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Rz R g Bk LB 2R 338 4 SR AR R, AR 17ER;— & A -0-. -CHy-&-NR -
, RFRAHERMMHERE, AYFZThER R4S, LEAHLTRZOTAY
; A

E 2% b T 3% e 8,

H ¥ iZS W AR KT R & T UVB-3| K ARG e A £
RBERA)ZRSIRHEH ALY, Lit—F okt As.

RERFA K2R ED LY, LT iathsmAgHBELA.
—FRTFEFEAMR/ RARREAER D oty 0 Ed KA [ RmposE ATk
R R i, R e

AEZEAHEERAET LAKETGEAATLEMGEH:

@
EPRIAA. PEk. ePgsk. 53Rk, BSR4, FEREFA,;

RR:& A hE. HF. £E. THRYPGLERMR. KMk, BRi. £
FEFk. FRAIERFESTH, X

RiHR,—ARTH RIB AR T BRARKAZRNK, BfR RiofK; 3
RiER;—ATH AR B T ) ZRAXALZERK. HofoR Ri6f K,
ReAEARE;
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RsH & BARP LKLY,

ReAH A BEARTHRYPHEL,;

n#0-2;

RAERAMBIRAA. BEAIZRFPHEL,;

ReHE. BE. B4, /R HELE. RELAIAFRAEZALRA, R HEL. SRy,
A NR R B fE 2k 4T B

RoH&. B&E. £E. LHEPHHZAL. ORn. SRz NRppRys. -X; (CHy) (X3-Ryg
, RARFAZER. XERPHEE BF. AL IHRP HREX-X(CHy)pXo-Ris
BAX G AR B B K

AP RFRFEAE AR I H A Bk, RIGE. BIRE. BEIRETARE
Fh; BRPE, ARRER;—RTH KA A 15141788 FTAIE S~ RABRRK T 4
AR R Fadh, HRpFR S AAFAS—F 2 —FHREFFLA. TRIPGERL
AR, AR ZRPOAL. KARA. RRARDEFRK,

EFX FoXo& O IH RALE, AR NHA-N (), REFX-Ri—#&H
N3 Ao fe R Ribfo 304 T H,

p#2-10, A

RuAEERFERIRAFAIRALXFTASFA, K%- (C=0) NHR;s5. - (C=0
) ORy;s- (C=0) Rys, £ FPRisHER BRI IAA. BBk, K%, Rk,
Mg RA&. FAREFE;, HARuA-SO, (Rig), L FRieH %S TFH, HFRy
 RsBER s FH—AREAAEAE—FREFELEA. TRPHEL. REL. &R
A ZHRPEGEE. REA. ERAKDEFRA; K

Ry 5 Ro—&R T R4 H 12440 B FA1E3A AR AR T th4efe  Riefo 30, AR
gk TRYVPOEL REA X XRPHELA KAEEA. KRRLAKR
A

RioH&. £, THRPGEL. BARTRY HEL;

RuA&. BEAKZRPGHEK,;

XAGE, XRAO. NH. N-stik. CH&S;

Y#CHR;7. O. C=0. CR;73%NR;;; AZ#CHRj;3. O. C=0. CR;3&NRy3, HF
Ry AR g8 A IR 234 R34, IR17ER;s5—A2H-0-. -CHy-3-NRyo-, 3
FRioH ASMERE, BYFZThHEIM4ER, LAEH L TRZOITAY; A
E 2 LT 8 & 6 BHXAHEAN.
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85. HBRAEKM ATk, P EFTEAFTARAARUTIFELAARNE L
FE: RRGEBEMATE. M. F9%. BE. Kb, XMEMAR. FEEELL
AFREKRBAFARLRRE.

86. REARA|ERKSAMAN T &, LY EAFTERMARETEANEIHXT X,

87. ARBARAI BRI EN TR, AV EAFHERAREFTF AR,

88. AREARA|ERKBAEY F ik, LT EFERAM KL E%.

89. MMIBARABRBIFTE F ik, LP:

RiAE. AMNLM4RERL, AHRNIBRELREARNTA,

EPREA, ZRARFATABRALZ—FIASHEE. BARLRYP HHBERK;
RAREHRIWAA. GF. LA SRPHLE, ASRIBMARL, H4
XA R ARFT A,

AP, ZRABFATAHAZ—FIASIARF. BEARCRPOHRARK;
N

RiGR,—RTH M3IZ| SN KB T ehiefe X Rofolh, HMHEAL—FHXEH R ER
R &K

RiER;—RTH AIZSNM KRB F o R R of X, AAFEALLE—F R EH T FR
®;

ReAHERRDE;

Rsh S FRP XK,

ReH . BARZRPHEL,

n?#0-2;

RABAEAREIAE . BAIZRYPGEL,

ReHE. OF. BA. THPHEZEE. REL, SAHFABEL. SR HEL,
SR 123 NR 2R 13 B AX 6 1 85t 2

RoAE. B&E. A, THEPHEL. OR;p. SRiz. NRipRji3w -X; (CHy) ,Xp-Ris
s BAREAZEA ZRPOEL BF. RE . LAY G RES-X(CH ) pXoRus
BRAX 6 1B b K

£ P RFRER BRI R KBRA. FE, £FE. BREAFAIKL
ZEE, IFEYA, ARpER—RTHASH 14N KR FRIZBARREART
thiaFe X R4 Fa3R, HR,FR;SAMFEAB—FL2-HIASHLEEA. TRYY

ACREEA RA RRPHORE. KEA, RRARHEFRK,
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90.
91.
92.
93.
94.
95.

AP XX b BB IARAELE, AR NHR-N (L), AL FX-Ru—#£H
Ny dofo X A fofe K4 FH,

pA2-10, A

RihEAFE, 2FR. RAFAIKALFASTHA, LAH- (C=0) NHR;s. -
(C=0) ORys#- (C=0) Rys, X FRisHERBAM BTG A A, A, F
A 2FE BREAFEIRELEFTE, ARuH-S0; (Rig), £ FPRieHREST B
v HFRyss RisBHRgPH— AR EARH AL —FHREIHELEA. THRIGLEL K
. RA. THRPHARLE. KRA. RRARDEFRNK; X

RsH5Ry—RTH A4 A 124N KB F A123AN RKRER Fhtef Ri6F3K, H AR
HAZEL LERPHEE. KRE KA. LEPHIE. KRELA. BRARR
AR

Rioh 8. £, SRPHELE. RARTRPHRAL;

Rub &, ARLRP GEL;

XAHEAE, RAH0O. NH. Nk, CHAS;

Y#CHR;;. O. C=0. CR73%NR7;; AZHCHRy;3. O. C=0. CRj;g&NR3, £ ¥
Ri7AR s R i Mot 1 230 A R RAKERE, XR175R;3—# % -0-. -CHz-2-NRjo-
s P RoHESAKERE, BYHZThER R,

R A Z R RG Tk, RFPENEHTHXAR, HnAHl.
RBEBRF|ERIFTEGF ik, £ FENSWPHRADE.

IR A BRI RGF &, L FiansPhd@RAR.

RIEARF) B RKQOFTR G F ik, P iEsP P YRZ—REKT-CH=CH-,
BRABRA BRI EY F ik, L FizhsdH e YhZz—REATRKX-CH=CH-.
RERA) BRI A F ik, LOBHRALFRAREAHTFTRAARA At9sdd
, BiEASMBRHATEM:

£ FRRy. ne X YRZH oo #| 2 K88F AT 2 X.
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96. MRIERA|ERKISHEMFE, LPaLoHPHXAA, BnAl.

97. AREARA|ZRISHTEN F ik, APEAEHFTHRADE.

98. ARERAZKISHTEG Tk, HFaubd BT yYfZ—RAT-CH=CH.

99. MRIBARANBRISHEMF ik, LFiaoMWFHXAA, nhl, ReAYRE, LYFZ
—# & 7 -CH=CH-.

100. #RIERA) B RKI8RIIFTiE Y F ik, K P A M T 49-CH=CH-H R X.

101. HBRA)Z KA F ik, L OERA L PRANR RIS Y, HizikdH
AR VAT M.

V\/L )ﬂ
R,z\/NA(\ H )

ORs

£ ¥R-Ri3v nv Xo YRZH A ZRKTFAEL, &K
RpyERy—RTHEF 1B INERE T AIZBANARAR TR, FAFALZEA. K
. RA. REAA. RRARHERAK.

102, ARERFIZKI0IFFEG F X, ¥R THXAHE, HnHl,

103. RERANE K101 KM F ik, EFEREHTHRAITE.

104, RBAAERI0ITENF %, EFENESY T HYFRZ—REKT-CH=CH-.

105. ARBARA|ZRI01ATE K F ik, T RS THRFREAAHAFTR, HRIAA.

106. BB B RKI1017E G F ik, LT HASHTHXHA, nAl, RFREANHT
£, ReAEL, RepmE, BYFZ—#&AF-CH=CH-.

107. #RBARAZKI05K106F78 89 7 3%, L Fizs4+6-CH=CH-A R X.

108. ARB/ARA|ZRKBAFT R F %, ROERALAATEMGEY:
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BRAEHETHRZHITAEY.
109. RFEAANZRAFM AN 7 %, LEOERAEAATHEHGLEY:

OH
OH
BREEH ETHRLHITEY.
110. RBAA|LR8ATE G T %, RQERARLF AT LMY LEH:

BREEH LTHRTHITAY.
111, REBRA)Z KSR F ik, LOERALA A TEMNGLEY:

>
N
&

AHEEH LTHRLOITEY.
112, RAEFRA) R4 E Gk, LOERALAUTEHOLEY:
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BAED L THSAITAN.
113, IEAA)E K 84T 60 5 ik, 3 QI A BA AT 4 eh 44

BEEHETHEIGTEN.
114. REAA) 2RI ENF &, LA LAUTREMGLESH:

BREEH ETHRZTHITEY.
115. BB A BRI EG F ik, ROEXNEAATEHAGKEY:

BREBEHELTRZNHTAY.
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116. ARER A2 K4FTiE M F ik, L OIERA LA UTLEMGILASY:

OH
AEEHETHRIGITLEY.
117. RBARANZRSATAENF %, LOHEBA LA UTEHGLEY:

BEEHLTHZGITEY.
118. ARBAAZKBAT R 7 %k, L OERALAUAT LML H:

OH
AEEHETHZGTEY.

119. —# A T & & H BRI AR UVB-3| L LR 105 60 F ik, Tk ik 46
AAEEOELERACSANTHRGEEY:
LA AT Mty
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¢y
AR AR AAER XA L. AR LA R BRART A,
A, ZRARFATAEAZ—HXIADE. BAXNIRP OHEERK;
RoAR &AM bE. BF. B4, THRYPOEL, A4 LARERE, A4
AR ERART K,
APt ABRARSFATAHFAZ—FAEHOE. BARARTHRP O2ERN;
£
R, 5R,—# T H B3B8 BB F 4o K Fief iR, AAHF AL —F XS 8 FK
AR}
R, 5R;— A TH R IE|SA KR T thto e Ripfeil, AMHFEALZ —HXZH TR
2~
ReAERRE;
RsH &R 47 K
ReH . BEXZRPHEE,
n# 0-2;
RAEAEAHZEIWAN. BAXIRPHEL;
Reh &, BE. BA. £RPHLEA. KEL, IAFALEEL. IR OEL.
SR 123 NR 1oR 13 B AX 4 AR AR B
RoHE. BE. £L. 2RI HEL. ORp. SRizv NRigRisy -X; (CHz) pX2-Rig
VB AMBE AL TRPHEL BE. AL ZRP HRER-X(CH ) pXo-Rig
AR B9 AR BRI AR
A PR FREA BRI A S, RBEEE. FA BFE RAFEAIRE
AER, ZEFE, KARpERy—RTHAESH 124N ERTFRIZBNARART
Hiaf B AR, ARpPRpESAAFAL—F2—HEAEHALZL, XRYPHOE
A, BARA. A4 SHRPHORL. KEAA. ARAIDFRK, AFXHFXEA

B
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MIHARELE, RAR. NHR-N (5h), RAFX-Ria—A2INRHiefH R
tofe kK5 TH,

p#A2-10, A

RubERFEA. 2FA RAFAIKARFTALSTH, XAH- (C=0) NHRys. -
(C=0) OR;sX- (C=0) Ris, £ FRsFREAE ISR, k. LA, F
A EFE RAFEAISKEALFTA, HR4AH-SO; (Rig), L FReAASTH
s ¥Ry RisBHAR ;P — A KREANAMFAE—FREFHEL. XHEPIEX K
A, AL RPHALE. RALA. RREARDETRK; X

Re5Ro—ATH MAH 1344 H R F R1Z3N AR AR T Wtk FeF K, HR
WAz iEA. SRPHELE. RAA. A4 ZRPOAL. KAL. ARAKR
R,

RioA & £, RPUEL. AEARZTHRY GRL;

RuA&. BEAXZRYPHEL;

XAA&AE, A0, NH. Nk, CHyS;

Y#CHR;7. O. C=0. CR;7%NR;7; AZ#CHRj3. O. C=0. CR;s&NRys, £ ¥
Ri74eR 38 K 8 TUBF Ik 5 3 4 R BRAKK S K, RR17GRiz—AL A -0-. -CH,-&-NRo-
» HPRioHERMKERE, BYRZThEAN4EEH, REHELTRINOTAY
;A&

E & LT L RN REHER .

120. ARERA BRI EF i, AFERBTRY, B85 WULHHFT KA.

121, RBRA| B R 119FFE G F ik, L ¥z ARG A AR EK,

122, RERA) BRI ENYF %, A FTEARGAHABKE.

123, — A THHE XA RBEREFESG T &, Lais:
PARBAZERALE Y, ZLRXK ELLATREH, MR EOARE (K
FHINEL BB FTX) FLLUTHRAOBEY:

EHATEHAEY:
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EFRIVEA. AR IHRBERE. AR XA RELETLERF L,

Ermk. REABRFATAHAEZ—FASIARNE. BEARTRPHLRARK;
RARE M INAL. HE. L. THRPULLA. AR IS RERL. A8
REEMERRART K,

EFRA. AREAAXAFATARAE-HXIHRE. SARNTERY 692 KK,
g,y\‘

RiER,—RTH AN KB T hafe X R ofe ik, AMEAZE—FXEH K ER
A

RiGER—RTH B3N E R T htefe X Riof ik, LRFEALE—F R EH 0 FR
R~

ReHER B F;

Rsh &k XK,

ReAH & LARLHRP LXK,

n#0-2;

RERBEAK IR, BRAIIRPHEL;

RsAE. B&. AA. ZRPIEEX. REL, IAKFAEEE. THRPGEA.
SR NR 1,R 3 BUAX, 49 15 A% 2 A

RoHE. m&E. L. £RPHEL. OR;,. SRizw NRizRisw -X; (CHy) ,X2-Ryg
s RAMFALZHZR TR OERX OF. BE . XTHRY HREEKX-X (CHy ) pXo-Ris
BRAX, 4 AR B A

A PR R ER BN IHAR. KBER. FE. 2F4. BAFLREL
#FE, BRPL, ZARpERG—RTHRLH 1B KR TFRIZBAMAARALRT
e Fe X T4 F 3R, HRFREEAHF A —F 2 —FHAEFHELEL. THRPOHE
ALRERA AL RRPHARL. KAL. RRARDFRAK,
FPXAXE OB IATHELE, HER. NHE-N (REA ), HHEFX-Riu—ALH
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NaK A oFo R RboFa KT H,
pA2-10, &
RuAERFER. #FK. HAFARKALFALSTH, RH- (C=0) NHRys. -
(C=0) OR;s3- (C=0) Rys, LFRisHBRENEIEIAE. k. A, F
Ao E2FE REAFASIBKALETA, RR1uH-S0; (Rig), FFReH AL TH
s ¥Ry RisBAR g PH—AREAAHFAE—FREFAZL, TRV OEZEE. K
4. BA. ZHRPHAL. AL ARAXDERK;
Re5Ro—RTH KA H 1214408 R T A 134N AR EAR T et X R iefe ik, 40
HssE. SRPOEE. RAA. 8K TRPEGEAL. AL, ERAKS
B
RiAE. A <KPHLEA RAXIRPHRL,;
RyA&. BAIZRPHEL,
XAAEAE, AAHO0. NH. N-suk. CHS;
Y#CHR;7. O. C=0. CR;7&NR,7; AZ*CHR;3. O. C=0. CRi;3%NRyz, £ F
Ri7#R g K o JLBE 3% 538 2 R, KR17ERis—&R A -0-. -CHz-3-NRyy-
, RFRigHEAMMAERA, AYFZThHERREER, HEHLTRINITAY
© BARE R
E 2 5T 3% 6 EA RAAFH
AHERILE, FUAA KT RERARFILEGIHZZLEY.

124, —#AFYRFKBHEGARBGT %, Lk
BEREANZBEY, FEARRKKEEATREN, LM RORE (FH5hAE
ABHHFR) FOSUTHRGAEY:
LA LT M 1ea4:

ey
APRIAE. AR LHAMBELE. B4R TARBBEART L,
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Fdmk, AREABFATARALZ—FHIAEFEE. BAIATRPHHLRK,;
RyFR: &S BIRIMAA. HE. LA, TRPOIER. AR/ REREA, B4
RE IR ERART A,

Edrh. 2REABFATARAZE RIS E. BEAALRYP QHELRK;
X,

RiHR,— R TH R38N KR T eyt X Rief K, AMFAE —F RS R EK
K &K

RiGR;—&TH R3IF MK R TF X TR, LAFAE—FREFZER
AW

ReAEARAF;

Rs A B AR YP i

ReH & BAIZRY GEL,

n#0-2;

R7TEAR BN IHA R AARTRYP GEL,

ReAH . BE. B TRPHEE REAIAFALLZLE. LHRPGEL. SRy,
FUNR 2R 135K 89 KB A 5

Roh&. ¥, #A. 2HRFHEL. OR,. SR NRjpRj3. -X) (CHy) pX-Ryg
 RARFALEA ZRPOEE BF. KA. HEPHREAR-X(CHy ) pXo-Ria
AR G AR BR B K

EFRoMRFRERN B I A KERE. FE. £FR. BEAFARRA
RFE, AEPE, RRpER—RTHASH 124N ERTF AR AREART
WA Fe R R4eF 3R, AR FRpEAAF AR —F2—-FAEFEL. THRPHE
A RELE. RA. THRPHALE. RAL. ERAXNDEFRA,

EFX FXob A h RAHE, ZAER. NHE-N ORA), KA FX-Ru—~2H
N3 A tofe X Riefo 3K 45FH,

p#H2-10, A

RuAERFA, #FA RAFAIKALFASTH, XH- (C=0) NHRys. -
(C=0) OR;s%k- (C=0) Rys» LA ¥R sHBER LRI IAL. KA. #RX. F
A EFA RAFEASBERALFTE, RRuH-S0, (Rig), LA FRcARESTHE
» PRy RsBERPH—AREAMHE AL —HREFNALL. TRPHEL K
A, ARA. THRPOGEAE. RELA. ARARAFRK; X
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RgERo— R TH RAH 1HANE R F RIZI3NRKERTF iR Ri6F IR, FR
AR TRPOEEL. KEA REA. TRPOILRX. KAA BRAXR
FEBA;
Rioh . BA. THRPHER. BRARIERYP HAK,;
RuA&. AARTHRYPHEKL,
XAALE, ZAHO0. NH. N-soih. CHaS;
Y#CHR;7. O. C=0. CR;78NR;7;; RZ#HCHR;3. O. C=0. CRI8XNRI18, #F
R17#42R18% & ik 0 4% 3 3 A R AR I A, AR175R18—# 4 -0-. -CH,-K
NRjg-, £ FRigH AN ML, BYFZThE R Noits,;, LEBETHELHY
WAt B
B 25 LT 3% % 6 ) A A A
AP RiZiB i,

125. RBRA)Z K124 G5k, AT HHBEGARIY RKAHRRE. . £
F.ARE/XAARE. REA/ RbEHRE,

126. HRABRAER 125 Frik ey r ik, AT FABEGABRY KAHRaFEE,
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R E B &bty KIRLEH

AR B BA

APHERAXT 200243 A 8 B RiHthH 60/362,883 5422002 % 5 A 14 8 ¥iF
#% 60/380,711 F AR e FA PR, FRERERAR, EAVFREIAINAGT
NIFARLF .
AR AT

AEPHR—FAEEH Lt KRS,

xBA

F152(LL-Z1640-2)(1)A X 2 A KR KA N B, MR FRMALE S ERF, L8
EBRYIHA G LA REHYWEN W R ( Tetrahymena pyriformis) ( & ¥ McGahren¥
A,J.0rg.Chem.1978,43,2339 ). B4R 12 AL R KR = W )41 1 £ 4 F AR K= A AEAT
R\ A8 K 097 M

7/

OH
OH

(1)
ERENNBHBREMAEHZE, INERARELTHELCITED AR/ Rit—

FHRALAMFERG TN, fldo, EMerckty 5 KIMHE: FI52A S 5 2 F M4k dp
% 5% 8% AL BEMap/Erk ¥ 8 (MEK ), BT A T4 XL BE, RFEAN T A RN
EE AR (AMGB323845). HALHRAL CIRE T B A 4E A B RBOMEE 37 4] 1] 69 75 M 0h
Fis24i 4y, SFHADTAT (b)) A AEREXKARE (5 HEP606044;
WO000/38674; JP8-40893; W096/1259. 5,728,726. 5,674,892, 5,795,910). {22, &%
E AR 5 58 it R B R fest R R F W55 KAFFIS2A L7424, BSR4 T
THEF BN AEWFERAGIT A MK D RER, b, EAFIALXEMAHTEA
HRMERSFER, REENSHELEDF EFRE (o, AXRAFRALLRT HIH
Bl (enone) FHMLAEA Hh ), MNABRFZFHADEAEANATERALRIREESD
Wt KR

BR, BAEEREASRFT E®, ARRIRE FI52 69 3 A3 LAY 6976 77
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R, HALBAEARREWBTENA AR L. AELLAEXNGR, FLAETHKR
RTRFEAME (FliR K, RANEADEFNRTRERIN) OITHRLEH.
KANE '

Edo b AT, REBFAFIS2HOFT AL MBS FM LA F TN, s
BAAXTEA FAA, KLARMA XN @4odh

@

BEEHMAY, HELSHTAENF-xBiEK., AP-1F AT G #EE (4
MEKK1. MEK1. VEGFr. PDGFr) #4374|5%), RTdiad £ RiEH, A/ XEHHR
KHMR., B, XA YTAT (Hlde) BAEHRE, CHRXBEROARLERE,
BHAEMNBRE M ELARGRE. RXARKESHETA TREEZZRG o b ¥
BRHYRBRZREARGOEGHRE .,

AEPREBMERAEPQGRHE

EXKRERAEZRRAF—FTIHEAFI2OM AL MW ARERRGEDFEHS
ZTF, AL Embiid, RAPRBTHARKNESY, ZFNEHEALE
BAaE M, FHRNF-xBiEd. AP-17EA K G ¥ B (#)wMEKK. MEKI. PDGFr.
VEGFr) #94 # 47 % %) . vAK B4 R AIE h Ak, 2 5108434 &4 L KA Himic B
FR/ZeHEmEAFFAE, wTNFa. IL-1. IL-6. IL-8. IL-2%, #ENF-xBiz#
WA TAH SR L KT FHF4L, 474 ACOX-2. ICAM-1AoMMP-1A3%F 69 4]
S\ k. EFNASY LA BT HIMEK] @ EAP-1RZ69HT T 47 4| 4 Je 38 74 09 e
. BHENASMTEFIrH L A RN S, EER KT 3 VEGFrAPDGFrigt 88 69 47
Ed, B, AEXNKESHALEHBAYTHEAREMNA / RLRWHHNATERS
HEMERFFEmOEE, SEARLEERNATETRE, AXLLIRTEG T
, RERAAHTRATEACE (2RRT) ATEHAARFRE: Kok, XRE
MEFE, FABRAT R, AP L., £MMAR (LT EKH (Crohn’s disease ) 5%
MK SRAMBIE, FAAMA K. FRBE. FoE. TAESAE. IHEMEEX
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CIREEA K. R, ARERRE. AAHOBRA. FIABSHANF/ BHESSE LA
F. BARRK. LERA (AIDS). RN BRE. hR. KeH. FEFS KB
eR. B empedahik (CLL). $AMEME. 25, EHhF5. TENLS. BL
M AR W E s E. ShEER (FloPURE . kB AEEAL. L. BakK
B, PAREX. BRAEFE. PHENZEARAR/ FE (Flo PR, MEUSKKAER (
Alzheimer’s disease ). #if# ), FFA FEAELER, F. RAAKESYHLTH FHH 2
LR o do e B K Fo LRHEARG 0 FTHARRE,

Foh, LRF: ARFETUVBBHZIA, s ABRETFTHH4HRKE FAP-14NF-« B
Z—BHEHHMNH T HREARGRCRAKRGAEZL (£, e, £BHEHE
5,837,224% ), B, REXALRLSHEAAEZBLLYTHA FLEARAEHAAXGRE / &
K.

