA/210 (continuation of second sheet) (July 2009)




[ A s EEHEES S PCT/JP2010,/061310
A, RHORTLHEHONE (ERSFENE (1PC) )
Int.CL.  CO7D487/04 (2006. 01) i, CO7B61/00(2006.01)1i, CO7D307/79(2006.01)1
B. W&ok

AREET o T/ NRE R (EERSFF28 (1P C) )
IntClL  C07D487/04, CO7B61/00, CO7D307/79

/NGRSO ER CHRAEZ T 0FIZEENL O
HAREERAFEAR 1922—19964F
HAEARRERFEAR 1971—20104
HAS[H E A 28 5 AH 1996—201014F
HAE B EFE AR AR 1994—20104F

FEEFHE CHEM LICEF T —F =R (F—Z = ADAFF,
CAplus (STN), REGISTRY (STN)

A L 72 HRR)

C. BT A LT LA AT
B SO R %
) SISO RO O EET AT 5 & &3, 0BT 5 EFoR R SR I 0 7 B
Y WO 2006/118341 Al (BEDOFEHER ) 2006. 11,09, FEhafl, %51 5 | 1-6,12-14
A HE 21T 1 7THE 1 517 7-11, 15
& EP 1878734 Al & US 2008/0108604 Al
Y WO 2008/136394 Al (BEDFEMEA 4 2008. 11,13, ko, & | 1-6, 12-14
A 12HE 2 1{T—F18HE 2741 (773U —72L) 7-11, 15
A WO 2002/044180 Al (PR FZEEA ) 2002. 06. 06, 43¢ 1-15
& EP 1346993 Al & US 2004/0048847 Al
W CHIOREE IS L ST ST, ST R Ty S U C T AR A B R,

*  BIAERO AT TV —

[A ] BHCBIED S A ST CIE R < . — ARk a2 R4
HD

[E ) EEEHRE AT M E 2387 ch 208, EERHEA
Pglznkani=4o

[L | Bt aRIC R R & 4R T~ A SURR UMt O SCER O R AT
HE L ISR RBER a2/ T 52D AT
AR (B EA9)

O] NBRC X B8R, i, BREICERT 530K

[P EHREHFEHATC, M oEEHO RO & 72 5 HFE

O HOBICAFR Sz

[EIFEHRE B ISR BRI AREN TR TH - T

HIEEFET 50T, FBHOFE X ITER

OIFEDO = DIZEI AT 5H D

X ) #CBEOH D TR ThH - T, UsE RO A THMH
DOFRMTESMER N EZ BB B D

Y | 5 CEEOH D TERTH - T, YaE T & o> 1 L4
FoxERE D, BEHICESTHHATHAMEEEIC
Lo THBMERNEEBZSNDL LD

(& | Fl—F v b7 7 2 U —3Ck

T

FEpRA 252 T L2 H E S RE S O R EH
16. 07. 2010 03. 08. 2010
[E B AR A B O 4 B R UV T FFTEAEE (EROH HHE) 4P | 3542
AARE®NTT (ISA/JP) N
HWHEES100—-8915
HERMTAAXENE=TH4%3 5 EBEFEES 03—-3581—-1101 W 3492

HMAPCT / 1SA/ 210 (F23—)

(2009FE7TH)




= SR Ak EpHpEEs PCT,/JP2010,061310

C (Bi&) . BEd 2 LR8O b5 3k

B ST BT 5
BFE Y — BIFSCIG RO OGN MET 5 & &1k, FoMETAEFOHFR HERIEDE S
A WO 2005/042536 Al (BEDOFEEASF) 2005. 05,12, 43¢ 1-15

& EP 1683798 Al & US 2006/0194789 Al

A WO 2005/068467 Al (BEDOFEEA D) 2005. 07. 28, 4= 1-15
& EP 1707567 Al & US 2006/0258637 Al

BAPCT / ISA/210 (HE2—0k%) (2009®FT7H)




	Page 1 - front-page
	Page 2 - description
	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 - claims
	Page 36 - claims
	Page 37 - claims
	Page 38 - claims
	Page 39 - claims
	Page 40 - wo-search-report
	Page 41 - wo-search-report
	Page 42 - wo-search-report
	Page 43 - wo-search-report