1) AL W rEHHL

AXEELAREARGY, REAALSHOIER Ti—F 2B XI)ML44:

Rio 0 Ry

R3 \\Rz

Rz Re

EPRIAEA. BErk. R8sk, PE3Rk. LA, FAREFTL,

RoAR & ABIAA. dF. BE. TRYPGLEIMR. KBk, BRE, £
FEF %, FRAREFASTA; X

RiGR,—RTHAIZN KR TFHLEBRAXKREZENK. HFX R, X

RiIER—RTHAIEIN KR THLE2BRKIRERNK. ek KoK,

R:AEKKFE;

RsA&R. BRP AN,

ReA & RAXRZTHRPHEZL;

n# 0-2;

MFHEHFEAL, RIBIAK. BRAIARRPHEL

ReAHE. K. LA, RV OHEL %ig,am%%@#k ZHRPFEA. SRy
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HENR R B B % 5 F H;

ROAEA. &, X, LKRFHHEA. OR;z. SRizv NRipRi3w -Xi(CH2)pX2-Ryss K
HARERZEHERA. TRPEL. OF. AL, THRP EAK-X(CH)pXo-Ri 8K 09 1K 8%
A

L2t FRFRBR BB I AR, M5k, 2k, BIR%K. 2Kk, ¥
ERXEFA IFEPEA, RFEARLER—RITHBREFI1E4NHEBTRIEZINAREA
BT éteta A Rt6H K, HBRFR3EARFAR—FTE—BREFELA. TRYPE
ERBA. A REVEE. RAL. ERAXDEFRA,

EFX FX & OB IARELE, AR NHE-NGEL), KEPX-Riu—A2HN;
KA eFe X Rief K%L TH,

pH2-10, &

RuAERFE. £2F4. BAFAIKEALFTEASTHA, XH-(C=O)NHR;s.
-(C=0)OR:sK-(C=0) Ry5, £ PRisBERBAMIRI AR, Bk, KMk, BBHx, &
Bk, FRERFTE HRuA-SO(Rig), FTRieHME®RSTTH, LR RisHRis
FH)—ARSAAHEAZ—FREFLL, THRPEL BREA. L. 2R AL,
RAKA. BRARGERNK; X

RgHRy—ARTH RAEH 1 EINEBR T RIEINRAAR T afe X R eFfK, H0
HAZEA. THRPEL. BREX. &4, ZHPAL. AL RELAIREFRK;

RioH&. A, £RPELA. BARZTHRP EX;

RuAp&. BAXRZKFEL,

XAHAE, XAH0. NH. N-stiK. CHaS;

Y#CHRy7. O. C=0. CR;78&NR7; A Z#CHR;3. O. C=0. C RjgN Ry, #
Ri7Z&R ;g B A L IR 5300 R A&, AR5 R;3—R % -0-. -CHp-3-NRyg-, H F Ry
H ARSI, FAYAZTE L 4R R4k, A

HEHETRHRTHHITEY,

BAALARFENS YT EAX L L LA R LR FAENS MO XL RAKS
B P, FTHEEARSHME R AL

XA &,

RiAZAS-HMA T A,

R,FR;4& B 4 &,

R4 A &,
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Rsh 8. 1A A AR LB,

ReAOR', EFRAEA. BAS-HA 6K K RAKK S BLK ,

R4 &,

Y#eZ—#2 & 7-CHR,7-CHR 15-3-C R(7=C Ry, £ PR AR IEIHEA, REYHZ
A4 -CHR17-CHR 3-8, Rj35Riz—#& 4 -0-;

R BROR', HFR'A A KB E AR BLA,

RoAHOR', HFR'AEA. KBELESAKKLBLA ,

RipHOR", L FR"H A . KKK SKHITBE;, &

Ry &.

EXELeRAapF, KANREHELLT:

RiAE. HAR XA A. Ao LA B AR F A,

EdigmA. REABRSATARAZ —FASHHEANEE. BAXSRYFEL
BAR;

RyfeR: & AIAEA. IF. 2R, RV ER. AR LAMRERLA. LK
TR AR TR,

fEhigRA EREAAFEATARALZ—HISADE. BRARLRP AEARK;
EY

RiER,—RTH AIESN KR T e X FoFo R, ZHRAFALE—FREFF O F
BA; X

RiGR;—RTHAIESNHKR T oM XA Ref R, ZHRAF AL —FHREH 0 E
BAX;

ReAHERAE;

RsA Sk K

ReAH & BARTHRY AL,

n#0-2;

REBRERHRIAL. BARTHRYZL;

ReAE. %, £, /¥ AL RELA, aMFALEL. TRYEZL. SR,
K NR 2R 13 B AX, 64 43K B 2K

RoH&E. BE. £4. HFEPFEL. ORiz. SRi. NRpRjsw -Xi(CHp)pXp-Rias & H
MERBEE. TRPELEE. BF. BA. ZRY RAS-X(CHy)pXo-RiaBR A 6 KB
P
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A FRoFRHER BRI, &, KL FL, 254 RAFARE
AEFE, IRYVE, ARpHRG—RITBAESHAI1EZ4N KR TAIZINARBRTH
tofe X AteF iR, BARFRpEAMFEASE—FT 2 —FHXEFELA. THRPEL. BEA
AAA. 2RPEEA. BEAA. ERARDEFRK,

EFX FoXo B BRI AHRELE, RAHER. NHR-NGL), RE T X-Ri—#RAN;
KA teFo R A4 Fe KT H,

p#2-10, &

RuAEARFE., #2F 8. RAFEAIXREALE2FAS>TFEH, N
-(C=0)NHR5-(C=0)OR 5% -(C=0)R;s, £ FPRsHR BRI I H S k. LKA,

FR. HFR OREAFAIRARFTA, ARuH-S0:Rie), EFRiARENSTH, £
FRiss RsBARig P — DR EAME AL —FREFELA. REYFaA. WAL, A%
CEZERPEL. AL ARARHERK; K

Ry H5R—RTH AEH 1 ZANERFRIEINAXNEAR T eitefo R Fiof 3K, HR
HagA TRPELA REA. &4 2RYPELA. REEA, REARD FRK;

RpoA&. BEA. TR HELA. BARTRY L

RuA&. BEAIKXKRY L

XARAE, A0, NH. N, CHKS;

Y#CHR;;. O. C=0. CR73NR;7; RZ#CHR;5. O. C=0. CR;33NRy3, ¥Ry,
FoRpsf R H LB IR 230 H R XARBEIE A, ARy BHRy—RHA-0-. -CHp-K-NRyo-, £ ¥
RioH B3 KHE K, BYHZ TR LMkt &

AEDHETHEZHITAEN,

Axede BARERST, XN(OKEHELT:

m%a\ﬁ%aiﬁﬁﬁrﬂ‘ﬁ%ai%m&+* ARFA,

gk, ZRARFATARAZ—FHRXEAAE. BARIRY ZEARK;

m#&%a&i%%a\é%‘ﬁ;‘i%#ﬁL‘ﬁ%ii%m&%g\ﬁ%ﬁ
AR ERART A,

bk, ZRARFEATAFAZE —FRXREFTE. AARTRY AERK;
,

RiER,—RTHAILINHKR T e X RioFo iR, EAHFEAL—H RS HER
(AW

ReAAKRAE;
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RsHh S R4 4

ReAH & LARXERYEZE;

n# 0-2;

RAREAREIADE. BARZKRPEL,

ReAE. BE. B ZRPEL. REAKAFALERARTRY ZLARKGK
BRI

Rob&. BE. 4. /P HL. ORpp. NRpRjs. -Xi(CHy)pXo-Ries R A KHKIK
A, RAHEAZEL. $HRPEA. BE. KA. THRY RAR-X((CH)pXa-R B4

£ PROFREAHAF R I A R, KBERLA. T £F4. wAFAIRL
2FE, ARPFA, ARER—ARITHEREA1EAMNERTRIEINARAR T
Fo B TA0F0R, HRpARpES OB N —F 2 — AR oA 4A. =Ry R AL
CRE. RRPEAEE. RANL. ARAKDEFRA,

AP X FoXo& Al h RAEE, AR NHER-NOTK), Kt FX-Riu—ARAN;
, RANFRRief 275 TH,

pA2-10, A

RuAEIFTEA. 235 BRAFEASIREALFASTH, XH-(C=O)NHR;s.
-(C=0)OR5%-(C=O)Rys, £ FRsHBRERANMIALA. KA. 2L, FE. £F
B ORAFARBERALFE, KRiuH-SORig), L FRisHKELSTFHE, LFRu Ris
AR FH—AKREANAAHERALZ—FHREHELL. THRPAZL RAL. &4 XRF R
A REBE. BRRARDEFRN; K

RgGRy— R TH R A H 1 EANHER FRIEIN AR EL T etefo X Rief 3k, BN
HABEA. 2RPEE. REALA. &4, ZRPELA. KEAL. ARAXNDEFRK;

Rioh&. £, £HhPLEL. EARTHEYP AL,

RuA&E. BARZHKY L,

XRA&AE, HAH0. NHRCH2;

Y#-CHR;;. O. C=0. CR;73%NR;;, AZACHR;3. O. C=0O. CR;3&XNR;5, £ ¥
RiAoR s K B 38 53 4 AR, A

LEH ETRZAOITEY.

EFxgiasld, KAPEZLTEELAARGLEHI L, Hldo, —KLLMAX
it meds: BALT X AH0HEnA 1 AXODEHAGLEY, LEANKEHERUT
M.
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ﬁ:—‘"R;-R“\ Y&Zﬁ“ﬁffiﬁ‘:xo
F—EAAENbmeis: EALY R ARFE (Hal) 69 X(DE#H s,
Bz BA VAT EM:

Hal

L ¥R;-R;. Rs-Ryjv X. Y. ZEAn i X ZX, BERFHalbhik oM. £. KRG
0E.

F—RAEARAGHAHOTEAAL T Y S Z—RAT-CH=CH-#) X ()& M {5
W, BigioHBEAATEH:

—}j\“‘-‘F Rl-R“\ X& n&ﬂﬁﬁ‘ifiia
F—RAEMEAGLESHOREEARLFRAREAAFRAALRAAHXDMEM
b, HLigiubHhBAVATEM:
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EPR4-Ryp. ne Xo YRZA2ow L2 3L,
F—RAEARKAGUESHEIEEF LT RoH NRipR ;3 69 XD M eh10b-4h, B iz ik
S BEE LT M

£ FRI-Ri3. 0o X YRZWH LE X,

HRi3ER—RT H I AEH 1 EANHKE FRIEIN ARAR T 94650 S R 4670
I, FAHFAEEL. XRPEE. REA. &5, ZRFEL. BEA. ARAAR
FEBRAX.

A—RREMXGNEHEHEF LT Roh ORp 9 X(DEMKEY, LiZ/HE
Y BA VAT 4

j:—q’Rl-Rlz\ n. X. Y&Z&ﬂ’ﬁﬁ'iix,
FA—RAAEAMXGASY AR L P RoH-X(CH)XaR 14 89 XD M 91044,
Bz AT VAT 44
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—;\LCPRl-R”\ RM\ X. Y. Z. n. Xl\ leip‘kn,tifii.,
TH) &M T i 5 R AW LR AR KR, 5 IS E R XL HIEF 34
Wik, HEARET, BAHLOXLAGETASNA:

orRp 0 Rq.Rz
Mx)\\'
| |
= (o]

OH

BASRAMASNEAHEN RS TETE; HFFLOBTRALOTE, L

i) Rib & FAIARKREL;

i) RipR. KA. FARTE;
iii) RiA FA&;

iv) R & B & AL
v) RpAA. F. FARTA;
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vi) Ry F K&

vii) Ry &;

viii) RiFR,& B A FHA, HR3AHK;

ix) Ri5R,—& M &S5-26-K R FEALHFH;

x) RiGR;—RH & S5-£6-4J LA 45 FHA;

xi) ReARE, AR A BAHE

xii) ReA &;

xiii) ReH #;

xiv) Rs AKX, EXWTHLSTH;

xv) RsH B4R XK

xvi) Rs A B A, L f Tk, 2K TER., 2RO, 2R Fik, Ti&
RAEE. By, RBLES. MOKGEE AR,

xvii) ReA .. BRAIRZHRP ZE,;

xviii) ReA KRy R, BiZkyp 2H)ERY X,

xix) ReA L/ EL, LRPEAEKPE, Lt s i, 2RAFTR. 28BK
LBk, ZERAFAS., FTARASR. 8. HBE. XREBAEHT,

xx) ReA £ Ry E£L, BaRPLAHINELTA;

xxi) n#¥1;

xxii) R4 &;

xxiii ) Roh # X

xxiv) Ry kK, HitkiF L0 8&Y X,

xxv) Rop&kppd, RakPEARRYP A, Lo Fa. 2RKTHR. 2R
RTBE, ZRARFAB., FARAR., 8. KBE. KRERRER,;

xxvi) RoA &y L, LRV EANHLSFA,;

xxvii) YAoZ—A & F~-CH=CH-;

xxviii) YAZ—& & +7K X-CH=CH-;

xxix ) Y#eZ—#2 & 7 -CR,7=CR3-;

xxx ) YA=Z—#2 & 7 R XCR;7=CR3-;

xxxi) YAZ—#& A K E i,

xxxii) YFoZ—A2 4 R A%,

xxxiii ) YAuZ—#A2 4 K & 3k
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xxxiv) Y#FaZ—#2 % -CH,-CH,-;

xxxv) ZAO0;

xxxvi) Y4 O;

xxxvii) Z#C=0, BY#}CHR,7;

xxxviii ) ZHNRg, EYHCHR,s;

xxxix ) Z#ACHR;5, BY#C=0;

x1) ZAHCHRg, BYANRs;

xli) X% O3 NH;

xlii) Rg &;

xliii ) RgAH R K. A, ZRFELEA. RAEL, IAFALZ—-AXEN BEAIZR
P 5 NIRRT

xliv) Ro# &;

xlv) RgAHORpp, LFRAFTH. T, & AL, TA. -CH,COOMe. Bn

MN/\H/\ o H0/\5/\0
. PMB (MPM). 3,4-CIBn, &Ro¥# :

xIvi) RoANRpR;;, £ FROAFE. TX. AR, FAEAXNTE, LAHALE —F
AEMHBARTRYPEARNK, HR3HEAIKBIKE, IANRR;;—RATFS-R6-K ]
RIENFH;

xlvii) Ro 4 O(CH2)pX2R1s» ¥ XpRi4 —#& & F N3. NMe,. NHAc. NHSO,Me.
NHCONHMe. NHCONHPh. *%%k ( morpholine ). wk=. RAH®IEHUT ¥ 1E—4:

i o . / "
. ~ A wo N
SO0 O

N N A et N

xlviii) Ryph ZARZHRY X,

xlix) RigA#HA; &/ K

1) R &.

EdoidEHZ ¥ TR, LEMXAMEHOE (LER) SF—FREMHTET L4H
i adh. BIUATH RGOS HERLAXEZF T L

I) FREEHW (AR EFK ETHRZEGHTL Y ):
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Ry Re
£ PRs-Rg. Rp-Rpytw EXBRAERLTFEFATEX,
I1) FRAEGHW (RREFH LTHZHITLY ):

Ry Re
£ ¥ Rs-Rg. RipRptm EXRAERLF LT ATENL.
III) TFREEHW (RHAELETRRGITLD ):

Ry Re
AP Rs-Rg. RigARpw EXREARLFET AN,
V) TFRweh (RAEH ETHRLEITLY )

Ry Rg

H $#Rs-Rg. RipZARppIw EXRERLF LT AHANL.
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V) TFRWeH (REEFKETRZHITAW):

£ FRs-Rgv Rigr Rygv Xiv XA pe EXRERAXFEFATZNL,
Vi) TFReHW (RAEH LTHEZHHTE% )

Ny

\ ~o~

F

R14X2(CHy)p X4

Rg

Ry Re

£ PRs-Rg. Rigr Rigv Xiv XoBpw EX R EARALFEFAENL.

CETH: FLEESTFRIVIRE, $HACTELRLLAXY, a5 (2RRT
) ki#i) -1) AE, AREERERILEZGFLEHFTELE. FRAMM.

—EWENEWTELE—AREANARHF <, BRTAHESHABEX, #l,
IHRFMARE /KA TR AN, B, KRAXARKEGWRLEBAL T H AR ik
v AT A MR IUTAMAE K, RTAHLZRFMERGREDT N, EX RG]
s RERA S Syt siii oy, B CERG T, RET ZARFMKRIEToRAF
MR RAH .

oot AR F A RX LMY, TEHF—AREAREE, REFARLA, LT
VEAZREFMRGLE. REAAFSFRENA Y KA LLELCHANRGARFHKR, &
KA do R F MR RAY, Blde, TARFMRGINGRREH. BT EXATRANL
SMALI, ARPLIEE SN ES L TRE O ALY, as—HESHAL
PSR —FHRENER L THEIRH A RNB WM ehmc4,

AERANAHTEEXN (1) KEWETRFH THLEHAUERAHE, FTHAK
BARZLAHRS AKX (1) EHG S HAG—FRASHE. FokH, TELTAR
Flid B F KATS dhduAE A B LA 48 R0 1) 12 ) AR bR i B AR 1R 4208 B A K1k
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W EFPAIBX, REARREMN KRR REYAR T AL SR KRN A/ 34
HEARRH SR, L TR ARARBRZNEY, BHFBATEHRRELSIFRKF S
. Tilit BRKAFNMRAEE S . IREES . £FEBEHRE. HAX-HETHER /
SECHAMNTEH KRG AL, B, RXABELAASY. L74EH. LLXHH4
HR. HakFMKk, LMK, REHETRINE, LEHETRIGENKYD A
SHRFQEH ETHLHELY.

2) #eHpEX

e LA, REARBT EA —ZINAYWEHRRAOFHALESH. KLXASHEA
RATFEARKBBELERE. AENBEBENIEXAHF TR, AXEREHT, ALY
WEHTRAFEFEARNBRXT K FEH. SLMBUE SR, EXLLE LY
¥, REARSHELTH TG 2 L0 o€ R R L RBARRE G HRE,

AL AE M @ iE EX A ARG BRRALF AL eedh, FEL—FH45BERLH
TR THERFE. BERAHFRITH.

Fsh, REARBT RKANEGHED TR AHITEY, ARBEAZLHSHY.
EEHAEHREFE RSN AL CHEARNIRIME—NETERATE, KIMA
4338 “BH L THZTHITAEY” &R RIS YHEAMES LTRLHE., BXREZ
BEegdh, REMTHCWEHWIATEYIR T EAN, MBRH (AHERDE) 2 RKLH I
i 61 adh, RARBYRAELAY. B, EZETREIHITADL T OENH. A
HRASHAITEY, BRAAEERRGBEEER, LA F0TH, EH540
FRARHEERARE, FAGAREFEUDRGIRSTF. WHG—NEH AHE,
EEFRASETAMXNAESY. SRS MGATE, A FTRERLEHITELUF
AGENHAMRAFT R LAANS, BTESRLY. $ETI L mibbid XL
NEHBEYPRES LTRZHITEY.

ATELEFMEBET RLPGE LS DT EREAGETL. ARKAHEH
, #&3ECAS#F A, Handbook of Chemistry and Physics, %75, #&@ A R 94 F L E A
HRIRAFAFE, FELEF L FAEERT XML ETGRE. 59, £Thomas Sorrell,
University Science Books, Sausalito: 19994 “Organic Chemistry” ¥ & 7 A L5 — & &
2, NAREZERSTAFRLENE, ZHEXAF AT XFARIF. A5, FAAR
BOABRARETH, wAITHEQGERTHEHAT ERHRPE. KXLAMAKRE 4
PR EIF: HRERSTHLO. SANYHKAE, RFRLLTRFHBE S E A
SRS —RBALEFUAPAT. AREERAF T, RPRAEBMAGFERZ AR
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B R ARG RY AR IRPALAREIRLLERCETRLN S,
BUARFEAMNEAGFELBERRR L, ARPABRG ToEGTAED (R4EAHR
FEHGBAAT ) FAARPEAIARVOFSERAANBLACR B E. 4o
AL, THAE. . REEEPFL. Hldo, EXREHHF, o KLERX, HA
TEBAMNGEAY A, SRR LR (2FRRTF): FARBRE 2BRRFTLAS8E
(#l4o, MOM ( ¥ £ F 28 ). MTM ( 484 F 488 ). BOM ( F &4 ¥ A& ). PMBM
RMPM (- FPEAFRATAR) F) 2RNACABLE. 2RAIFARE, ¥4
FABE (FloTMS (ZFAFARAS ). TES (ZCATFARAS). TIPS (ZFA
AFasmhtt) TBDMS(F=ZTRA-FRATFTALASR ). = FAFTAKAR. TBDPS
(RE=TA XA TaRASR), F). 88X (Fldo, FTHRE. LKE. XTM&E (Bz)
L ZRLEE. R LB, ¥F). BMeaA, ARFRRAGmK., a X LE R
EHaAF, ANTEEPR. ZFAKPRLECE (XK T ) RATREL (64T
. CABBBRNRKCARLATHRE (dTroc), F). BEE. MREBEBBEITAS. NIX
EEN-FEBE, BRITAYBIFRENTAY, F. AL FRATXEACHERGRY X,
2R, TR, ALYUFFEXBRHTEAFRLA HR, ERLAYTRAULIFE
PR FANAEHFNFRGHKR L. LI, & GreeneT.W. Fo Wuts,P.G. % ,
JohnWiley&Sons,NewYork: 199949 “Protective Group: in Organic Synthesis” % = 3% F 4%
BT BFKRYPE, LI UINAHFNFARLF.,

BT, AP RRGREANTREMHE HRAXRET S TARK., —&H
T, Rif ‘BRR” (AAWARTHAAERE “AHRL”), FPHOSERALRALEXT
HIRAL, RENAMIREARAASKEL R LM THERL. SR AMBEAARGS T
—ABRAREBRETLELEHFTHE T —MEN, ZBRRAAEAE L ELTHRKX
Bl. KXFAARE “BRK” EEOCEAVLSYA A AFRRE. £ X3, 7%
AFBRRELACHE: AMLAYHRAFRKR, LA L4, BKARPLRK, FhfiEy
HBRARE., ARKABH, ZRTFRTREALIRARLR / SRS FTEAR MALS H1E
TR IR THRAEMGERAE, F5%, RARFRELRMETH XL R TFAHNA
M AHFBARE, RELPMERBGRARARTKRGUEORMEN FHY RTINS DG
A, TR TRATES (Hldw) KMfdEAHRE, @i (2XRT) XX
AT R, FAR. FRAALE. AXAHAAKE BRI, BAELHKEA LUALFSH
BTN, FRFUSYTERATZERRAG LB KT R REEANEHEATAL
Frif ik B & 69 R o K et e eh 4640,
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AXLHARE “BR%”, O fhfRitbf. B4 (FRL M) R IHRKEZ,
EREAZE —AREANTHRERNK, WwAHBTAROBEARAAHF TR, “MiEk” AT
Bt (2RRTF ) wiA. HA. BRASFH. B, KLAHAKE RL”, iz
Adbfo fattr k. XA EERFTLERAR, w WR”. B REMKE, Wb

, AXHTRARE BE”. “HBR. BL” BEMKERLZLBRRRAAZRKGLHR.
EXEERRO T, RIFAY “RELL ATFAFTEAI-AMAKRTFHRA (KR, £
K. BERAK. REERNK. LKL L4H).

BXEZREFF, RAVAAGKEE. HBEAFREASH 120/ BEKRTF. ELi
AEREHF, RAAAAGRE. HEAPRESFI-I0MERERT. EX€ Fkb
T, RKAAGRE. BWEAFREASFISNMBHRERT. ELCEHHF, KAAP
FTRRA . WARBRESH 1-6AARRAT. ERre xmid, 2y b MRk
R FRESH1 AR T, B, HAMBARARDOE (2RRT): #ld, FE
LA ERA. FAE FRA ETA, FoTHR FTHR. FETHE. ERE.
oA FARR. FERA ECA. RoCASTHREMAR, AXTEA A
REABRKE. HACHE (2RBRT): #ld, THE. AHEA. THEA. I-FA2-T
W-1- BB EMEAR., RAMREECR (2XRT ) TREA. 2-A%E (BAL). 1-&
rAF.

AXPHTARE “BERsk “RIGMA TRAFRKRALSHBRAF G (2RRF)
FRREFKRBABREHETRANS NS Y, EAFALZ—NPAEANETRAR
K. i BARABAHABARARK TR, BHRE “EAXTEROCHE (2XRRT) Fik
CEEAFRRASTFH, AAFAZE-AREATHREARK, B, HAMBRIREL
Aot (2RRF ) #lde, KAK. -CH-3RH K. LT R -CH2- 3R T 4. /&K, -CH,-
&M -E (-CHj-cyclopentyl-n). 3R &%k, -CH2-3R T3k, FTHATE. KT A TE.
B3R A (norborbyl) £+ FHF, HXTEA—AREANEKAK.

AXLHARE “RERLR” (R REAAKLR”) R AL REBT LA X@id
SRFRABRTHAEZERSTFORA, AXETHAGT, BREASH 120N HKR
F. AXRAC LT, ZRASAI-IOMNERKET. ELCE®RGIT, KLATF
ek, WAFRREASHISNERKRT. AL CEEH Y, ZRASH1-64F
BT, ERLCFEHT, @R ﬂ%ﬁwwﬁﬁ&ﬁ% KERAEH @I (2RRTF
: TRA. ZREA. AEA. FREL. ETAA. FZTARA. HAEAFETH
A, BARRAEH @ (2RRT): FRA. THRA. L. AAAL. ETHE
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¥.

RiF “REA” REBELALM-NHR'WGAH, EPRAWKIAZLGRL. KiE
“BIRA” RIEALMNHLR-GER, LPRAWRIATLARE. £ X% Tk
b, ZRESHAI20MNEREET. AXLERLECEZHRHIT, RASHI-10MNERERF
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THEARBAL RIS, BB, FRBEAR_BNE, LY ERAIBEASTFATAH
ABBEA RS FOARKRT. HABWY TS Q45 TRE. CBE. HME. TS,
P M BR B o LA T 3A B BS

Foh, AXAHARE “EHLTHRZONHE” LRALALESHGNE, ALES
BEOEFHGELEA, ESCEALBRRKEDYNERBRBEA, RAXSEEK., HHH
MR EF, RAASENRB/ARL, AN EFRPARAR, WA (ETH) AKX
ZAARSHOARBEFHEX., KiE “H” REBEZKRA (Fid) Bl bR FKER
BT T A L XBFRAS Y44 . £ THiguchifeV.Stella, Pro-drugs as Novel
Delivery Systems, the A.C.S. Symposium Series, % 14% & # Edward B. Roche#% ,
Bioreversible Carriers in Drug Design, American Pharmaceutical Association and Pergamon
Press, 19879 2t sb R4 T A 4w, PRI AT] A#hF XANKRL,

o LATiE, KREAHEHBEMFIOSER ETRLAOEAN, KLMAKA e
D AETARR BEA . AN RLCREKER . SRRREFSH . RBEFBMN. FEA
AN RILAH . AR BAREEMN., BEMNF, RELSMTREAHMNEH X,
Remington’s Pharmaceutical Sciences, % -+ 5 #& , E.W.Martin( Maclg Publishing Co., Easton,
Pa., 1980) B 7T A AREH ALY FAMYGEREN, AATHHEG LB K, B
FE—FABARBRRH AL ANAS Y TAE, Pl FERRENKERFIIAFTEF X
HEEHUESWEMELC (57) ASAHEZHEA, THAAAAERETALAYGEEAZIR
 TAEERETREZBMNAYR A —LEH 8 (2RRT): BLoAE. Han
BN, AR KRB B LGEEIN, HREFRARATED R TRAA S E4H. LAY
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wEk BB EE: HEKREEMK (tragacanth); £%F; AWK, B5; BEMdTT
R AEF K, XAk, A, it B HBld;, ERBE XS,
ZABKIRH B, BEEh MBS AHRIE; B, AN RARLEREAAL
4. BEM, RRBK, FHEK KEKER, LEAMEBRESANER, ARLE
FAEMEEAR R e+ S A AR AR S B4, A RARE AT HE, AESHT L
THAEEER . AN . RER. #kF. FAMNAFTEN. BEBINFREA,

AR K B 69 /8 & Ao e 7

R EH @i, KAL, KREAARBT —HATHEFRXREKELRREFET R
BARLRERBHYSY., ERFERH FEMELRRLGHFALT, £—HMT, &
LR HERFTTWHNF-«BEH, FEANF-xBRAAEX KON ARRETHEIE
A5 EHR: NF-« BYE G775 T Rk & R4 RAEH K £ £ KM, NF-kB in Defense
and Disease, J. Clin. Investig. 2001, 107, 7). #%t, RAAXEHLEHER TT AL
#4538 4 4 5 AR BE BB B TE M o 7% RSN VEGF A PDGFr, T A T BJE, €48
L4RAFA (£, Angiogenesis: Potentials for Pharmacologic Intervention in the Treatment

of Cancer, Cardiovascular Diseases, and Chronic Inflammation, Pharmacological Reviews,

2000, 52, 237).

o A EH T AR, ER TS HITFFHINF-« BREAGHIH T, XERKLARLESY
Bk F1o0pn MBIC504E. X B R T EABF, KAXANSWETIKTTS 1 MHICS0
B, BEXEERHT, RELANSHETKTFSuMAICSHE. AXEHLECFAHT, K
LR ASHREFRTF2S5uMBICSHE, EXEZAEAT, KAAXGHATRTILM
BICS0ME., X EFHARB T, ALANSHETIKT0.75 1 MAICS0ME. 4 X & Kb
¥, KK PSHEFIKTO05u MHICSOE. AXEEEHT, RAAKESYEFKT
0.25 u MBICSOME. AR EhplY, KAXPNASWETKTO.1uMAICS0E. £XE
EE AT, REPLSYETIKTTSONMMICSHE., EXLEELCEAFT, ALY
1A B AR T S00nMEICS04E. A X &AL € RHEHIF, KLAMNLESHETILT250nM
HICSOE. AXERAT FHHIT, KLNLEHATIKT1000MAICSHE, £HE K%
#lF, HALASHEFKTISAMEICS0ME . A L€ FHH]F, LAY ETIKT 50nM
#91CS04E.

ERTEAAT, MXLEMSWHFHTREILE EERSPERGRD. XETF
W FIKTFIOUMAICSHE. AXRAECEAH T, KLAKSGHEATRTISUM
EHICSME, X2 TP, KREPLSWATKTSu MHICSOE. £ XL T FHEP
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P, REPLASHETART2SuMHICS0E. AR RAH P, KLALAHETKT
1 uMMICS504E. AXEEH®RH T, AKXALEHRETIKTO075u MEICS0E., AKX &5
BB F, REANSHEFET0Su MAICSOE. AR T, KLAKSHET
HF 025 n MEICS04E. AX 2 EHEH T, KAAKSHETKTO0.1 uMHICS0E. £
ZRLTEAEM T, RALAPLSHETKTISONMEAYICSOE., AXELCEEBIP, K
£ R A B R TR T SOONMMICS0{E., AXELECEABT, KANKEYWETKT
250nM#ICSOME. A X EHE LHEHF, KLAKSHETIATI00n0MAICS04E. £
T EAH P, BB HEFIKFISIMAICS0E. £ R T FHAE) T, HAEILLSYRFIK
F 50nM#J1C5044 .

do b XAk, RAEPRASWRTEART FN, FRTELH AR RBMER
H o F A RGER., Aib, RLARSHTHTFER SFmE, e (21T )
M EREBEMATRE FABREATE . FATR. KM AEA (AL F B KHA(Crohn’s
disease) H X HHEME ). S A MBELE,. FEEAX. FEAHK. 4%, FRAENE
CidHEELE. BRELAX. FX. ORLERAE. RAKLRRE. AFABHEHF/H
HYHBEIARK. BRK. LER. FTAFBEE. 0K, HeR. FEFLKBE
HeE. Bt mipagn® (CLL). 3XHFHE. BF. FHRS. TENLS.
BE M DHERTBERE. SOTER (FlSPRE. SHRBAEL. L B
HHER., FAMEE. BRAdE. YENZARGER/ AE (FlP R, MEERKA
. Rm), HATEAEEER, F. AREHXAFTREXLEZAMAT, KLAALS
MARLTRAFEAERERET R, FHR. SAMAMLE. FRARE.

ERGBHAD KR —FRMLESE, LAFEH KM X T 4 F BB T ATk
£ K, THREHAVRAEYABLEHORTHRR, RALAXREALFHREA (££
##, The Merck Manual, 1999, % -+ -t #&. Merck & Co., #4&X A5 A #F XHFARL
$), THFHARCHL, EERARTAEREGOREMRALRXNHRRE T4
TNFa. IL-1B. Mi&FFHAER T RE M hE T4, T4 f B @ H R AT g i
BE, FREALR, A EAHFHHN W BARKAR (Enbrel). 3% K-FF (Remicade
) %4 4% (Anakinra) ¥ F ARV EF G E X HM@E T (4= TNFa, IL-1
), IEETABRXE PRV ERFERARLAGIK, B, FL—FAE A5
KB IENF-xBI7 4| kAL X AT Hmie B FeiH, TARARE B RMAAA.

FEBR—FRAERFEORE, REAXSTFTHEATRBRET AL 4,
FEMA AN, EAMEAR, LHEHTFR. FRFEE. RE. SHRTHRGEL

67



03810248. X o P ZE34/162T

Hheprd, HEAHKRERER FE LA MICHEBE ARG KE. F ARt L
BB EYTOEFTHOREAET: T E2HNEABTTREAL AN, RAMEKEH
, LEhRASABRGE. BAREAHR MR E5AP-1ERE B E (A, P.Angel
% A, “Function and regulation of AP-1 subunits in skin physiology and pathology” ,
Oncogene, 2001, 20:2413-2423; #=A.Grandjean-Laquerriere¥ A, “Relative contribution of
NF-kB and AP-1 in the modulation by Curcumin and pyrrolidine dithiocarbamate of the
UVB-induced cytokine expression by keratinocytes”, Cytokine, 2002, 18(3): 168-177, 4
X vAGI A XKFARXF ). s T HF LM B AT RA G657 7 X LI AR # .
AREBAMN. ARKAEER. BA (sunlight). HHELAFDITAY. ERRZLN
RR#Y (SR TFES) LRFHBEEY (PRBEE. £ALT (tacrolimus). £#
E S #8 (mycophenolate ) Ae L AER K (mofetil) ) 122, A&7k 5 d 45 KA L
RATEFFEAAR, LAY OHEARELABRELIAFSEASMEA, CHEBLRKRAERTE (
T 2K, The Merck Manual, 1999, % 178%. Merck & Co., E&X A3 AeiF XNFAKR
LY ). ARARETEA TRARARFELCMXAER, Flw, FABXTH. &

LAAERGBREAFFAE MY REE L, H5FERI, RAELHT%. Bt
, BEF L RARBAZLHFATEROWRT R, MRLERATHAXERAE, i
HHF. SLE¥.

hEABRIKOANAABODENHOEN R, RESARFPRAEFILPER
B BERRARAERXEGRATHGRR, BANTHEATLETLERST, PaFTAK
mieA KB F (VEGF). m4gmiA KB-F (FGF ) (£5, Angiogenesis: Potentials
for Pharmacologic Intervention in the Treatment of Cancer, Cardiovascular Diseases, and
chronic Inflammation, Pharmacological Reviews, 2000, 52, 253 ). B 3, 7 &| % 4B R A%
B (4= VEGFr) # W, SR FSRATERRBGIM, EAXNTHEENEYEFT
A #VEGFriv#l. Bk, MAERLEA,

do L X AR, KL ASHETH TR LZHRMh oo & MU ARARIXRBARY o
FORRE. RHRE, FLKLAREMTHARER FHHAGEF LT 2t 5.
A, FE. ATBAS. 4. LHABRES, LERATHRIBRLR, &
HAREYVRIR, AXEEAHT, RKAAKSHTLESATHEANNETRE, X4,
THRABRM T THARENGR G, AXERCEEHAT, THRLAGLESYARAE
STHIRXREARXERMAD LR, BE44K. GEFE. B4PFh, RELBLHF
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FRESMADESL.

BXERMEAGF, KLXANKESHTHAREATEAR., AREFTRFELEM,
EEANELRIFAREREFTEYILRIXM (REFAMH), SRbEHHENHNLE
MR &R, AAAALA®H EAYANMH G XM, oF X R T Bt dE i E
THAUMMEB R, BAZLEIAMNUTIARHGEYRE. 22, XRBATHH
T O ERBERFORMAL., HBEXEFLE, EEATERAIKY R G $ #
EREEFRBLY, ABERMAALERLECHAENLAR, FRAFAABLHF
B Z G NEMRRE AL, FoIRHL, RARBARRKTHGHY, THRP
RARXRERE, #RTHABRGHRE (LW, #lde, Presbitero P.¥ A, “Drug eluting
stents do they make the difference?”, Minerva Cardioangiol, 2002, 50(5):431-442; Ruygrok
P.N.% A, “Rapamycin 1n cardiovascular medicine”, Intern. Mea. 4., 2003, 33(3):103-109; -
#eMarx S.0.% A, “Bench to bedside: the development of rapamycin and its application to
stent restenosis”, Circulation, 2001, 104(8):852-855, £ A& X¥h3lA#F XHAKRL T )
. Bk, EXRAZRA TFEMHLZERFTAT, PHARB BARKR/ KRHEHH4
RAFEANESDTRARIREER / ARAEXRBVEEEETY, LARA TG &
BRESBKARFRE, SIRRBER/ RARIRGVWHERXGATHGE BREH
SMESYP T R EMBRRCAHAN S (S0, LB EHE: £6,5178895; %
6,273,913 % ; %6,258,121%; £%6,251,136%; %6,248,127%; %6,231,600%5; % 6,203,551
55 %6,153,252%; #6,071,3055; #5,891,507%; #%5,837,3135, RLAFHLARF
Al ek US2001/0027340, A H—HEXHUIIAGF XHFAAKRLT ). #lde, Tl
BRI RRFARESY-BHERTRBIUAR—BERRTRIRERERSD-BH LK
HREBINEIRE, AXEFTAH T, BTHEARERAGSEMA O LYAAELLEMH
, Tk A BR-KEE. B, RAEAYREREAK. K&Kk, REATRE. RLF
 UH LB UBBEARDT. EXERAGT, FRALXAKEGHARBELLIRL, UER
£ o % B KL BN IR T .

kX2 E, RAATREAWF LRGBS G HRBRE RSHHRAEL
Fik, LFOEAARTRZORART O ELERGWAREOWR LI KL AL
EMBEY ., ERFENHERT, ZAATH (Fld) ARHBRSAR., £EFF K.
BEBHIABRIETLE LT RYREL, FERBESHTALEF K. A
AFXEH, AL EREAZNERGEABEFHENG IR L,

Ef—F@, ARAREMADFIHIEALE, QIELRFHHY, LORE
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IUBHMBLOAR | SBE KL B RO EARL RS, ELEERAT, %
FHAMBEARKA/ RREEFR, EXELE R T, W4T 7B @0y
ﬁ,$ﬁ%ﬁk%#ﬁﬂﬁﬁﬁ%ﬁ%ﬁi&$ﬂ@%:ﬁm%§ﬁ(M%,WﬁA%
HIREE. Hhwo. FEX#HKTE, RMELELRB O, QEMIRELTE.
RFEBZLEYL, THANEHHE), V2K /HEMHEE (Hle, SEEELH.
SENRIE., WEPNUERE. BB R AR HRIR RERRI T HIAHHRNY
ATHEEKRMBTRENERE), FHERE (FlkBGEFE. #2F. 1TAR#HK
3, AFBEAGESE, ATHEHHEEABBEMAY . BRENFE. ATFTAKLYTH
ARE. BGFARENEFRIEKREAY, QHERE ), SAEBEEE (Hl4, F
THAY, QETFTHAEE (IUD), ARARGTFTTARNANEE. HTFEHAY, &
FTHENAHTRAE. WIRETAR. AZRYWM, AATEAEGREAEAY. WERET X
R, KHGEFE. BHERY, IATHHEDERALEDRER); BRAZHA
# (B, $HAY, BATHLEFLARGECTHAY. ATEREAHEHERE
B4k AT ARG BERERERG R, ATARK LR HHAREY R
CATHEEAAEARNERGHEANY . ATHLARARBHAD G HHARIEBIRGE);, F
RBEHREE (Hlde, PEFHEHAD. ATFTRIINEREFXNBRE AR LREAHEZHE
Ha %KY ), BHFREAY (S, ATHRGALTEMILT B TLEY R
BEOMRABERBAEKILGHNMG T LTS, RTHRAEAY ), AHHHEAAY (4]
do, ZIABEGIHH REND ).

TAEHFXARLAALWARE (RASMRESHERGHF X)) HAHRLEIH
REFEE, w570 (#l): QEAITEREALALSHIBLSHEEZHAN
PWEEE (B3, BEAREGK/ BYWBERAEANDIEE, RBIHRHEANDRIEER
BRFERESKR/ BhERY, RBAIHLECEMREENF X ) (D)L A wKER G
REBHEANMIEE, MEYRRTRBIKRALANS D REASY; ()BT RL AL
LMBRBEMEBHLE (AW REARRAFFROLE) KL BADWKEETY; )
BHEFEANNRKABEBANNCEXNCRBARLANESHRAEGHHERRFAA T, ()
RAALANAMSBSHMEBANDIEE Y JOF BT ALHAMIE IS
B AR RS, EXLREG T, BAYAMERE R EENN L F ERIH TFHEAN
VREE., REAARAMIAAMBREABAHE . EBAZITRABARABERZ
R (XFEE) RoMM, A, BERAHASHFHORLALES Y FRFH QRAE
BHANYIEER S FALEIRIH., ERLARLEHAG T, KLAHADHIKE—
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BRAXR, RARBALANS DSBS Y EGAAYILERABARF (Y. T
Hal. KPHHER, S hEXRHT, BT LEBFAS, AW TEEIREA ok
Bk (FRYALERROHER) RFROAGREFIL (RIZRAFERBR
E oA ).

HERPE, TARSHEIRNGELR / ZBE KL REGRLALS YD R L4
Y, EFIECE: RETIAR. FHEAR. T LR, REIR. #MEAE. MEBLE
R ARERREEIR, ARAR. AHEIR. MFEEARARE/ XAET LR (A0
, Blde, AEEA%£6,5150165, HAXUFANHFXFARLT ). LRTEHM
Bk RKF, IRBEHARSOBEARARTHE, LROGRABEHOEAEATEH T
i ey LR, HFEHH: #FMAH “Hydrogel Adhesive” ¢4 £ B + ) $ 4,768,523 5 ;
#rAL % “Expandable Intraluminai Graft, and Method and Apparatus for Implanting and
Expandable Intraluminal Graft” #) £ B + #| % 4,776,3375 ; 4788 % “Endovascular Stent and
Delivery System” #) % B % #] % 5,041,126%; 478 # “Indwelling Stent and Method of Use
789 X B % A £ 5,052,9985 ; 474 4 “Self-Expanding Prosthesis Having Stable Axial Length
> £ B+ A %5,064,435%; AFHM A “Water-insoluble Polysaccharide Hydrogel Foam for
Medical Applications” #) £ B 4 #]% 5,089,606%5; #7# % “Nitinol Stent for Hollow Body
Conduits” # £ B # #1 £ 5,147,3705; 4551% “Indwelling Stent” &) X B ¥ #1% 5,176,626
%5 ; 48 % “Biodegradable Polymeric Endoluminal Sealing Process” #) £ B % #) % 5,213,580
%5 AAFAA “Method and Apparatus for Treatment of Focal Disease in Hollow Tubular
Organs and Other Tissue Lumens” #) £ B + #) % 5,328,471 % .

o EATiE, AALALESHERE (XA UAREEHHGFTXN) X RTARHR R
FTHRE, R ARFAERBERFRE. ARAAREFTOTF, REARXLALEY
HRE (RAMRELBHENFX) IR, AR TV RIKBEG AL, AR, T
H[EA —BRHEEREH, FREA (AFIANELGHHRAFT X)) KL ALESYRELY
X RBABEY, AP KZAE, EXEREHGT, REA (RASMRELBEGF
X)) RLXRALYMOEIRTRAAMREEL., §H. £F. AE/ LAE. REXLEMR
x,

EREAPGF—F @, RETATEALRARELERENG T, LOLARTE
HEZRTET EAK TN ARLF AN AY. X EREH T, KRELAKESY
TRATFEFENBHRXT K. AR, SEAMBIAE, F¥hBE. ETHR, RERL
PF B WA B TRAFKTIEF KB RECLHE (ERRT) ARERXT X
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CAAR. A MR, FRARENETEREMABREHTLE. Bk, XX
B “HRE” —HREBEWHTABECERGRZEFSHN, XRBRVERNEBRXTFT X, 4
BB, EEBEE (RETEMRERFAFE) UANHRBE. MEHQAATHEES KL
T, ARAFEENOHELE, FRPLIRIL. ARSEIH. HFEAREAN. LLHHEXF
. REAPRASHBAARIFNEEAHK, AEAREHEGRANEHOGMH. KAIHMA ©
MEBELAHK” —HRBERNTFHLANELALANGODELSREL, RETH, K
KRANAMF B SHHEDERNTACEREF AN CRAAGZIEEIFARE. sHEM
REEZRADERARHESLA LAHMNEKFRATEMNEAE, L0 MATHRER
BREGEEN,; HMAAKTHSHGEN, FARAGKLASGY, EX0FE. KE
CAHEERAL., WARRE, TRARENGYHNHLHENE. LHREFHMEE;
B R, SRR LW AR EER Y, REFix KL AARLH LMK
B% (£H, #)4, GoodmanFGilman, “The Pharmacological Basis of Therapeutics”,
#% + 8%, A.Gilman, J.Hardman and L. Limbird %, McGraw-Hill Press, 155-173, 2001, %
XA Ay F XHANRLF ).

AEXage gy, RETEARER (AAMUESHEHFT X)) AXALSE
WAA MO REPABANBRLCHIRREFTLRENG T, AXETAHT, RB|AT
MG BERFGTH, QERIRBAGHEGLE Y, FEAREA—KRUEREH, &
LM RBAREAR (RFIRESBEHEGFT X)) RLAREYRAEY, RIFEEFE
HE, AAARGARTFOARELZALARSHRAEY. ALC b T, R4t
MG BERENF &, QB EARBAZHEENLET T, ZAREA—RBEREM, &
M RBRER (RFIIRELBRGH X)) RALANESYRAGY, RFBAEFEZ
B, FEAWH AN @R EGH K EHERLANRESHRESY.

EALALEHF @, RETATY RAKEBEGT %, QHERIARBABEYF, 4
EBREAA—BHUEREH, ZEMOERBRER (RAUABEH LT X) ALXAK
SHEELY, AV KiIZEBE, EAXEFTEGT, FHRBEGNERY KAHRAE,
Bh. RE. A&/ AAE. RER/ REFMEE.

AR giaed, RETAFHrREMES S, Lok L REANEETE
B, ZAREA—REETREN, ZLEHGREBRER (AFUELHEHNHFTX)
AL RS REAY, #£5, RFREMEFAHSR., HEasl, SR FHFBL
EAKSHELGATAAEGBATRETMFREE, —RAT, FiT KA EHLE
‘TR AERESRATHAAMEE:. ()GEEmaxditB (2T e
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B, QBARLGNE (WHEE), RO REDFEEREETGE (Wi ke
), THRAARE (RFIAESBENFX) KRELPLELS DG L REAMF LT S
HRAEAEEIREAREAMRENBARIIREEMEEGLECNB. BAMKRENR
H—AEBARE (HELEHNEHS XL, MR AKlatskinF B ). o5 i 7
LA A R, el E MR (choledocholangiocarcinoma) R ALl A 4R 5. &6 fe
FORMMNE (B RZRGKRE), o (ERSHRLT) BEGKR@IRER LY
MRELTI | RREMES, FERXFEERERE, REAESERATRAOESEFRLE
EGFENHFBABEBRONBIK. BMROXSBWBROBRENBIOA A, XREE
HWHEBIHX (£HFRERTHS%; ALBEFA260000 4806 ), F¥HHiE6
AR, FARIFAFRARI0% ., BXEFBETRRG K, LAY LERERE,
BAREAMEENAGTA T, ERAMALELGORRITBEFTHRA RBRGHBESZ, 2
BEATHARF IR, et BE. RERLEAE. LREMRAERE. o LA
RN BELTI REEMNES, FERLFH S EME,

EXEEAG T, HEAAATHMN S X b o9 —H el LRBARABES, H5H
Xé@is: BABAHATERBHATEABARNTEBA(BREIFREFEH AKX “PTC
") BEBAAREFED., AT B EERB/ARE, RARBIBN (RETE
TRE#Y AR “ERCP”);, RBAsSSHEFIRET EEMFTFREN, AL L EEH
P, WATHEAF LR PTC. ERCPRASNHF AR AR B R, AAZA TARBANE
448, RE, RAFNKXFEMYG, FEAL LBIFELFE, AAKFZIRALRR
HXIEA. PRLHERERAPTC, MR LAELEELHBEAN, ARINBER
ERCP, MNTLuRKEAR. RE, EHAHF. AARIABIALFNFHTEEZL
R, B2 ERAAARITFLRETHREL. RE, BRHERLFE, GTIXREAES
FRHEETRFGFHR, THTFIGRERY R GER I RMELLE.

EXEEaGY, RETATHRRETEEGF %, L0t $LFLRBARE
¥, HARBEARAREREN, ZLEMHROREAR (AASANELBEHFX) KL
PRASHRIELY, RERERERMSR. BEMH, RERKRYFIRKACD LT
FAFZRE. RARABRTHAAZETRE (PEFRIME) RE, FEALLSRLY
RER, AEXEERHRHT, BITHATLRETZOASRERARLES T E, AEHT
IRFENGE LT, RE, Ao ESETRARAK, FRANKFEHE, A4
FRAARLREN TR EBALIREEFE, HEARBEXAREGAIREHREL. A A
FABREEERAERx-HEENANELLE.
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A giase, RUETATHRLEMMENGTE, Lol FEBIRENLEH
T, RAREHFRAKREREHN, ZLEMORBAREA (RASMAESHHENFTX) KL
P XA, BFEHEERAMR, BLGH, EHRAKZERRDREDHMR
MBI YEE., AHRR/ AEMERRTRAZEYRE (TTHE. PE
B, BRERE) BRE, FHAGHERAMAESE, EXLTHEHT, HITEATHE
BERNEMEREREAEEE, AARIRENGELLE, R, BdMN%ES
TRAHR, ABAINEAFIHE, AR FRARREFN TEL KALIREHZTF
, FARBELREALEMAAMTHREL., THABABKRERFZHH Mx-4 4
FEARINE S E,

AXEERHT, RETHRAE / AATREGF &, Lak: $AE/ LRE
ERBAREREIRE Y, HAFEARKEREN, SLMOEADARER (XH5 A

BhFX) RLAKSYREEGY, AT/ RAETHEEFAMR., @E6H
,mg#im%i%iiMU##%@ HET. RAMERET. RTHNEETRE
(dofFE ) REIBKRTHRL (RFHRLH) JIRHRFXRLAETHB, FHEREFR
C BEETEA T, PTHEATRELEAFTRAALGLEE, AALXRBANGELLE
 RE, BABoLFFEXARK, FHRAFKFIHE., RE, 278834 EFF
y MEBARMBEIR. EAHAFINARLEHTAEIIAR, AR A LARELIRFL
KRB, THRERLSFE, BTARBRAKATFTHR., THRABAERELBAFTRLRE
Bk AANEERE,

XLy, RETATFHRAEREY T E, L6045 FAELRBARE
¥, HEAREARKEREHS, ZEMARBRER (RAARESHFHGTXN) KX
PR Ae, BB REMER AR, BLH, AEIBLAEZHTERGE
F. aAFI I KATE, HEET m%%ﬁﬁ%%l?ii&k%&hig@?%%
M, FolRSATHHRAE, EXEETARAT, FARFTHEATRERETRAALEL
é%i&ﬁﬁ%$,u%ki%ﬁAﬁ L8, HEEH: T%E%W&k%%%l
, LamBEE5BMATE. RE, m%%nfﬁﬂﬁﬁ&%s,ﬁ%ﬂ&ﬁA%%
¥, RE, B RAEIBHEFE, AAFIREAN. 5, BRBLFE, HFEEAR
BEE., THABANERLEATRAARAKREZREAAELT K, AHAELINEE

EXERAEFT, REHBLETEENGTE, Ll BT i REARET, 4
ARAARXKRERGEM, LM ROERER (AFHIPAELHEGHT X ) ALALS
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W3 EAY, B AEEERUHGR, HEehit, THIRKEAES B 0E 3B H I
P, ABGERABRNBERY KGR EHXANKRE, ARG ARERY KRG TH
KMABAEE, HEAIHFREEF (EMBHBBRE ). EHaL0H (22X
(T ) @M. BhRERHK, LEHKRRLEENBHEDT. EXEZEFAFT, HRII
hEEHRK, AXLEXEIROEE, SRAx-HEAN, B FRBIZAIEAF MK
AW FEEIHTEHEGT BRI RIR. RE, TERRBLIHRFRAEFEEA
BB AR, BRBDBK. BMRRS LAY, FEZARINF T, BdH OB AEAE L0
TF., RE, REIARBAREBRFRL., LTHABNELERYAHAELRE.
AXERLCREHT, RELALESHTATARY ARG, FEE, KLAAZLE—FR
BRTFEAAENARXARE/ BROFTE, AEHNAATHREGEIRET IAMIR
WA RS AA A R LA R AE. BRHG LA (UV) ASHHNREFEUV (AU VB
, #KK290-320nm) RAZMG ETRARK, ERALMHLEGUVBREAZE, B
MAKE. 2R, AIRauFEIEETELRETUVBER EALRAX. BAL
, REAHHIEH: 4k, R, EaRkb. K¥E. R, L@ty K. nb. $ui
BEGARYG . EH. HEETHRERRARLHTEHNBAREHIE. LELBFTL
AEIRLERETFERAGAKE, #lde, B, F. XARERFHAF.
B R EREBRGAERAE T OB EFR TR, BLHFAT
MM ERET O AGARR A, BENRRK, R4 RKHUVEH L H A
. —ERBAMNBATARERMAEH L, Hlde, RS ZRMAK. BEIFRMASK. BT
SERMEATRAMAEEN, BFSAAYXERERRS £k L RERL,
EERANAHFNF st RAKXTE (PABA). &AX8. —XTFH (dioxybenzone)
COATRAAHBEFTATRA-CKTRTRE, HAEATRKTRLERALRE
FEAHLE. REZFAEABANEMNKS ERTHLT, AR ET AL,
F & FREARMTHRE X, 5, IHEANTR S EALED L.
4otk R E FAP-1#NF-« BERE FTUVAM A S S @O THENR., LLET:
MAP# & / ERK# &1 (MEK-1) ## % 2 F 37 % UVBF| L ¢9ERKE 1L ( £ M ChenF A
, ‘“Activation of p38 MAP kinase and ERK are required for ultraviolet-B induced c-fos gene
expression in human keratinocytes”, Oncogene, 18:7469-7476, 1999; 34 XA 3| A #h 7 X,
FARXF ), B, ERAFLRS FEMFLEZLHERLT, PHARE: KLALS
YTATFEABUVBREAMIRGEBRGE. X FTMAPKBEE A A E L6 5 5P 5 H KT

J: Li%¥ A, “Rays and arrays: the transcriptional program in the response of human
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epidermal keratotinocutes to UVB illumination”, The FASEB Journal & iR
10.1096/f).01-01172fje, 2001%9A 170 A& LAT; RE€A55,83724F LB E A ¢
K $20020106339%, &KUAFIAGF KFARLP.

A, ALARBERA FHRBREFUVBII LY AMFEHehas 4, Lasd: KAWL
S, REBETHZHEM. ELE x0T, KEABESH AR B9 H Map/Erkig
Bt AL, EXERACERMT, RLREOHit—F ook ARS. AXLs
R LA P, Ak ARSAFEN. EXEACHBEAH T, BAKSARSH
WA, EXEXHEAT, RANBSUWHEAHAER L TR EHNRS FE.

A, REARFRESS B HRUERAKIBUVBI KRG 67 %, Prkikeals:
SAREENEHFBACSRLALAYARED LTRLHBEANIFEBEN ALY, £
TR Lab Y, wEbmd NG XBA . KEXRLHE s EF et RPUVBIT
BB F ik, ZHFEOHE: QEERECORLNRESYHALSY,; FoEHRH
A TR ZMAMATRG ARG HA P, X EEAGT, ARAEY, BRELTU
By XEA. EXEEEAP, KLPLSHAR KT Map/Erk B9 4 £, &
FRFEAF, ZFARFCAOERMAREZI N ARARNZESHOGAE, ALt
REXbl P, bt —FasphkRARS. EXERBIEF T, HkSARS
HEER, AELETHBTAG T, LA RSHBEAN, EERFTHH P, R4t
—FRTFHFA/ ARG AR, $8. E8RE. KK, . LETHK. BE
CEBBEREGRG . BB, HHRTHMERRARAGIT S WA AT WY T &
 EFERB AT, REXARB—FA TEAR/ ITHURKRK [/ REKRE T &k

xR gasld, KAARBEEL THBRPUVB LG ARG XM &, 5K
FEQL: 2ARLAKSYHELSY, R IELSHATG LRG AR, £X
kRS T, ARLESYABEHHEE, AXELREMNT, KRLXPNESD LR BI7H
Map/Erki#t B804 E A4 5. AX L FTHAO Y, ZFHAAPFOCSEFAAREZ N AKAR
HA MRk, EXRRAR LRGP, LS Hit—F Ok A RS, AXk
R LB P, ZEDBARSAFTEN., AXERBERG T, ZAKSARSTAHEL
.

I, EAEMNEEELSHED LTHSEMARIE, TR THXEALNA
EHMAAMBTFALIACHY, MAFXOHE: 2. 4%, $8H. ZREA.
ZAEA. 2EBEA. A& (o, BiHH. KF. LFEREHEN). @MFX, hho
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EREAENRLEMFX, ERAFHALALEHTEN, AL EERHF, KLU

A4 T vAHE X #90.001 mg/kg®) £950 mg/kg. #90.01 mg/kg®| 925 mg/kg, K #£0.1 mg/kg

2 #910 mg/kgE AR ENH FRFHFTLE, —R—REKR, ARFAEHLTHER.

&F%T%i,ﬁﬂ%%&m¢f0mnmm@0dﬁm@mg(ﬁw4mmy@)%ﬂ
 EXRTHAIT, oA o REFEZEMHE XEA.

AF2oRb@RAFNER X (ERRT): EHLTHLHILAN. MM,
k. Bk, BEANARY. RTERLLSHAI, ZFRANENXTEAH AL
RbERAGERFBEN b, KXECEHN. BEMNFI M LEE,. FRE. KR TE
L LRTES. ATPE. XPMYFE. A=, 13-To8., —FATRE. X (LA
iﬁ%,%mi‘ix\%§\Mﬁ\%%&z%mxﬁw‘maﬁ%\ﬁa;ﬁ#
LA KRB BE, ALRSW. RTHEHFEMNZI), BFLECESHOTES:
W elhe, BEA . UK BFH . kA HRARFEA.

THACESHREBRANABFANRE CLBRRRARTEIHANNLLETES
KM R bW EF R, ZAGTES T HELFHIEZHTHEIHENREH F 6
ABTEHMER. BFRIIUME, Hldo, AL ToBTHER. TRANTHR
SRAFEF PR — LA K, RBKER. USPRFERMAER, H5, BEFRAR
AABRBEL b AHERNRBFRA. s TB 6, TRAEMERGTELMLD,
QA R B B AR H R B, FI, M BA T4 & TR,

B MBERETEREE, RAEWAULEG BAREASHH X KA H kR EF
TR HRE, AEATADEARESHTERTIASRELA KR CABTES
WRF .

HREKBHER, BFEEEREAARTRIAEHGHGRIK, ETARERAR
HRBAREMGRABIRREBARLZHBH A RT R, Bit, HhehRokig F30R
EFHEmEE, Ridk, REBEETRETFTREARRTRGHA, A4, BRHHE
MAAFAORANTREAANEZHF XZAGHH X RB K, TEHKHKEXR
BRHEANTERRS W RIE-R OB THAHH MR & @A AEY

stBAKILE, RAMARAFEIRAAGHARE, HHHFEGEETHOAEH. L€
AT RA W £ F Qs RRRENF R KK TEHEF LBIFHHE]
BT 5 AR R AR B 8 AR AL F Ak

BEBRAEREAGESHBREARH, ETALRALARESHEHE S L ABK

BRI A X B RS M4 E, ZFRBAXEHN T T, RL_BREeHNE, LT

(
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BT A B, REKRTHRA, FRRELMHIM LR T L, BHHERAEY.

BEOREAGEANY CERE. AR AR DR RN, AXEEAMNE
b ERALANE E Y —FER. EH TS GRH R S EA o SRR
BA, A/ REUTEMNRAS, a) HAMNIE TN, witsh. L. BR. 58,
HEBA AR, b) BAK, WATASEE. HEBRE. VK. RTIHSRM. &
A FTIAEI, o) WRBH, doHd, d) AR, R, KBS, LEERKRE
Ay, BEM. REHREREKM, o) BRAFH, wBH, ) RikhikA, oF
LGt Ad, g) EA, leGEAEE IS RES, h) TUKH, HhLpEL,
Bi)ABA, WAL, BIEE4S. B, BARRC 8. AELRARK, ALRE
., EBRE. AAFRAKNGHEALT, ABLTELLFH.

AERABRY Mo iBX N BARLGET TERCEFORBEALZAAABRBRLK
P, TR A AL ¢ EARES WA HEAK . AR BRA. RE. AHFBAA
W ERR BT AR EFEEMERBREESARKE AR L EREMASE.
TR AAH LR F, FETAHIREIM LR — ML T AHALAERF XK
HEM RS YESY, THAGOIZELS W Eb QRS YFHE, ERAKEY R
IBIBARELTFERC B FHPAARBAAARBKEF, €T RAAAMER
4y BRI AV AR AF .

FEMNSWETHEA o LI —H RSB MG, AH. BaH.
B, AR FFEH G EERMNRTRARERACEHERRAEEHRREL ¥ AT Rl t)
EEhEMAS S, EEERAMNE T, FRALESHTEEY —FERHEH o BE.
ABAEMRA, AEEEARY, HFHNRLTOSHRERABEA U TSR,
dodl B AEEA, RLTHAE RSN, EESESRGLAEE, ARE. A HALA
HAT, TR LTOSEFH. LTRHEAASA LN, LLTAHRERKLER
— 5 iE PR F KB R ERRASNESY., TRAWNQZALSH Kb
RohFest k.

AEPHEAKLANRASYES LTRZ G RHEG . ALAARE “BHLETHR
B ERETE RS EAERAAERTRAALARKESHHES LTHEZ
TR . EALAGLEE TR T, ARy CEENA%. EH LABBANCH
({ERRT ) &H (B8, 348, K). LF. %A KE. wE. BF. BRA.
Bl AL BALH B E AR RIS RE T EK), REAERT LA T AHFEA
ERUAMATEN. A LB AR TN A ALARR T A AGLE LKL
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# 4%, #)4e, F) HMack Publishing Company, Easton, Pa. k& #) Remington's Pharmaceutical
Sciences, % 16%, 1980 A% 170, 1985 , 487 M 543045 A th 5 XA AKX+
 AEBRECEEST, RANGEHFRFTTECEKBA ., WREKAF Loy EMER
FTEZHBEHNTATHERLAEY LTRGBS . TESAKLN A KR
FPHBRHEAH LG s (2RRF ) BAA. mAMAN. FNEH . RAEH. EH 7.
BEH., LECHEN. ARBGFH. ROEFEMNRIEN, B/ A5RLAKEGHAL
RAKETHEAN. CEGRANOE (EXRRTF): 8. £k, ANK. TEEAXTH
B R By, GERAANOIE (2FXRT): AFRARE. RAKRAM. THEAELEL
WX\T%%ﬁ%?%ﬁ‘i*&,&&%ﬁ%ﬁvm#ﬁﬁﬁgéﬁ%ﬁﬂ@%(ﬁ
ARF): Hd. LEE., Ro_8. AEAR_8. 5RAN-REAHGLSEL F A
ds (A2RTET ) AFH8R. SMAFLBEAA. S EMBn dw (2T r FEE
1ot T, RFERFE. MAMARLEME, TRATALARAHKES F4HbiE
EBGHFAeE (ERBTF) $4FEd. FEE,. —FRAER S, Hib. BHBFR
14,

EXERHEST, RAAEHLTERXGANRT QEE) —HALAREHA%
HHEEN. HFERFGAFRATAUNEE, QEFETNRL. AXANEYRAE
HREBRHUAOWBAFHE, LARS FHBTH. TRAAMNEREAREAAR. X
LATARE SEHEBHN TR ARGREABEFENMENTLIARE, FiAK
RESRAEFHHER, BREARARY IR ZAHRBIK, S EHUEGWERBENT
HABNEERELOFRH#ITT M. £ W, #lde, Percutancous Penetration
Enhancers,MaibachH.I.##SmithH.E.(%), CRC Press, Inc., Boca Raton, Fla. (1995), % X 4
BT EMEBKSEEEN G A KA R K, ABuyuktimkin® A, Chemical Means of
Transdermal Drug Permeation Enhancement in Transdermal and Topical Drug Delivery
Systems,GoshT.K.,PfisterW.R.,Yum S.1.(%%), Interpharm Press Inc.,BuffaloGrove,II1.(1997)
 BEXEARNTREGT, SRALXA-REAGSEN CE (ERRT): Hd=8K (
ek Eih), FRELSY (P RHIKR). T, AR8. FARARC -8, w8, X
L8400, HB. E-RATEAER. BHME (o, NZEBF A8, AHKRTE

i b BEBS A R ZBF £ BLBE ) AN-F R eR KA.

AEEERO T, ZFASHTERE. B, LF. RA. KR, HH. BR
REFH . BAHKEHHX, AFLaVEAHT, RELALAGALSHEF HILE,
KT —F oA ef X TIef SR E, wH R, M. MR, MG, AT
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R8s, BEEMAAHE, KAVAFLTARFEFHAGEHA, R AM-40-2
PEBREE. AXEFAGTY, THESARAAFTMTHEESLTETHEANN (XFH)
M EGRANXEAFRARRAES, RGBS, BHFARARARMNELOIEELALALENAN.
A, REXAREEBKERNGEA, REA@MRARBUEH LML LM MRS, &
FHUBIEOEYERISRALZLERR T G, w ELATE, BEHEHNELTH
TR FIRKRYAET. RETRAIRBERLFEEREI MO M HAR
SRR REBEF d Aok

BEXETRGT, ARHHESANERLSE, ARATRAHEMELE. AAAR
iECEHH BRHETARPEHHRFTXAAN G HESTHELEY., “BH iR 2
M, wBE, ETHSIABKXEZILMFERERELY, FrBREECEYRAET
R ER, P L CET RO EEVAL R EI S, LANR
Fo R AR, XS EHAFRET KIRGGA I, EREEKAFEM.,

AXEAR TR T, RAPED ETHRGEHHNET & LBAR ZALHE ST
BRBEERGUA T, KXPHAA “BR” L2V —FHHRERFTFELEE, ARFE
FTHRABEAEFEAHRABRRER L., 84838 (2FFLR), TR AERTFLIAKE
HANEEERAK OB HZARRRABE, RYHEHE, R HFRR / Rk
YAMIER., EXEZAEGT, STHPPEQIEETEARRL (oFLR) i, &tz
R A B AANBRZ LT HHE AR ERIK. BHASBRBE XM T ARG RMR,
FAEAS S IR R A B B A BLE . G4 KK WA SRBL 6 BE R AL F MR
BAkehE, AEONEXRANRBAMES, (BRLRGEE, (HRKEAH (
R FRBRIAL. 3. TARREANES ), (VARGEFMEHE, (VERAKERST, &
(vi)T#EMAER (FBP, BHTHHHBHR).

AXEEEGF, ELEH5ERLN—REAGENESSH: (DFHFHEFQEARLA
b —ABABRGEN. ER TFTEARLAGUAKR ZH CE (21K TF): ARA
BER), MEERNR, EREAVERSHNFTRHUAN, RERBGHARSHNTRHMEA. £
%, 4142 Ghosh,T.K.; Pfister, W.R.; YumS.I. Transdermal and Topical Drug Delivery Systems,
Interpharm Press, Inc.,%249-297R, L4 XU B F XFARI Y. ZF R £ A
PRF EAHARSFF LB FTAH L BT,

AR OEAHRLANAYS. HEFAAEEELEAKL (REFLTA) OFK
ARG ERF., A—LHERLF, THRLACESFITELE, ARFHYEHE| H4T
AR ERK (LB £454,336,2435, LAFI AT XHAANLALTY ). £XEKE
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i, SHRELALAS WA R TAIRAS EMTA BB L., SELFHBHRH O (
PARRT): FREREMERAH. RoFEERR, AF KBRSV RTH
B . ROIHE, ARARHEHG KRR, KRIHREREF/ REATRRAY.
HSEFHAAEOIE (2XRT ) EARHMEBRATEHGEREONE. RENREH
RESHNE (Hlhorbh-fAR, BARELELY).

it R BRI A IR BA KA G HFAER, ROSBRGEABRIEFAY
XYl st ERE, LRI FEREARSF (Fl LB EH 546156995, £
AT XFARLY ). BEUERBFATER I MEHIRAE, URHESL A K
6B 3, FRIFR AR LK.

BRBNERESHFRARTUHEAZBYRFT A SYELRT ERES A,
HATHEME, RAREGBHATER, BEMGAREBRBMLES S, FELS L EREEH T A
B, BHERSFNTHRE, AXFTERUBELE, FRREBEHMNRTRIM. P E
AN T KRR, LREAAFE (HloXBEHF4,751,0875, L3 A6HFXHFA
ALF).

SREBHAERSHN TR L —FHFANT A FLERER, LEL —F4
FRETATFANTBGEADARESER SN BHERS ZEZE (Peterson,T.A. #=
Dreyer,S.J Proceed. Intern.Symp.Control.Rel.Bioact.Mater.21: 477-478, ¥4 31 Al 84 7 X 7
ARLF ).

ThEBEEHRSBRERN—REAGFSELER, QREFEZLLTHRIH TIHEE
B, ZATHREBAMERN T HR G MILMER,

E8YAERSHNPRAUHN —REAGHESNARABRT CAARSL,, ARE
AR ARG PATH ool ol TRFERN THRHALGRLN ., BEMNEHECE (211K
F) RFETH. #RAAKBARE. BOMNBRETE ZEHTRHEA, o,
BAREE .. RE. LiT%F. #AMNBEARXTATHRAGAEY: RAREGAKEK, K
AHBEE R RAHETE. RAKKRTEE. R2-COARKKE, RLKLKE;, K=
VEBER; RKEAKRRAZRSN, #ldeDurotak RTM. 454 # ( 4wDurotak.RTM.2052
, National Starch and Chemicals) K&K (e HHFEROHARBEAFFERGEK
KA TR ). 1% #6467 5T @A AR , Jo st 5 38 48 7 ( 4o Aerosil,Degussa,RidgefieldPark,N.J.
), RRBA, doUBARAINMLE.

HAEETHER T, FTRRTFLRARA Y RERSRE. RTH. Kie
ZRUHEFRREATREE, AR TARY AL, FL2545, AEMFHERLE K
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BBt $HAKENEGKEER, REARRFMANEEETR (B8, REKK
AR R & A4 ).

RAF#AEEGELSHNEHAERTLALRFR. kA THHERS XU 691 s
WEENBRARERABRSERGINK, LU TAREERER I L EA KT,
EBREATARERE. $ide, —BmT, SHERBFE H, WLARMIKR. MR, F%
AN AT AR, WAMATAE. FAR. M. KAR. ES. AR RE . WEH AR E ( Wester,R.C.
5 Maibach,H.1.(1989),Regional variation in Percutaneous Absorption: In Percutaneous
Absorption, Mechanism, Methodology, Drug Delivery, % 2%, R.L.Bronaugh#=H.I.Maibach
%, Marcel Dekker, Inc., New York, #111-119% (A3 A F XHALRLF ), i@ ¥,
FMEFRAMERGZHENEHER TR EREE,

CHETHR, KLAKGYWREHEESHTL - HAEFALCH X0 A RERELER
#HAT AR, REIEM. LARIEEMA, ATHSCABETHHRITAELT (L%
XEF), BEXERMBEFTNA/ ABFEFERGAF LT HRGIEEN. LT
B, AR ETHARRELRTERR (B4, KLARSWTE H —# % &AT A
RBEHNETATFAAFARGBHAENRE ), XATERLRKR (#ldods 4424
&M ).

Aok, THREXAKSYIRAALEC T EZRRARENCHE: SIIHRFR. HRERH
(ERAH Y I, v-HE. FTFRELTE, CFRHELTE. RTF7%. 48
RERRGUAHHREEF). A%, £HFREATH (FRE. aNEAR
RSB F (TNF), F). HABRAKES k. BBEMAEAGHA (Joaker ), &
LELIATHRFET Y, Laks (ERRT): wAsdhd (F. RTEREA.
KB BLE . KRB AN (Melphalan). F3RBEBLEE ). AARHY (A FHESD ). BhER
F) Fo o og LA (6-3F %, S-BIRE . AT (cytarabile ). & H 4T ( gemcitabine
). GEKREE (KES. KEHHB. KEFE (vinorelbine ). ¥ 458 (paclitaxel )).
Rt EF % (1R#IAF (etoposide). 1F LA K (irinotecan). &34 & (topotecan)).
RAEEZ (FMEE. MAEF. 2325F). ALK (-F%38) 77 (Carmustine ). %23
7T (Lomustine )). X AEF (AR K44 (Cisplatin). F44 (Carboplatin)). & (K14
BLiess ), BRsE (EHFHEEF (tamoxifen). & A (leuprolide ). AALAE (
Flutamide ) #= ¥ 365 &) ( Megestrol)), % . X TR BAEFEH L4 ERE, #H AW The
Merck Manual, % 175&, 1999, & XA 3] A 69 7 XF AKX ¥ . F & 4 1 National Cancer
Institute (CNI) M35 ( www.nci.nih.gov) #Food and Drug Administration (FDA) M 3k
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VA KAFFDAHF T ¢4 A¥ 7 ¥ 2 M ik % ( www.fda.gov/cder/cancer/druglistframe-JL Bt K A ).

EXEREHAT, RAAKNEHEGHR—F QL —FHREHLCHETERLRS (
WL FEFR ) RERTE). SRLXABHMmE, KiF “Ghx” ZHEY TERE
ERERE ) RAFTARBINERNGET, RARTIEL. Flde, EREETOHBLERY

ok el ® A, b, EFAF. BHKFTERIAFRYTUL oz XA (&

, BV EK, MAFRKAER, Bldo, KENBRERES, B, AREAEEGLE
FEAHK ),

BAXEFRFGT, KEAPLAYTATFEFFARH, FELRRFHOEHMLHT
BERFARKY Lo EMRAFARFTERETRN—REE, o, THRLALSHHF
At M RRAFABA s FohhET (AR). BHAEMN. AREHH. KRN
(KL K. E4ASAAKRE ). R ARMR. AHELLEOX MY (WHBEZE (
Dovonex ). 4 3 &2 ( Curatoderm ) ). & =& ( 4= Dithrocream#=Miconal ). £ i ( 4= Alphosyl
. B (anthralin)). AFLEH (AR LER. @ A%k (halobetasol)). A L4
A2 FA (HokBEh (zorac). #ILF T (tazarotene)). ALAHANKMY (U RAT %R
b)), SEWHGEY (o RFFEEX. L ES (tacrolimus). X H FH KB (
mycophenolate ) A Z R R (mofetil ) BRORESLAFA (P HIT (acitretin) ).

B &M

AREE®RH T, RLAAGE—FATF5EAKRARPITRERAL A EZGEHE, —
BhE, EREAGRELOLUATR—FRXEFALARLS O —AXEINEE, &
FUALEAHBARZOHEX, #loAMNIBE. S HBECHEEANLLAHE,
LT OHE—ALETARPARABEMNEOFTH. TFR, TREGLILEHS, Hldi
F.FEFIAACRTHX, AIRB/DHER, AHIAFTRAZFHNENSETHAR
R, RAE, TOREZFERELHANZTEAMXTRN X e) 2B H ERAMELR
, ARBEFERMBAMNEHEM. % (F) ZETAHARAZEST A, LAHHA
KEHES$)E, 20 RHE QRN ET AT X, iEEF RS Z AT A
FAERG A HE. B0 RAE AT,

F Y

TARAMEGI AR FARARLN, FRAELREAARRPALAGEH. F
Flh, REAPHYIHEHRRLHFE FHLFHS (BT AT ATRAAEARI), ARL
HEX CIEME EH oAt LB AT AT MR F A F ALK, T BRI
AARRERHILLY, G#h—F T, FIALELLRGAZURII AT XFARLT
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VAR B HLBA LR K 6 AKX,
TREFEHEZGMAZ L, FHEAFNF, RTESCASTH AR A AL FH
WP ALA KA.
B ARG X
Fl3E
AEAREH AL ETALHANER AN ZFHEHG — LT EG 60T
B ERANTH. 2R, HTH, ZLEEZHFRRAKLA, AABNCoRE—FT LR
HALAERE T AL AMERTX IR RLATLEA.
1) &R kiR
PAEEARFRIGHEAGRIANBHLFE IR, FHET AT HAE0E
&, EXTFEARRRI F. R¥ X, AATERALANGSYH L CEH BT Xk,
AXFIAMAEHLAEIRRJXTHEXMALTERLALSH KA X T 1]
MRS WATRAFTFZE, URATAMXGIRLEHE T . AERRBHGE L.
F, PATHAT R I T RBXTFEFRBNESH AL T W4T I FA 5%

.

AEANAHARLHETELIRNANERREA ZFNESDG — LT EOTHRF
BERANTH. 2%, BTH, ZERFFTRALALA. AAHBHN SRt —F AR
HAREAENE TR AT AAR W TXAMERGRLATEA.

RERLA, TEAETTARRKAHERHERLANE DR CSHF ALY
. Blde, TRATIAEmRLNYSHRIBERS E. RAXFHIS, TRARARK
T et S REEHAR. FIAERER/ KBRS AT EIE—FRHELALANESY

BETH, o TFTXHE, REAIHRFETAREHALALESY, ATHELF
14,6~ ty AL 46 My JR F29X 7] 5T M 4 % #eAldrich Chemical Company ( Milwaukee, WI).
Bachem ( Torrance, CA ). Sigma ( St. Louis, MO) M 4%, K@ id A7 B4R ah4L KA R AT
ooty Fik, BBATAFIRTAHRGRF A&, PTELE LKA Fieserfo
Fieser1991, “Reagents for Organic Synthesis”, % 1-17%., John Wiley & Sons, 4%,
NY, 1991; Rodd 1989 “Chemistry of Carbon Compounds”, % 1-5% %23 ¥|, Elsevier Science
Publishers, 1989; “Organic Reactions”, # 1-40%, John Wiley & Sons, #4%), NY, 1991
: 200143 A, “Advanced Organic Chemistry”, % SA%. John Wiley & Sons, 4%, NY;
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A Larock 1990, “Comprehensive Organic Transformations: A Guide to Functional Group
Preparations”, % 28&. VCH Publishers, st¥ AA2 B AR TE mAL AW — & F ik
B BIE, TP Sk AR B AT AR B, IR F RIS E R I AR TR
BEGHAAR .
TR ERBARCIETE, BB 8. EEFENT A BRELILFREDY
. b RMBALRANAY. HTRELF ERATRE, QEHIF A AELE,
ATH AR AL RS Y, AR TONEHTATA.

B2193 inii;?
B2194 inif}?
B2215
B2292
B2293
B2297 "
MeO HSN
OH
B2329 iniigg
B2331 ™ o
o
MeO o
OH
OH
B2337
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B2338
B2356 T °°
HO ° |
B2357 P
0
o |
HO l
7 o
OH
B2358 >3
o ]
\o/\o I o
-
OH
B2359
B2366&B2 H 0
(o]
365 o o
NH
OH
B2395 9
~o Ho J
OH
OH
B2396 o
B2397
B2500
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B2501 1

B2522
B2526
B2538 Qs
Y o l
\o‘ NG
ML‘I
OH
oH
B2543 Q:Ej;

racemic diastereomer 1

B2544
OH ©
OH

racemic diastereomer 2
B2545
OH
Racemic isomer 1
ER803026 "
MeO (=)H\ F
g o)
OH
ER803029 T,
\O [ 0. l F
7”01
OH
ER803030
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ER803064 5{;
ERS803591 o o .

)(b:ti\iﬁ oR o
diastereomer of ER803593
ER803593 o o i,
(HA/":? OR oo o,
diastereomer of ER803591
ER803604 i
O
MeO
OH
OH
ER803734
OH
ERS803758 1"
S0
r 0
ER803829 4
MeO
OH
OH
ER803882 J:E(t:g
Stereachemistry @ C4 needs confirmation
ER803916 Wi
OH
ERS803918 (‘5{?
mixture of products
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ER803924

MeQ'

ER804003

ER804018

ER804019

ER804022

ER804035

ER804060

ER804103

ER804104

MPMO

ER804131

ER804142

MeC
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ER804143 H IR

MeO

ER804168

ER804189

ER804387

ER804401

n-Pro

ER804428

ERS804446 H ;

ER804504

ER804505

ER804555
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ER804556

ER804567

ER804584

ER804595

ER804606

ER804622

ER804630

ER804710

ER804730

ER804731
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ER804734

ER804744

ER804745

ER804746

ER804747

ER804755
&
ER804756

ER804758

ER804759

ER804778

ER804779
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ER804784

ER804793

ER804863

ER804986

MeO | (:)H\

ER805023

ER805053

ER8035125

ER805135

ER805146

ER805149
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ER805189

ER805190

ER805192

ER805215

ER805216

ER805217

ER805218

ER805221

ER805223

ER805227

ER805228
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ER805229

ER805232

ER805233

ER805709

ER805855

ER805882

ER805911

ER805940

ER805977

ER805998
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ER806201

ER806203 IR

ER806204 oMo

MeHN | oMY

ER806328 . o

ER806563

ER806621

ER806624

ER806752

ER806776

ER806795

ER806821
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ER806907
ER807209 HO oy
HO\/\N O)OQF
N |
l “OoH
OH
ER807551
ERS807563 I
o i jn o
B A
ER808064 T °°
\N ° F
! OH
ER808129
ER890003 A,
C/N o o:
ER890004 J:%{;i
ER890005 T °°
T OH
ER890006 T,
HN ' ° F
ER890007
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ER890008
ER890009
F152aceto
nite

NF0530

NF0531

NF0552

NF0675 T 5 { o~

NF0761 9

(¢]
Me 7 i oo ° |
Me! w HO o
OH OHc10 stereochemistry undefined
NF0879 'SV
o
b{i}w
NF0880 9 &
MeO
OH
OH
NF0887 éi‘?
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NF090S

oH O OMe

MeO

NF0934

NF1226 #=
NF1227

NF1418

NF1419

NF1535

NF1537

NF1774

NF1872

NF2306

NF2432
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B E66/16270

NF2433

NF2435

NF2436

NF2544

NF2545

NF2546

NF2547

NF2548

NF2550

NF2551
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NF2552

NF2553

NF2554

NF2555

NF2556

NF23557

NF2558

NF2559

NF2560

NF2561

BAR A :

BRAEAF LA, TRRAEABRDBEHFBEHFR L RESH., WHEXAAHETRAR
FRA. dRAEARSHHELAEIMSHEEERE. R FAER (NMR) L& ER
ME#EE (HPLC) R BiER M.
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ATFFh TEFALFHARAG—EEAAIXMNGHE:

m-CPBA: 8] - J i K T B

DDQ: 2,3- = f.-5,6-=FHh-1,4- K8
DEAD IBR-_FE =T B
DIBAL-H: —ZFTAE4E

DMAP: N,N-= ¥ &AL

DMF: N,N-= ¥ & F Bt

HMPA: ~ A SR

LDA: —RrRARKE

LiHMDS: AR (ZFATARL) 42
PCC: FAE B

TBAF: ffw T R4

THF: £k %8

BALEAEA:

RAEFZALE, TUNRRERSWAHITEXERAT, RE (FLH) AK
REMEBF KR RRIATAER, BEAKRELSENEKRREEAN (o, THRTE.
ZRFR. L&) LASFRERMEF ., AKEEARFEKERREASH IE
FHOERY, EAAELSEHERYAR KRG BANN, WAL RALZFZH,
TR B KRR T H10% SR AR ZERY. EAAEZSFHER
WAK K GRE, MANRRARAFZIN, ARKEABRFKERREZERY (7
EEME S BEABBBIEGH LRI ), BRYESFHERDSH RGRE, B AR
K ARAEZH, MI0%FHMEBAKERELZERY (MEEH A G LA BEIFIEN
R IN ), EREZE, BAKRBETRESMEFHHZRY, HEAFLE. KB
, Bt EEYRE (BFERTLISC) RELHTHXALARE (38) B A& L
4.

EZXEEMA BRI FHE, FREREGHERI WX EZ AT BH
E ., BT REMFHZREEBG LY, AT AT XLBIER,

e R e

MAEF AL E, TR EEANLRIE_RAANEREEEE, FEAL—ERNRRS
B AH BN, AEYRBE GBERTFIASC) RELFH THEOACELLLNETY
HAEMESFREINBEFE. BRANKSWERAESO% THKERT . Lk, F4#
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BINM, REAZATTAT, XIERIUATFAHERK.
F AT EHHES R

=

MOM
0]

Me
SePh

§09-HD-213

H OMe H OMe
0 MeOH, PPhy, DEAD o
H MeO

EOCTHARMHWA (500 %, 027 BR)EF 650 £ THF F, Kin = X8 (93.6
For 035 BR), BANWANTE (122 £4, 030 BR) MBR-FTHR-LE (562 &
., 035 BER). AOCTHRHFEILSINE, RERELRLY, BEBRTLHEY, 21N
SRR R, AIREBBEKERI, 38 CRER, £aAKE LA, 13420
KK ¥k & B4R 509-HD-207, =& 78%.

EH ~iMe MOM Me
MOMCI, NaH
0 —_———
MeO Me

&A1 THF ¥ 46§ NaH(95% , 14.5 %, 0.57 B R ) 4R EBME, F0CT,
HAofe 0.5 A THF ¥ 69 509-HD-207 (75.0 £, 0.38 AR ). #H 0.5 1B E, WwART
ATEER (43.6FH, 057TER). E0OCTHRH¥1IHE, BRITE. ZALAKE
X, FRARKER, LB LENE, RIF 83 LA E W 509-HD-209, =% 92%,

MOM e MOM e
1.LDA
(0} 2. PhSeSePh O
—_—
Me Me

SePh

EOCTH-fmAR (68.1 £, 486 B/ ) EF 1 #f THF . A n-BuL (i2.5
M, 207 £4F). BHWER 20 947, REAHF]-78C. L& K 509-HD-209 (77.8
K> 324 BR) £ 250 £H THF 695 R. 1| IHE, Rie—F L - (859 %, 275
BR) 42250 £ THF ¥Rk, £-78CTFHIL 1 1B, A AAEMSFE RS KZ
BEL, #MAUBMER, EAEBRAELSAE, KF 902 LK% Edk S09-HD-211, =% 68
% .
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MOM Me MOM H
(o) NaOH o
D ——
Me Met)iS;i
SePh SePh
% 509-HD-211 (902 %,, 228 £ R ) 5TF 500 £/ LB+ . I ANERAMAER (1

N, 456 £H). WA THAAFER 1208, A1 NLERBULREZREY, AURE
B, JFR4E, KT 84.6 £ K F E B 509-HD-212, 4 97%.

TMSCH,CH,OH
rtat————-

MeG PPhg, DEAD

MOM H
/& o TMSCH,CH,OH MOM
> o
PPh, DEAD
MeO "

SePh

g
=
3
O <

os
(o)

A 0C T3 509-HD-212 (84.6 %, 222 £B R ) fa = XM (757 %, 289 EER),
BRA 500 B TEYE 125 EATRGREAYT. SAAN 2-(EFETFARL)LE
(382 £4F, 266 £BR) @R -_FHR -8 (454 £5, 289 £HR). #1045
5, BRITER, R EAK, ARREEK, TRE, AHRAE LAY,
F 3K 4% 80.0 £ iK% &3 509-HD-213, =& 75%.
OH O

OH O
- DEAD, THS-ZEE ,PPhs3 o~
O o

HO TMS "0

GAIEWT (157 4, 086 BAR ) £ 1.6 A TR (BMRK) ¥ HERA, Hi TMS-
8 (150 %, 127 7R, 1.48 5% ) # PPh3 (440 &, 1.68 &R, 1.95 ¥ ). A4
2| 0CHE, il iLiHRRBFEERI DEAD (725 £#, 40% 5%k, 129K, 1.54%),
Flet £ = M ASF AR EIKT 10C. AFTBTHIE 8 e, FABAZREHR
Heytmisk (124) b, @adag 28 SR EK, FA 1 ATRRARA. HE
RALA KRG, AFRIBE BRI T4, E#AK LA TK /EtOAc (15:1. 10:1. 6:1)
sk iz bR, 153 140 LG E B4R,
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OH O ~07 0 0
o~ MOMCI, DBU, CH,Cl, o~
-

IMS—~0 TMS—~0

KB (140 %, 0.49 B R ) B AE 400 £ CH2CI2 ¥, A DBU (135.5 £,
091 BER, 1.85%%). A% 0CE, & MOMCI (66 £+, 0.87 BR, 1.78 4 ¥ ).
EEB TR 24 G, A4 NHACI & KZ KL, A EtOAc FI., A HKkEA M
B, I, #RHEEFAE. £¥5 LA TK /EtOAc, 10:1. 6:1 ¢ =49, KIF 132

A EFY (FE82%).

0 P 2. NaOH, EtOH oo 9 0 s
0 3.DEAD, PPhy o~
TMS—~—0 TMS—~—0
SePh

AOCFRitkkBE;, R @AK (143.65F, 1.02BR, 2345F) A320EH#
THF % #4355 W, #n-BuLi (422.6FH, 2.5 M), FIHEFHAARREAHHS5C, £
BETSO4E, BixRAAHE-78C, BITFRBF: R HR (1454, 0.44E R
) B47SEFTHFF 935 %, FIHEHARBEELE-TOCR-T0CAT. FZE, £-70
CFHRBI0N4. RELZBAET, BERRRKI;HPhSe, (1405, 045FR, 15F
) E400E A THFY 6935k, FE, £-18CTHRE4SH/4P. REFNHCIA KZ KL
, AEtOAcH#, B#IN TR, AEKRAANE. TR, HREETE. LT LK
wHMEHRA T TR,

BEHE—F RO HEBAI0EFEOHT. KEMA300EA] N NaOH. £
80C Tz R it R, A#HE, RELBHE2%R+, FATKRAEE. A1INHCLEO
CFHKEB EpH=3. 3% AEOACER (3x). M KREFLESHAMNE. TIR,
FRGEETE. AT s B8ATT PR,

1R 4 1.4+ F 3 % 64 DEAD(200 %). PPh3(330 £)& TMS-ZB (150 &), R#EF
A S RBA A, EERCHESNE R 145 L.

-0 o 0 O -0 0 O
o/\/TMS o /\/TMS o/\/TMS - o/\/TMS
~0 Bn-o PMB-q
SePh SePh SePh

£ Cl4-BRAF#ABFLA. 4. F&. PMB (MPM) il it f 48 5 8% 3o F
AE. AL, RPN PMBBEFRASE —ANFTHRAEMF X4 &F3.
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E¥ 554-RB—244 #ZB{. % 554-R8-260 K& A%

Me Me Me Me
! Br § OH
TBS —

TBSO = MPM
. & b
§54-RB-228 . ‘ 554-RB-240 x
i) n-Buli, THF
-78C --> 0C
+ iy g .-78C +
X st My e
09 TBSO -
= = \
meMo” Vv eHo . N
554-RB-238 564-RB-2408
FEERNA ,
1=,
oR,
Ha
Y
DDQ, Hy0 B2CL EtN,
CH2Clp CHZC';
-— -
94 %
3R
554-RB-244 554-RB-242 554-RB-241
CHal, DEAD,
5% | o, BE
554-RB-260
i) LDA, THF Me Me TBSCI, bird Me Me
Me iy Mel M DMF
- - _—
HO COMe HO COMe 0o o 1w TBSO COsMe
¥R 3-8 K T KR B 554-RB-224 554-RB-225
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E-8CTO—FEim (245%, 366 EER, 51.3E4) ALK THF (200 £#)
by ARG ERA, LK M 1.6Mn-BuLi (2 5&, 366 EER, 230 £H) 45
B, BB 2004, WRERASHBRME 0C, HHH 45 047, LW ERAHNEF-78
C, BESZRRFL I LA THE (216 4, 183 EERK) ALK THF (100 £4)
bR, A 20 540, REME S o4t Rms Mel (5 58, 915 EBR, 5TEH).
E-78CTHRERLRAH 10 040, REEMEZER, FHH2 8. A NHClAAFE
#& (350 £4) #Kiz, A EtL0 (3x400 £4 ) FIR, Ak NHCl4aAE & (350 £ ).
K (2x450 ). oK (450 £) sALSHAMNERY, A K,CO, TR, ik, 5
Reg, K488 555-RB-224 5T AK DMF (100 £H) ¥, Aok (25 5F, 363
EBRR, 247 %), FH¥REMENKR/ KEFAHEO0C. KB, K TBSCI(12%F,
BOEER, 54), BRAMWERBERETIR, HFHHF L6 8, X5 I NaHCO; 18
Foigd (250 £ ). A Et0 (3x250 £4# ) EIR44, A NaHCOs;4ef 5k (350
EHA). K (3x350 £ ). HK (350 £H4) ARG GHAINERY, A NaSO4 T,
Wik, RS, B S%EOAc/ Sft, B AEAR & 5k bz d0 = 1%, 34T 31.7 £ (129
ERR, 2AFRT0% ) LAY 891444 554-RB-225.

Me DIBAL- Me
TBSZj-_\OOZMe 76% Mj_\
554-RB-225 554-RB-227
EREAVMBERY SHZFRMT, ANETF FHR(750 £ ) F 49 554-RB-225

(221 EER, 545 %), HRAOHAHE-T8C, #4512 H 4 DIBAL-H( EFET A |
M,, 25 5%, 553 R, 553 £ ). E-I8CTHHERELW 15 54, REER#HKE O
T, #3228, £-78CTF A MeOH (10 58, 22 K, 89 EH) FKEZRALE,
BMETR, A EQO (2.5 ) F NaySOsfefiEi (1 4), FHEREH LA,
@it e it iR RAY, A ELO(2x1 A ) &z B4k, AW ETREIRE, A 10-15
%EtOAc/ %%, WBiTAML &4k ibpiiFR G4, 32 406 % (186 EBER, 76% )

A% 554-RB-227.
Mg Me 1) Swern Me
j—& 2) CBry, PPh, Mj—‘\_fr
TBSO CH,OH > TBSO =
Br

91%,24\&%
554-RB-227 554-RB-228
E-T8CFTAERE (2%%, 32 AR, 33.0EH#) £ CH,ClL, (800 EH) ¥
WA, A DMSO (458, T44 AR, 53.0 ). £-78C T 30 0445, Hindg
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554-RB-227 (186 £E R, 40.6 &) /£ CH,Cl, (200 £t ) Fé4mk, HE 15940, £
I8CTF SO 46, R EGN (4 48, 744 EER, 14 7)), FRERHKZ 0C,
FH B 45 947, A NHCl4eFais &k (500 £ ) FKER AL, A EtOAc (1x2 #, 2x400
EH4) ER. A NaSO, FRUAAMAENE, SEFRE. BdEAKAER 10%EtOAc
/[ Ttk a8, £0CT® PPh; (3 4, 558 EF R, 146 5 ) £ CH,CL (2 4)
FEYER AN, HACBry (158 F, 279 EHER, 9254 ). RE, Sm@f EuN (1 4
2., 186 EAR, 26 € ) £ CH,CL, (200 E#) T8 R. ERATFEEKH LS
BB, LEABETRELRSY., REAGHERE CH,CL P, BIATK (2.54)
v, FFHH. ARt aERES, FREER. B CHCL 44 BLA @ E A
ik shit, KT 6294 (169 EARR, 2AFH 91% ) 554-RB-228.

X) MPMOTCI, >(
0

TfOH, Et;0 00

)

HO/\/-;\—OCOC(CHa)s 75% MPMOMOCOC(CH3)3

¥ 57 3 FMBAMBE LAMBIEE . A%, FARFT %R, K5, %58 491-HAD-46
(202 £EF R, 52.5 %) f= MPMOTCI (2 % &, 404 £BER, 1155 %) £ EpO (14)
¥ HER, KRBT, FAHHE0C. AEHRER P TIOH (1.5 £4) &£ Et,O
(120 £4) P ook, BB S0 94F. RE, Hie NaHCO; tafeigk (500 £+ ), A
Et,0 (2x700 £ ) FERizRAM; AHK (2x1 7 ) REESHHNZEIRY, £ NaSO,
T8, FRE. RAGYWET CHCL Y, MBEALETK (2.5#4) ¢, BdaFLidikiz
WY, FEBETREER., A 5-10%EtOAc/ T A HBLA, BiLAREHEL
ik Eldh, KT 57348 (151 EER, 75% ) LRI 648% 554-RB-235.

B( DIBAL, Y
Q9

B3 g0
z = —_—> : =
mevg Y N—0CoC(CHy 60%  wpvd Y N—oH
§54-RB-235 554-RB-237

EBREAVIBHEG 3 A ZFRAMT, AANET FR(750 £ ) F 49 554-RB-235
(151 EBR, 573 %), ¥ RAMAL I E-78C, 418K 4 DIBAL-H(EFEXF 4 1M,
2.65 5¥, 400 £FR, 400 £ ). E-18CTHFREY 10 547, REEHRZE 0T,
FHEH 20 5-4F. A MeOH (10 58, 1.5BER, 61 EH) A-18CTHEKRE, Hii
BMEEER. K EO (2.5 ) Fo Na,SOstefizik (1 #), FiHprsrida, &
Ak 2R RAY, A ELO (2x1 #) ki Bk, ARETREER, 5/ 20-40
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%EtOAc / S iB it stk &k AL T3 K B4, K43 27 £ (91 B R, 60% ) &
554-RB-237.

y Swern Y

do — do

3 91% 3
memo N N—on memo” N cHo

554-RB-237 554-RB-208

E-BCTHEBRK (24F, 20 FEEKR, 18EH) £ CH,ClL (650 £#) P 4%
RN, HHDMSO(4 5 F,404 EFR,29 EH ). £-78C T 30 5475 , K i Bf 554-RB-237
(101 &R, 30 L) £ CH,Cl, (100 £+ ) F&Ek, R 30 547, £-78CTF 45
A4, B EuN (4 58, 404 ER, 56 £7), FRELHRHKE 0C, HF#E#H
45 o4F. ) NHCl 4t Aeisik (250 £ ) HKE R, A EtOAc (1x2 4, 2x250 £4)
FI. A NaSO, FHRASHWANE, Sk, K%, A 10%EtOAc/ St ik &
kb A, F3) 2745 (917 £EER, 91% ) & 554-RB-238.

Mg Me
My Me X i) n-Bu-L7i,8'c|’:HF _, Teso \
TBSO)—\=€Y + Q ? ii) ﬁ. -78C - P N MPM
Br MPMO CHO 94% (X)
554-RB-228 554-RB-238 554-RB-240

1 =812 554-RB-228 (1.5 4 ¥, 138 EANR, 512 %) EMAETHF (14) +,
HERKLTAIHE-T8C. KB, Hivn-BuLi (1.6M/ &%, 3.3 5%, 302 £E K, 189
EH), FE-TSCTHRH IR LY 40 54, £ 0CT 30 44, #£A45HHE2|-78C, #
#F THF (200 £ ) ¥ &9% 554-RB-238 (91.7 ££ R, 270 %) FwElZER Y, i
AE-T8CTHH 3004, AR BRETIR, FBH 15 8F. AK (700 £4) &K%
A4, M EtOAc (3x750 £4) FI, FAHEAKKRE (1 #4) AA4GANERY, A
Na SO, F#&, &, K%, A 10-30%EtOAc/ Thil it s IR & i KB Y,
HKIF 437 % (86 EER, 94% ) 554-RB-240.

My Me Me Me
MR,
3SO AN aﬁ TBSOH | B2CI, EAN, TBS(;Z |
DMAP,
HO™ N\ MPM A MPM CH,CL, MP
- e ———— - -
X ot~ ot~
554-RB-240 554-RB-241 554-RB-242

¥ 554-RB-240 (86 £& R, 43.7 4 ) HEMATK (1#) ¥. RE, Hiogdk (1
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) Feik#g3s (Lindlar) HALH (10 £ ). %X H &R, 8 Hy # skiz RAM 5x.
ESE/HTHAERLEY. £ 13 06, 17 beb. 22 DA 38 oG, LRMEARN,
BERBmBBEAR (10 %) Fodok (1 £5). 20056, BERE, @idstE +id
AR, FERETRERAY. RE, %4 554-RB-241 5 F CH,Cl, (700 £ 4t )
¥, KA EGN (375 48, 323 £FR, 45 EH). BzCl (3 &, 258 £BR, 30 £
#) = DMAP (0.075 4%, 645 £BR, 188 £4 ), FEETRALATHEZRLESY
96 - BF. A vA EtOAc (2 #F ) #= 0.1 N NaOH &% (800 £ ) #HBFiZRAMW. 2 &AM
E, /A EtOAc (2x500 £4F) FEK48. A 0.2 N NaOH i&#& (5x500 £H ). #HKk#%k
AWML QA MERY, M NaSO, TR, i, FRE. A S%EOAc/ THil a4z
Wik EY,, BEZEFSE2HLRP LS 554-RB-242.
Me ;ﬂe Ide ?Ae

TBSO DDQ, H0  1BSO
CH2Clo
MPMO »  poB0
94%
IR
554-RB-242 554-RB-244

& 554-RB-242 /5% /£ CHyCl (500 £4 ) ¥, H4o HO (250 £+ ) # DDQ (1.1
4%, 46 EAR, 213 4), FATERTHARHZRSY 40, A 0.2NNaOH &
A& (500 £ ) A KLRAY, A EtOAc(2 # ) #H#. 5 BAME, A EtOAc(2x500
) BERKA, A 0.2 N NaOH Z& (3x700 £ ). HK (700 £H ) sk sty
AHAE, B NaSO, T, itik, HR%. A 10%EtOAc/ TIxB it &, 38 & dhAb 1%
HE KGYH, KIF3994 (81 EBER, ATBRHIANATK 4% ) # &A% 554-RB-244,

Me _Me Me‘ gﬂe
TBSO CH3l, DEAD, 1850
- l PhsP, BB 50 I
HO °Z N B
93%
554-RB-244 554-RB-260

EEETE 554-RB-244 (6.09 EER, 3.0 %) £ZFX (100 £4) Fe5RA,
A PhP (1.7 5F, 104FEHER, 271 4). RS, BIEWCHI (13 35F, 792 %
BR, 0494 ) ##DEAD (1.1 5%, 670 EER, 145 E#). AT B THHEZRE
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1.5 e, ZEREMEAETKE Y, BRI 1004, Dk ERREY, FREERR. A
5%EtOAc/ LB AR &S EeRIZKEYN, KT 340 4 (5.64 TER, 93% ) #
.4 554-RB-260.
C4-H % 5| IR B &4 &

1. TBDPSCI
o% 2.LAH OB(Q
HO™~P—\OPIV Teppso™ ~OH
531-YW-2-3 343-YW-275

#1531-YW-2-3 (7.5% ) Z20E#DMF¥ 954 A, Hiok=4 (5% ) fTBDPSCI (
8.4% ). AFmitsEd, WRM M. 3066, AEOAHKE, AK. NHCHafois & f
doKkkAk, EFRATEE, AR, MK/ BOAc, 20:14710: 148K b iizd
Fi, BENOLHETY.

{3 EHEF 200 £ THF . £O0CTFHRMWLAH (1.4 4). £0CT 105455,
K. 1 NNaOH#ZKZEE., EERTHFZRSH 1. ReHLdE, Kea
AHthEARETE,. AT /EtOAc, 10:1. 4:1 A 2:1 AR L4 ZHA 5, 75 9.0

& TR E 4 343-YW-275, HBA B4F4) 'HNMR X,
1. MeOPhCH(OMe),

J\/\ 2. DIBAL-H /|\/\
HO OH MPMO OH

343-YW-203

G TR TIF()-3-Z A TE (104, Aldrich) £S0EHADMF¥ #9i5& A, HTsOH
(20% %,, #IL¥EA ) ##MeOPhCH(OMe), (24% ). £35CH, ERAIKRE LT W iest
RABE, BA, HANaHCOsb A K& & KiZ KA. AEOAcEIR (3x) iZ e
. Rk (2x) AME, TR, JFR%E. ATRELZATH (3x).

1354 B F 700 £ CH,CL F. &£ 0CTF, #4e DIBAL-H &% (200 £,
1.0M, E8). R EHBHETRIR. REALEOCT, A FE (50 £H ). 4847 NaySO,
BKER . A ELO (1.5 4) #BigRsy. s we, @it drdrd
P R IERAIFE MK, A T/ EtOAc, 10:1. 6:1. 3:1 & 1:1 £AM L4 4LIZ
K, #5%] 24 3LAHTE 4 343-YW-203. ‘

1. 84
2. CBX’4, Pph3

MPMO-OH - MPMO’I\/\;}; '

Br
343-YW-203 343-YW-276

#IDMSO (3.7£# ) £150EH#CH,CL¥ 6435 % A, FHA0343-YW-203 (3.6 ) /£50
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EHACH,CL+ X 5%, #£0CTF, HwBEIKP,0s (6.06% ). HREMERETR, £F
BRTHRHIIEE, ZREETRERLE, HAHE0C., FWEGN (12EH#). £0C
FISo4 6, ABRETR. 10045, AEFRNHCIHEXZAE, 3 ACHCLER
(2x). FHRAME, HRE. A 2HEFAELOP, Hidk., REERETE.

£ 0CTF @& PPhy (11.6 £ ) ££ 30 £4 CH,Cl, P #9353 A, 40 CBry (7.4 £,). 4%
# AR EMKT 10C. 10 5475, FwBAE 20 £/ CH.CL PHIER., RAFEBE X
B 20C, BABRETE, FHMF 1. RE, BN RERIFGRIERP., i
TR, REZFIER. AT/ EtOAc, 20:1. 15:1. 10:1 AR Esbibign >
Y, 15%] 4.4 L& 343-YW-276.

TBDPSO OH P205, DMSO
[ Xo) Et3N
X : MPM3 Ny

TBDPSO OH

. )
MPMO ~r X

Br

BEegFb: EO0CTFE343-YW-275 (3.6% ) A25EHCHCLT HERA, R
DMSO (1.84% 4 ), £ £ mAP,0s (3.65%) B4k, RE, HLBHREZTE, AL
. AHE0CE, RMELN (5.94EH ). AOCTHHI0N4E, BRETR, ATER
B3N E, AAFNHCIEXERE, FACHCLER (2x). AHKREARIE,
T, FR4%. AT /EtOAc, 10:1. 6:1 R4 1EAR Eiizdl =4, FE 2548
343-YW-277.

184~ E-78CH &) 343-YW-276 (4.5 %, 1236 &R, 2 4 §) £ 35 £# THF
P A A, K n-Buli (5.4 £H, 25M, 22 48). £-T8CT 1049456, B#/ZE
TR, AN 30 4. EAHDE|-78CE, FHin 343-YW-277 (2.5 &, 6.06 EER, 1
L%) A 10EF THF Y95k, BEL0N4E, BRAE0C, £0CT 4185,
JA NHCl 4642 KB R & KL R M2, /A EtOAc EIR (2x). R EKEAMNE, FHR, 7
K4, B TH / EtOAc, 20:1. 15:1. 10:1. 6:1 fEafR L bz =4, 35 2.5 00
£ >4 343-YW-278, £ F) AT =ik ¢ 343-YW-276.

MPMOLA% ’k/\

MR S ER MPMO
TBDPSO OH - TBDPSO OH
0 0

X X

343-YW-278 343-YW-279
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# 343-YW-278 (2,50 &) £ 100 A LT AR, Riokdam R (330
Eh, WALR) S5k (50 fikA, H4AR). EATTRAFA HLBLBEKRE, £&
AAEH TFHRMF 3D, RB TR ZMAR, F R EAR. EBARE, AELH
FTFHFEIAR, BdaAFIIEEZRL. BEZFER, FREZTHE, 133 24 %57
2 = ¥ 343-YW-279.

1. BzCl, E;N

2. TBAF
‘ N
MPMO™ ™" 3. Mel, PPh3, DEAD  MPMO
TBDPSO OH - 1 Bz
% °<
343-YW-279 343-YW-281

€1343-YW-279 (2.45% ) £15EFHCHCLY 85 R N, HAwBzCl (0.9 ). EuN
(2% 4+ ) #DMAP (50£ % ). 188G, HinH—2004ABzCl. &it240 85, A
NH,CHeFa KiE & & KL R, FFAEOAcE IR (2x). AMHEKRARAIE, T, ;K
4. Tt/ EtOAc, 20:1. 10:1R6: 1 £ &K Lbibiz =4, [FR 220 & 685,

kb E—FRYBEIOEATHF T 95 %A, Ko EIKTBAF. 180 0HE, Ath
FNH,ClAEXZ B, HFAEOACEIR, MEKRREANE, T, FRE. AR/
EtOAc, 10:1. 6:1. 4:1R2: 1AM 4L =4, 1F2]1.455%8%,

EERTEORA L—FRGEAPPh; (1.3%) A20EA FRTHERA, B oK
DEAD ( 7504 ) #=Mel (2504 # ). 309476, ACHCLHBRERER., RE, #
REB iR B, A BA KK P @it X4 R W RREY . REIER. A TIK / EtOAc
2001, 10:1. 1A Btz F 4, [B1SHHEF4H343-YW-281, RET R
¥ 49 '"HNMR.

B C14 £k 4 B 64 S AT REr F 4 69 18-
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+ o /\/s.— LiHMDS
f‘\/\o g:F:FIHMPA

Se 78%¢C
\ 4 1h46
84 % F=X¥K

FW=602 FYY=567
Fyu= 1042

Faitdhn 2 (494 %, 82 £EBR, 1.0 5F) fsmie#h 3 (7.00 L, 123 EER,
1.5 %% ) 5 4& HMPA (10.0 £41) # THF (90 £4) . E-718C THHBH TR
HMEE B, 42 50 24P 48R A0 LIHMDS (180 £#, 9.0 AR, 1.1 3 ¥, A
THF ¥ &) LiIHMDS 0.5 M, &k %4 032 £H# / 44F). E-IBCTHRHERELRESY 1
JNBE 45 94, A 4RFe NH,CL (200 £44) # KR A, A HO ##F, A TLE TEe (500
EH). SBEEFRE, FALBKTE (2x500 £ ) FRAKE, A H,0 (2x300 £ )
HAMAGAME, B NaSO, Tk, ik, FARETRSE. £ Si0, &L (230-400
ME —fA) tibizdadlih, EXRTEALIN, $FEFFHETIRT. R
3%, HERSHLHMLE/ TK. 2 BEMEFH4 (5434, FH64%), AHUBE
.

1) MCPBA, CH2CI2, 0°C, 60min

2) Et3N, 0°C to rt, 60 min

Fu= 1042 Fv= 884

BitEH16.3%
(B FEUHRE~=E N 30%)

Y4 A4 (FBLH3E BB M RAYRAEY, <S89EER ) B ACH,Cl, (750
EH4) b, SIHEOC, HrAV FLHKFMMCPBA (Aldrich, 57-86%, 43.5/4, >144
EBER, 245 F),

% — A, BiEHRALRE, KLRKM, Tmax A 4C. £ 0CTFHH 45 24,
HRIFE WU (S0 EH, 35T EER, 6 45F) ##!, Tmax=10C, —ZLR#AFIE,
WALE B RAMBRETER. ARETHHE 60 94, 2 A8F NaHCO; F= K48 K|
% NaS,0; (515 £) 5%k, 55 F&E; A CHCLERKEMA. A NaSO, TIREA
SRAME, ik, RE, Kok f AR BREGHE S, £ SO, F AL L4 (1.25
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F 4, 230-400 B B A4k, 43 8 Silicycle). ¥z WEHAHA 3% LRLE / Ttk
230-400 W B AR F AR RA, RETFEEL. ®B: 3% (84). 7.5% (84) F 10
% (6 ) 2B TE/ T, FTEHR 5163 %, 30%44 =%, Bmhias) b
¥ot KA.

MOMO O ags d— Moo o M
0—~—TMS || TBA HmpEeE: OH |
BzO BzO
™S.__~o | THE 500 M5~ g |
> >
o o
5 6

HAF SEMAE THF (43 £91) &, FHiekek HCL 4 4 69 TBAF 5% (60.5 £,
60.5 £ & /R TBAF, 3.4 4 ¥ TBAF, & THF ¥ 1M, # 45 £F Rk=¢ HCl, 2.5 4 &%
W HCl)., %+ ERFEHT: FAXLHCIETHE 1| M TBAF/THF &k ¥, F3 A&
RERAEH 075 M 6 FF % mokek HCl. £ TR THBHAAFRAL RS 2 547, RERER
Ao EM TBAF &% (76 £+, 76 £H R, TBAF & THF ¥ 1.0M). £kis+, F 50
Co Bz R L RAH &t 88 I af, AHEEERE, FieF NH,Cl (300 £# ) # Et,0

(300 £H#). 2 BZFRE, A EL0 (3x150 £4) FRKE, AEEFANE,
A &K (3x100 £ ) 6%, A NaSO, T, L&, REEFE, 5 EO (2x100 £4)
EHHEA, FEHEN 6, B A T T —H K,

BTz
Et3N
CH2Ci2
¥
o5
FW= 652
Fvv= 670.3
) AL
i q 7.

BREHLRBZFRRRT G S FZFRMY, Him CHCL (2 ), ¥FIA=
T (7.6 EH, S40 EER, 3.0 &) F 2-R-1-F Aokt (142 %, 540 EAR,
30 5F). AAFRSYWERERR, FREFEFBAR 6 9 CHCLIFER (144 14
#1409, £ 230 £ CH,CL F ). @&ttt 3 0t, FEEATHRFNFRE RS 12
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B, REAHETR, ke, FEKETHR X CHCL. #EAEGHET ELO ¥, A
fo A0 3 KAt Fe NaHCO; &9 1:1 RE#kik. A EnO FRAKER AR, A #RKikms o
HAE, B NapSO, T8, FAEBE TR, £ SiO 4 E44b (250 4, 230-400 M B #
B, 4% 8 Silicycle). AERERTEALZA, FHAFHET CHCL ¥, #®BL: 15%. 25
% 35% LRRLE/ Tk, WIMAMMLTEYOMERRKRT (T4) EBAFT—F K,

~o o

TBAF

THF - HO

1, 2.5h
M5 =X 50z

F= 652
» FV\/=652
ﬁgﬂtf}gﬂt 5109 B8RRIk

EERTET (74, <I8EENR, 1.045F) ATHF (40E£5) TR A, BGH
mmTBAF (85€ 4, 8SEER, 4.7% %, TBAFETHFY IM). £ TR FTHLZEL R
H30et, RE, RAFNHLCL (250F 4 ) ELO (25084 ) FXKZRAE. 2 BiZz¥ %k
B, FAELO (2x150E#) FRAKE., AHEK (2x100E ) HAFAMNE, ANaSO,
FHE, HAEKRETRSG, £SiOE L4k (754, 230-400R B &A%, 1% A Silicycle). £
EETFEFHELEZMN, $me 45 FCHCL (1520F#) +. EA25% LB LB/ Tas
HEAE, BB 25%. 35% . S0% LB TE/ T, FrEWMAS (5104, kA5, 50%
AR HEERK,

AT C3-C4 1545 & 5 64 T+ iE) h b %1 &

DMP, PPTS

HO4.. in
HO\\\C)LOH AcOEt ~ >€1\‘O\OH
o- S, -D- %18 CgH 404 (FW 174.20)
CsHyqgO4 FW 134.13)

EEBAN, T, €2-BLA-D-HAE (1008%, 0.75F K, TATCIMF) £EtOAc (
800EF) T MU EF AN, Fm2-FRAAK (94EH, 0.98F K, 1.34F, Aldrich
) #2PPTS (4.16%, 1TEER, 2B R %, Aldrich), AR RE M3 0T,

RE, SRERERE (KRG SM), 4 TEA (4.6 £, sFPPTS A 2 5 &) &
MERRY, ERAETREMFER, FBIABRAEREE R (BK 4 T4, TR
-EtOAc, 9:1 2| 1:1, 4F A BLA ) 4L K G4, 172 68 AT EH R E bR AY (52
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% ).
P LiAH4, THF, 0C Q,>(0
/ \\‘@OH > Ho/‘\/_\ OH
CgH, 404 FW 174.20) CgH404 FW 176.21)

%) LiAlH, (9.26 5, 0.244 R, 1.25 48 Wako) ZFok / H KA A 40k THE
(200 £4) PHERFHEFRERA, £ N, TERFEFL THF (600 £H+100 £ ik
&) FHYSM (68 5L, 039 R )(AH 1S5 hetR). RE, BHFEZREGMWHIN 155
4p. Bid iR MeOH F KX 5, #4845 m 926 £HK. 9.26 £H4 10%NaOH Kix
B 27.78 EHK, FHABRMBFERAY 1 bt RE@AAZLE L REMYE, HA
EtOAc (500 £4F x4) ik, FARETREMFERA, EAZT TR, F3 6223 %
EFEmRA =4 (90.5% ).

\¢ PivCl, NaH, DMF \(
g0 £51C-30T g0 g( 0
GH O FWI76.21) G A0 FWR60.33)
531-YW-2-3

% NaH (8.09 &, 60% ba#4k, 202 EFR, 22 4F, Wako) £Fuk/ &KiE
A6 DMF (200 £41) T2 EFRA, £ LT, £FHKWE DMF (500 £
A+100 EAFHAE) 69 (1624, 99 EER). ATRTHRHIMFRES 75 2040, &
B, HRAMAIESST (AEE) **, BFHKH PivCl (12.5 £, 102 EER,
1.1 4%, TCI ) (A#A 10 404FR ). Hoe, HRASHERHKE-30TC,

TLC ( 2% -AcOEt 2:3)

SM

P
113151 8 Tc, ( BFRE -EtOH)
< ™ 0

HO " —..OPIV Piv0 "~ —OH
i SR ANH CHE Ao KB R K FATHE K, KRB AEOAc (141) FRREH. A
EtOAc (500&# ) BERKEE, MK (0.64x3). #HK (034) ke ehH i,
H B A KNaSOs T2, AiTETHRMNZE, KREiER, FATARKRNAKIEEEE (A
2.8F %, TH-EtOAc, 2:1E1:1, A RhBLA ) ibizRGB & (25434 ), F53.73

AR M AP B 2R L BES31-YW-2-2(16% ) F013.14 LA M AT & F 4531-YW-2-3
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(55% ), & aAHkéEH,

AT A
1. TBDPSCI
C><O 2.LAH Q
H o/\}—?\/o PiV TBDP so/\/——\/o H
531-YW-2-3 531-YW-3
%1531-YW-2-3 (95%, 365EFR) BA0EAFT AP HERA, HMmPPh; (18.3
%, QQIEAR, 195F). REAE2054 A, BEANEHER, RtHioMel (2.94F

F. 47EBE R, 1.34F) #DEAD (6.29E 4 ). AR THIF2054 5, HEEAZR
RBEH G R ERY. AV ECHCLEMRZBWR, HAmE| R d., @dadE iR
W, RERSKHRERR. REBEZFAELSGHIER. A20:1. 10:1. 6:1T 5 / EtOAcE 44
BiAd iR i s AR 4. ) 1.6 508404 531-Y W-3.

1Ba:
% Piv
0 I 1. LIHMDS, THF/HMPA
2. MCPBA MOM
. 3.TEA R NG
MeO P
MOM '
o~-TMS
M
ePh

E—AF A, F-78Ce, @BidiEHREHRLY (531-YW-3, 11.6%, 3138
) FomBih (509-HD-213, 24.5%, SO9EER, 1.6%§ ) ATHF S5 HMPA# RA X
) (130F 4, 10:15k4)) FHERA, FWLIHMDSHER (9H4EH, 0.5 M), £-78
CTF004P 6, EBAZEOC. AHE-10CE, ANHCHUaFoKIEREXKIZALE,
FAEOAcE IR (2x), AHKREAMNE, T, HR4%. ATk / EtOAc, 20:1. 10:1

6:1. 4:182: 10 L 4htbiz =4, 15%)16.0%.

sk h Likey =4 (16 %) & F CHClL, (200 £4) ¥, £ 0CF & MCPBA (16
X S0O9EANR, 1.6 HF, 55%). AOCTF 154945, A=k (20EH#, LF)
30 475, MAeA NapS 03 Kis R FE KIZ R A . ## 20 54v/5, A EtOAc FE (2x).
464 NayS;0;. 485« NaHCO;. # K ek HAE, T, FR4 . A T4 / EtOAc, 20:1.
10:1. 3:1 R AR Bebibizdn =4, 133 125 A& 54 S31-YW-4 (E=AF KT A 83
% ).
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/_/ 1. NaOH

2. Swem

F

# B8 (5.66%, 10£HEMR) AEOH (1004 ) ¥ 9E&RA, HMmS0EH1 N NaOH
AERTHRHELEVWEIR, RE, ARKEZEREH, AEOACEIR (sx). A HEKKE
MAKANE, TR, HRME., EARETHRE L4, FE4.40200KMEZH (92%)

£-78C F#(COCI), (224, 3% & )ASOE A CH,CLF 895K A, %1% 5KAWDMSO
. B-I8CTI1I544P/E, A-718CTF, H¥BER (4.1, 3SEER) RhBLEHT. £
HRATI04E, FHTEA(10TEH, 95 F ). BA THEHR T T2 A48HNH,CI
HEKIEZBR A, MEOAcCERR (2x). AEKEABLSHAMNE, TR, #REEZTHE. L
FHHEEATT—RE.

¥R ETEE YL LRAFRMIBE RS RCI-CHE 4698 A F iH 4.

B C3-CA B R LK &4 &:

1. TMS-CCLi
2. TBSCI

0 3.K,CO3, MeOH $
/N > 1BSO ™
\

AE-60CTHETMS-T 8 (38.8E# ) AIATHFF ¢9i5& A, Hion-BuLi (110£ 4,
25M). REEHEHEREIC, #F45HE2-60C. RE, BLEHRERFMBF,
“Et,0 (33.8F ), BEWAFEALY (1SEH). A-60CTFHFELSIHE, RLRR
EFE, AAFNHCEEKZRE, AEOAcER (2x). TRIFRBAMNE. A4l
/ EtOAcE A EAE L sbAbiZ AL =4, F3]13.9 0B R4,

EAFRREENHT, AAZR TR T G TBSClAKoe B8 F a4 K 4L,

TR THBFTBSRY 9TMS-Lkk (8.74 ) #K,COs (850) AT B FehRA4 (120
E4) S er. AEOAcHEIR (2x), FRFRGAMNE. A IAMAK LA ZR T
, FFR61TELE (95% ). ‘

EMFLAEREFT EHFTATORELEMT LiE,:

TBSO%\ TBSOQ\\
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ER803064

e

MOM & nBuli MOM
+ A —_—
0o TBSO \
P CHO \ <
} a.i

KTk (2650, 125FEFR) EMAE30ESFS THF ¥, F4AHE-78C. FWAED
8 n-BuLi (2.5N, 0.24 £71). £-78CTFHBZR L ALY 10 0, KB, @i
ZhHEETHRME (3.04, 62 £HFK) £30 £+ THF v 85 ®k. A-18CTHRIRE
ot 30 54F, HAEREBRETER, AKEKEZRE, A EtOAc FIR, AHKAEL
WALE, #5237 £iK% &bk 509-HD-108, =% 78%.

TMS

Hy A8/ s MOMO‘kO

Hex, 40°C
MeO

¥4 509-HD-108 (3.4 %, 491 £ENR) EMBE 200 EH THEF . Fhodok (200 #
) FetkfEIzELR (500 £%). £ 40CAE H, LMK A THEFLZEERAHEE 18
B, REBEBMEAR ., KFLELFEH 509-HD-112.

™

BzCl

v % on

EEEBTH S09-HD-112 (34 %, 49 EAR) BRE O EA-KTHT. 23K

MmEZTK (171 £4F, 98 £ER). AFBA (1.14 £5, 122 TER) FHEALEY

DAMP. Z#H 121 8E, Hio 0.1 N ERMMER, HA EtOAc FIiZ L E Rb Y.
FEFEEAE B4z AL ¥, 1F3 K & 509-HD-115, =% 94%,
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TBAF

¥ 509-HD-115 (3.7 %,, 4.64 £ER) HEMAE 50 £EH THF ¥ . #Hie TBAF ¢ THF
wik (1N, 25 F4). £ 50CTmAiZRL RS 24 10T, A ELO #HE, A H0
ek, fARAE L4 E, RFEFEEIK S09-HD-116, F % 68%.,

HO

MOMO  OH
n-BuN
2- & ~1- BEBMLLLLE

¥ 2-F-1-F R (24 45, 95 EEKR) fn-BuN (23 £5F, 95 EER)
BRRE 180 EHRFKRF, Ho#EEA, IR F A0 509-HD-116 (1.85 %, 32 EE
) 7 50 £ THF P65k, iz R A RAY 30 247, 25 F 002 N#EK. 18f
BB AR RA S KR AT A, AAMKAE LG, RIFHKFK EEK S09-HD-118, * %
62% .

¥ S09-HD-118 (1.22 %, 22 B4R ) SMEEHALET. FwEARMAM (1IN,
205FH) Bk, ETBTHRHEZRALRSY 48 I 6F. A H0 ##, A EtOAc FIR.
FAERR A LA S, 15346 £ AT 2N B E —F MK 509-HD-119B £ &%

4% 509-HD-119B (155 £ %, 034 THER) AMEIEHA_RIRY. Hhy T
(4A,360F % )FPCC(360F 4L, LTEER). EERTHRHEZRERESY 1 10T,
WwitsgkrE, KFTEFEHAED 509-HD-125.

HF
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3% 509-HD-125 2 F 25 EA R TiEF. REFWARE (6 N, 10EH). £F
S FRIZEFRAY 30 2047, AFNGH_RTFREL, AKPRPEBRIMNERRL
A, EARAMAE ESE, KIFE EEKR ER803064, ~F 86%.,

ER805149
MARE Tk 45 w2 £ 4L F K 4 & T ER805149,
B2526 (LA E—_BMA YR XFTALR) 441 &

H I 1

¢ gy
o HO N\

453-MS-226
AEFAFTAKER)IHK (88, 62EER) AXKTHF (100EF) T HERA

, EI8CEEMRKAT, RE-TALE (249%FH, QQEAER) pZAAHMLELSL
# (1.66EF, QEER) 92.5MER. KRG, AERMRAKGER (271FF, 31E
BR) RELBEELRSY. E-I8CTRHIZALZSHINE, BABALEEER.
AT F AL AT 2|4 A $ 453-MS-226 (3.924%; 69% ).

H¥% 2
(®) (2)
HO MPMO

453-MS-226 0 453 MS-228 TS

ETRABHKAT, 20 XH1554, $1453-MS-226 (3.774%, 2067EHR) 4
222-ZRERELHMA-FEATE (T4, 48FEFR) ETE (80EH) THREE
BR, BERMZATRBARALETE (0.2E/) T8l MER, £E1054 #2605 41 8
, BB FESF (ZIEA) IMEZATRABARER, #/FEFLE, FMEELEH
RN AL, 5B R H453-MS-228 (3374, K#AS54%) , XA E#—F WA
FF—F%T.

S
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P () (£)
MPMO MPMO

MS
453-MS-228 453-MS-230

R B4 (3.075%, 0.022 R ) A& 72 14435-MS-228 (3.374, K#40.011ER)
EFB (33FH) Feymk, FH#H3S 0, #FRFLAE, HAFELELL, FEL
£-4453-MS-230 (2.22%, K#88% ) .

TR 4

YB3

(o0
TBDP SO/\—(\L MP M
07& ~
(%) > HO ()
. -
MPMO 343-YW-277 TBDPSO \\—( N

453-MS-230 as3ms2zz O/

F-T8CARERKAT, ©453-MS-230 (14, 437EER) AXKTHF (10£+#)
PHERA, BERME-TEENL6 MER (2.73%H, 437EFR) . £-18CTH
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Y52

> :
—_—
H O-Me TBDPS}—%OgMe

501-MS-226 501-MS-251
REZTEA-FRATAREARK (L76EA, 6.7SEER) Foket (461, 6.75%
BR) Eis%H501-MS-226 (1.28%, 6.14EHE R ) ADMF (10£F) FHhE%k, &
J&6F50°C FAodhd by, #AT—HAE, BFEHLL, F2LEH501-MS-251 (1.87
%, 68% ) .
FH®3

Bn Bn
3 S
TBDPS?_&OgMe TBDPS(>_\-OH

501-MS-251 501-MS-255
FE-T8CAEMKAT, 614 #H501-MS-251 (1.37%, 3.06EEKR) AXK=-RT
B (S0EH) ¥4k A, HSADIBAL-HEF KT H1SMER (5.11FH, T.66EHER
) . REBRERAMEBEREIC, HFOCTFHM2IN, #HAF—RLE, BHAEEHL
1, 1F2|4L44501-MS-255 (1.06/L, 83% ) .
T 4
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TBDP H TBDP

501-MS-255 501-MS-257

E-TBCERBHRKAT, OFEBA (034, 36EER) ARK=_KFTR (8EH#
) FHERN, BERMZFER (0S51EH, T2EER) AAKZRAFTR (4E4)
e iEk. 30546, RIS 501-MS-255 (1.369%, 327TEHR R ) AAKZR
Pt (8FF) PR, ¥RERSWFISC TN, REAZTK (2288+
, 1635EBR) 432, BEERBRERETIE, #T—HRLE, F21EH501-MS-257
(1.245, 91%)

FHS

Bn B8n
Id » [ r
TBDPS(; \—0 TBDPSO>_\={

r
501-MS-257 501-MS-261

EOCEMMURXAT, XM (2574, 981EAR) AXAKZRTFHK (16EH)
FHERA, REREK (1635, 491EER) EAK_RTFHR (8FH#) +&
Bk, RIEFAALASHS501-MS-257 (1.24%, 297TEHER) 5=k (0501&+#, 3.6
EBR) RAERR, HRAERASMEBKRETE, BT —BLE, B 4680k, 7
3|14 4501-MS-261 (1.47%, A501-MS-255, 79% ) .

K6
T
mops}_\—{ MO

501-MS-261
>

480-XYL-075 o 501-MS-265

E-T8CAMWMHRKAT, A4 %H501-MS-261 (1.47%, 2.57EHF R ) ERKTHF (
105 ) PR RN, BHRME-TALATKPHI6MER (3218, S.14EER
) . R ERAYHHBRMEISC, REFHLHE-T8C. &i#HNAA4480-XYL-075
(950F 4%, 1.976EF KR ) EXAKTHF (10£4F) T84i5k, BMREOC, HEABT K
W, BEkshie, FE)1AH501-MS-265 (1.11%, 63% ) .

F]R 7
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501-MS-265 501-MS-267

ETRBRIKXKAET, AWREEMELF (3508 45) fobak (708A) HBET, Kb
A4501-MS-265 (1.114, 124 HER) £ (T10EH) $HEREAS o, £AF
it IR, 1316 H501-MS-267 (1.13%, BEAZE) , LEHLAFF—M
®.

HIK 8

501-MS-267 501-MS-279

FITBAFATHF¥ 91 ME®R (0.89F ) 424 4501-MS-267 (160E %, 0.178
£HER) ETHF (1£4) P9k, KHI150HE, #T—KLE, FREHLLY
501-MS-279 (81E %, K#82%) .

F®’9

MO Bn

>
M

501-MS-279 501-MS-282

¥4 4501-MS-279 (81E L, 0.146EHER) £12-—R Tk (100€F) ve4i5
&, BRFAB2-F-1-F XA (223545, 087TERR) A=-ETEK (0207F 4
, 0.87ERR) A=RFR (100EH#) T L RIER (85C) A, #IT—KRLEE, &
& ittt 1F2)1L44501-MS-282( 15SE£ %, 19% ) (m/z: 555.4[M-1; 100%], 511.4[28
%) .

FI 10
MO F" MO Pn
—_—
M MeO
501-MS-282 501-MS-284
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ERKE A5F0H (128 4) BALET, APCC(2E X, 0334EH R ) B L
#501-MS-282 (15 /%, OTEER) A_RFIK (3EH) YHER., WRELREY
FEB T AR HION4Y. AL T =Thii, 846 Edid, 15345 4501-MS-284

(12% %, 80% ) .
H Bn
H
” M
ER-803924 E 3“

+H I 11
OH

F48 % SR BLAKE R (3008 A ) A HHS501-MS-284 (9E %, K#0.016% A
R)ETH (1284) 5EoR TR (300#A) REDFHIER. 205405, #HT—K
38, BEE ML, FENESHER-803924 (75, £E) .

C3-£.H0C4-F R L MMt 5 &

ER-804035 #)4-A:

Me Me
; TBS-CI :
|/\0020H3 " C0,CHs
HO Bk /DMAP TR0
480 XYL 073

£ 0CTHAEDMF (26 EH#) F8(S)-(H)-3-BA-2-FARHKTE (144 4%, 0.121
BR) A, & 4-=FR2EHE (079 &, 0.006 AR ). =Kot (143 %, 0210 BR)
Fof ZTHAFARMAR (2384, 0158 BR ). £OCTHRHERAY 1004, ABL
FTRTFER. RRADABRLHERAMOFERIE SR, 2 BRRE, FABKRFERK
BZR., MABERY, AABMTR, FRE. ATKRTY 5% LRTE R ELK
# b &S E s KA, 15 5] 29.6 £.(98% )5 45 480-XYL-073, L £ A R 4749 '"H-NMR
&7 N

Me Me
- DIBAL-H ~
ook (oro
TBSO CH,Cl, TBSO
480-XYL-077
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4 1b4-4h 480-XYL-073 (5.04 %, 21.7 EAR) BT —RKF& (216 EH#) +,
AHETIRC, FHPUENN 133 EAGEE, ZHEHREARMEAMNST, F
MR TRENBE-RTRTGER (10M, 22 EH). AT AE, ¥ROWEH
B30 p4P. LBHTATEEKZRE, Hifl—®ELBRTMIEFKER, RS
MR R EER, FoF s BL BATHAER, FHARKE1IH. SBZFRE, A
“RFREBRKERA, ARBMATHRANE, L&, HFRE, 755 436 LMWK
480-XYL-077. 'H-NMR ##EHSHEF: EFH B REY R LELEREFA LG A
3:1.33:1. SRS A A T 480-XYL-079 #96-A.

Me Me Br
: Rf. 554-RB-228 i
CHO Br
TBSO TBSO
480-XYL-079

# 88 554-RB-228 4.t 48 B 42 - &~ s AL 449 480-XYL-079.

MOMO O T™S MOMO O JTMS
0 DMSOXCOCH), 0 W o
OH —_— Z
MeO | EtsN /CH,Cl MeO ]
0 Q
o+ O’j
480-XYL-OT5

BEZRFHE (24 £#) ¥4 DMSO (0.5 £ ) AHE-78C. TH T FEBK
E-RFHTHER (20M, 1.7EH4), FHFREHT-IBCTHRH 1004, 2hET
HAiL A S31-YW-005 (1.4 %, 29 EBR) AR TR (3EH, H274%, 2x2 F
) b ek, FAE-TSCTRILIRSY 1004, FATRBERW=ZTHE (25 FH),
FET8C FHERAOH | I a, BHREO0C., AXERMERAY, A RMLEIESE
wEK (1:1) thik—k, BAKEE (3x). AT FRERE, HFHLBETRAER
. RkARK, FABKEE—K., RERE, HLRIEBRTRLR, HEHA
FFFE, /3% 1.36 % (98% ) 480-XYL-075, fi#it 'H-.NMR A# 27T RIFHLE.
Z B3 st ST A T 480-XYL-081 694 A%..

J/'rMS
MOMO O TMS Me Br MOMO O TB8SO,
Y - Rf. 554-RB-240 -
0 R & ___ . Y
e H_O  TBSO MeO wo, #
0 | 480-XYL-079 [
0
o]
o~ 0~
480-XYL-075 «80-XYL-084

35288 554-RB-240 4~ 5, &4 48 F) 42 /4~ A%, 480-XYL-084.
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Rieke-Zinc

—————

MeOH/H,0

(o]
07@
480-XYL-084

AL A4 480-XYL-084 (855 £ %, 121 EBR) BT9REN ARG (51, 50
FH) F. Hho Rieke-4#/& THF PR E (8 £ ), H ¥ RS MEEE K, A

480-XYL-090

e, BdAEI AR AAELERSY, ALBRTEERE. REER ¥L/E
FoRTRTY, FARAERPERELAOPEBREMBERLE. AR FRIEZR
KAEFK, A LBRUBEER—K., AABRMATRANE, FRE, 52 944 £k
# K 480-XYL-075, Hi@it 'H-NMR A#ERFRIFLE, FALBAT 480-XYL-092
65 A

Rf. 554-RB-242
480-XYL-090 74
480-XYL-092 #9455 554-RB-242 & 42 F A0 F) .
TMSj
MOMO [8)
Rf. 5§54-RB-78
and ER-803064

MeO MeO

07L
480-XYL-092

ER-80403543: 88 % T ER-8030644 . )40 B #2 4, A 480-XYL-0924 A ER-804035.

ER-804035

ER804022 & #| %

ER804022

MPMO__OH Swem_ MPM

g

E-78CTF, BEBRR (65FEH, 741 EBR), BFIS0EA—RFKRY. S ¥
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AER (10.5FH, 1482 £EBR), 20045, £-718CTHhmREMHF (524, 247
ERR) ASOEHA_RFTRIHER, - T8CTHRIEI1IHE, FWZCK (310 %
H, 222 EBR), ARAERAGYBRETE, AEFRALEEKRRE, F#RA KT
BRI, A L4E, 193] 509-HD-183, F & 79%.

CBry-PPhy-EtN r

LV \n/‘ MPM A e

AEOCT, ¥=F 8 (1344, SI2FAR) ETI0EHA-_KTFETY. Hinwg
ek (8.5 %, 25.6 EER). 154545, Ko 509-HD-183 (4.1 &, 197 EER) =
L (28 £, 197 £ER) A SO EHAKFTRTHER. | 30 945, AR
BB BRL At . JEAERRAE E44bE, 13%) 509-HD-184, &% 88%.

™S, ™
MPM
N MOM

U
° |

im

Me

£-78CTF, ¥ 509-HD-184 (553 £4%, 1.2 £EFR) ET 10 £ THF ¥, HFieik
THh4E (25M, 133 £4) TR FHER. £-78CT 15 945, Hin 531-HYW-5
ESEHTHF P95 %. A-T8CTRFEIHHWE, RALRSHERRETE, AKE
KZB B, #MLE TBXIR, Esikh s, HF 509-HD-185, &% 95%.

™S

H M1

MeQ MeO

% 509-HD-185 (750 £ 4%, 1.09EE R ) AT 40 £ T . Hhefok (50 A )
FotkfEITEALR] (120 £ 4 ). AERRA H, AMRKXAT, WHRELRESH S . RE
AR . KT L F 509-HD-186.

OH

EERT, ¥ 509-HD-186 (861 £ 4%, 1.9 TER) BT ISEHA—RFEFT. &
MFEAZ LR (380 4A, 273 EHER). XPBLA (253 #A, 218 £EH R ) LT
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4 DAMP., £ 20 1M E, T 0.INLRMER, FRA LB LEERRE L RAY.
FEAERAE Esbibdn =4, 153 509-HD-187, % 95%.,

™ :
MPMO,
MOM
Xo 08z

¥ 509-HD-187 (813 £ 4%, 103 EER) AT 10 EH -8 FE 5 £/ K RA
b, FADDQ (234 £4, 1.03 EAR). ATETHRHE | IatE, AEfKEEE4M
BREK IR RASY, R BB FER, KR 4G, KI1F 509-HD-188, &
% 48%.,

MsCQUELN

i OBz

A 0CT, % S09-HD-188 (313 £ %, 047 EER)BEF IS EA_RFIRTF. Fh
Z B (1305, 094 EAR) A PEBBLRA (54857, 071 EER), EHHE 204
45, MAFEEBEAERIRERSY, HA—RFTRER, EAKREEELE, K
% 509-HD-189, &% 93%.

3% 509-HD-189 (327 £ %, 044 EER) %5-F 10 £ DMF F. FHief f 48 (85
Fh, 12EH8R) feEdhaim T4, £SSCTHRHE2IHE, ALBTEHR
FR RS, FARKA. LA LSS, F4F 509-HD-190, &~ % 93%.

3% 509-HD-190 (297 £ %, 043 EBE R ) EF 10 £ THF . %40 TBAF i5#& (1
N, 13EH#). EEERTHRH¥ERZ RS 1 i, A ELO ##, #/A H,0 k. £
JA: Lebib B, RIFAEF £ 5S09-HD-191 (215 £ 4£).
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N
»

MOM
1. MegP, THF, H,0

2.EDC

}o 0Bz

AETRT, =98 (IN, 15SEH#) ETISEH THF 5 S EFAKAGRSH .
Ao 509-HD-191 (215 £ 4, 031 £ER)., ##F 12005, KL RS, F5F R0,
BEEYEET SOE#A_RFRET. HMEDC (593 £%, 3.1 EAR), AHH 2
MG, AKHE, #A R TFHRER. £ HPTLC L& /E, 3K4F 509-HD-197, *% 30
% .

NaOH

3% 509-HD-197 (51 £ %, 002 £ R ) 5 F5EATEF. FmoARMALM (IN,
092 £4) Bk, BEERSHT TR THE 48 )8t A H,0 #H#, vA EtOAc FIK,
/£ HPTLC L&k e, #F 115 L L2826 F—FHIK 509-HD-198 L &4,

$509-HD-198 (10.0£ %, 0.02EER) B TF3EA—RFP. FwoyFih (44
, 48F %) FoPCC (48 %, 0.2EHR) . B R ERAH T ER THIFIIE. A
TLC#4L G, 3£4%509-HD-200, ~#35%.

*
N

$ 509-HD-200 (13 £ 4, 0.0079 £AR) BF 025 EA—RFRY. RERWE
B (6N, 1 EH). ¥EERLSHTERTHRE 1. ARG _RTEHEL, A
Kbt BB ENERAE., EABRAYE LGNS, KBXETFEHQERK
ER804022.

ER-803027-00-01 ¥ #| 4
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447-JCH-2968
ER-803027-00-01

447-JCH-245B

ey

>((ﬂ\0/\v j\(\oan

447-JCH-245B

17

C1314240s C 20H300s
s 8: 260.16 Bs 8 350.21
Mol. Wit.: 260.33 Mol. Wt.: 350.45
C,6854; H,863; 0,2283

C.59.96; H,9.29; 0,30.73
%) 531-YW-2-2(3.5%, 134 EER)E15SEHAIEO0C (K, K; sh3REH)
¢4 XK DMF ¥ 98 A 3E% A, 71N NaH (039 %, 16 EER), BEFIAFLE
(034 %, 20 EAR). AEETHH I18IHE, RAHRSH T 0CTAH, HFFii
Ko AR L RAY, 5+ A LRI, Fasl i L4 Tk, EtOAc: 90/10),
7% %) 447-JCH-245B (0.93 %, *%20% ).
447-JCH-268B

0
>(ko/\~ ’-\/\oan n HO™ >, /-Y\OBn
0 0

447-JCH-245B 447-JCH-268B
CooH3p0s C18H220,
#Eos R 350.21 BHmoFR 266.15
Mol. Wt.: 350.45 Mol. Wit.: 266.33
C,6764; H,833; 0,24.03

C,68.54; H,8.63; O, 22.83
%1447-JCH-245B (0.93%,, 27TEBR) ASEH LB T UM AREERA, Sl M
NaOHK&E® (4EFH) . AR THIFISIHE, AKFEBRERLSY, HALEKER
. s dh EaER E b4t (245, EtOAc: 60/40) , #3%)447-JCH-268B (0.47%, * %

67% ) .
447-JCH-271B
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) Q
HO™ >, OBn - RS ’\/\oan
0 o)
447-JCH-268B 447 JCH-271B
C1H2204 Cq15HI0
B 7R 266.15 A Z 8 376.05
Mol. Wt : 266.33 Mot WA - 276.23
C.67.64; H,8.33; 0,24.03 C,47.89: H,563;1,33.73; 0,12.76

1R EWLTF P X T4 AT A #S31-YW-38442 5, 1£447-JCH-268B (0.450%,, 1.69
ERER) 5=XM (08874, 338 FR) . DEAD (0.32F 4, 2E A R) Femit Fix
(0.158F A, 254EHFR) £AFK (1698 #) T#HATRE, 452|447-JCH-271B (0.553
A, 86% F&)

447-JCH-273B

e T S

£-78C (Fik, AM; AREBAEI) T, §509-HD-213 (0.553%, 147EHER)
#3447-JCH-271B (1.06%, 22EBE R ) A6E#10:11b R §HMPA/THF R4 F 69 5 7
BHEAN, SR CGEHER) IAU2EHAAR RS HHFEMGLIHMDSATHI (2.2F#
, 22EBR) b1 MBR., £-T8CTFI054E, RAERAMEREIC, KE, @
R BAGIKEREKZRE. ARKEERLRAY, A TRER, a4
AR L4t (TR, EtOAc: 90/10) , #3%2]447-JCH-273B (0.910%, ~%84% )
447-JCH-275B

MO ETMS MO BTMS
- o
M '\(!/\oen MeO 7 OBn
SePh

447-JCH-273B 447-JCH-275B
FEOCTF (s, K; $¥RBEH) T, ®447-JCH-273B (09104, 1258 R) £
4EF —_RFRFTOBARBFERA, FHMCPBA (0.665, 3.8EHF . ECTH#H

HI50475, A=k (158H#), AERAERLYERETE,. EERTHIHLS
DB, BARRARAEEREABAAERT 0% ER, FHREHHHI054

. AKHBRERASY, A UBER, #AMHERKR Lk (TH, EtOAc: 80/20
) , 13%]447-JCH-275B (0.70%, 98% = %) .
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447-JCH-277B

MOMO Q7 TMS MoMO O~~~ TMS
MeO 4 \‘E\./\oan MeO \ﬁ(\OH
0 8]
447-JCH-275B 447-JCH-2778B
C31Ha4OgSi C24Hgp08Si
EHoF8: 672.28 o8 484.25
Mol. WA.: 6§72.76 Mol. Wht.: 484.66
C.65.01; H,7.74; 0,22.35,Si,4.90 C,59.48; H,8.32; 0,26.41, Si,5.79

ETETF, ©1447-JCH-275B (0.71%, 1288 R ) BISEF TR YHEAHBHER
A, 3l EHI0%Pd, . FRERSHTERTHRFISNN, RSBt L §
k. {EAA AR Ed (O, EtOAc: 70/30) , #F%)447-3CH-2/7B (0.584%,

FHE99% ) .
447-JCH-280A
MOMO O/VTMS MOMO ONTMS
MeO MeO
447-JCH-2778B 447-JCH-2804
C2qHadOgSi C24H3e08Si
e T8 - 484.25 WS TR 48223
Mol. Wit.: 484 .66 Mol. Wi.: 48264
C.59.48; H,8.32; 0,26.41; Si,5.79 C.59.73; H,7.84; 0, 26.52; Si,5.82

1278 £ F Lk £ F oA T E 4$480-XYL-0756942 4, 1£447-JCH-277B (0.6, 1.2
E R R ) 5Dess-MartiniX %] (0.763%, 1.8EHR) RHEME4M (0.38%) A=A T (
48E 4 ) TR A, 1$%)447-JCH-280A (0.602%) .

447-JCH-282B
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OMP M
~TMS
MOMO 0 MOMO 0/\/TMS
o 9 - o q #
MeO Yo MeO i OH
@]
O
447-JCH-280A
L OHOTR
H®ROFR: 48223 C3H 5401051
Mol. Wt.: 482.64 ko8 686.35
C,58.73, H,7.94; 0,26.52; 51,682 Mol. Wt.: 686.90

C,B4.70; H,7.92: 0, 23.29; Si, 4.09

1% £ F £ X T4 RER-8030646542 F ( BB 509-HD-108) , 4%£447-JCH-280A
(0.64) &5 ¢ ¥4343-YW-276 (0.324%, 1.S6EEK) ATHF (18£#) ¥R &, 3%
447-JCH-282B (0.6%, A447-JCH-277B, F%70% , .

447-JCH-283B

OMPM
MOMO O~ >~ TMS MOMO
m" fo— m
MeO \L OH MeO
447-JCH-282B 447-JCH-2838
Ca7H54010Si 7Hsg01gSI
B 7B 686.35 m&\ % 68836
Mol. Wt 686,90 Mol, Wi 688,92
C,B4.70; H, 7.97- 0, 23.29: Si, 4.09 C.64.51: H, 8.19. 0, 23.22; Si, 4.08

1 B £ F Lk X F4 RER-80306469 42 5 ( - B 509-HD-112) , & A #kf&dafEql
#|, 1£447-JCH-282B (0.6%, ) &1k, #§%]447-JCH-283B (0.61% ) .
447-JCH-285B

MOMO O/\/TMS : MOMO 0/\/'TMS :
MeO H MeO Bz
e .
447-JCH-2838 447-JCH-2658
Ca 560 1051 CadippO1Si
ﬁmﬁ?& 688.36 sl TR 79239
Mol. Wt 688.92 Mol. Wt 79303

C,6451,H,819; 0,23.22 Si,4.08 C,6664; H,763;0,2219; Si, 354

vvvvv
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1% A £ 4 F £k £ F 4 RER-803064 49 42 & ( B £ 509-HD-115), 4%
447-JCH-283A (0.72% ) HEXFBA (037, 263THER) A, 5F
447-JCH-285B (0.78%, 93% ).

447-JCH-287B

MOMO O~~~ TMS MOMQ o ~TMS :
/Cé)\ 0 = OMPM = OH
MeO Bz —_—————n»  MeO Bz
o)
447.JCH-2858 447-4CH-2878
000 11Si CagH 520 1S
ﬁﬁﬁ?i 792.39 B FE: 67233
Mol Vit 793.03 Mol. VWt . 672.88
C,66.64; H,7.63; 0,2218; Si, 3.54 C,64.26,H,7.79;, 0, 23.78, Si, 417

EERT, $1447-JCH-285B (0.68%, 086EER) A2/1ATH/ K
RAoY (26EF) THBABLIFERA, HDDQ (0.174 ). AEEBTHH
4004F 5, AUBMTUEBHERELRAY, AEASRLMAKER (0.IN) RiE—
K, FHFRAKEEBK, BT/ CETE: (60/40) #BL, BN KE#%
sz =4, 15%)447-JCH-287B (0.52%, 88% ).

447-JCH-288A

MOMO OH

_ s

%

447-JCH-288A 447-JCH-2908
wmS R 57226 s F 8 55425
Mol. Wt 57264 Mol. Wt 554 63
C,65.02,H,7.04, 0,27.94 C,67.13,H,6.1; 0,25.96

& B A4 F L& % F 4 RER-803064 4942 & ( Br$& 509-HD-116), 1%
447-JCH-287B (0.58%, 0.86E & R ) 5TBAF (0.68%, 2.6E4 ) £ETHF
(2.6£F)F R A, 13%)447-JCH-288A (0471 ).
447-JCH-290B
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MOMO  OH H MOMO O J\/

447-JCH-288A 447-JCH-290B
C31H40010 C 323809
e T WL R 554 05
Mol. vt 57264 Mol. Wt .: 554 .04
C,6502,H,7.04,0, 2794 C,6713;H,691;, 0,2596

AT T, #f447-JCH-288A (0314, 0.54EHER) 5 =XM (034,
217 BER) ATHF (43 M) F eyt AR HBERA, HMDEAD (0.57%,
QI1TERR). AERTHRHIIEE, AAZTRERLREH. AT/
LB TES: (70/30) B, it A K &k sl igAm 4, 15 2]447-JCH-290B
(0215%, 70% ).

447-JCH-294B

mgg mﬁm

447-JCH-290B 447-JCH-294B
C31H380g C 2413408
Wiy F 8 554.25 ﬁmﬁ-‘,&é: 45023
wal. WA - 554 63 Mol. WA : 450.52
C,67.13;H,6.91,0,2596 C,6398; H,761; 0, 28.41

4 R £ F b ik % F 4 AR ER-803064 49 42 & ( Br K 509-HD-119), 1%
447-JCH-290B (0.21%, 038EH R ) HAAMM (1 MER, 1984, 19
EHER) ECH (57EH4) T RE, 15%)447-JCH-294B (0.1285L, 73% )

447-JCH-295B

MOMO (e} MOMO o] J\/
J@i °

447-JCH-294B 447-JCH-2958
Cadi30s C 2413208
EHS R 450.23 HRoIF8: 44821
Mol. Wt 450.52 Mol. Wt 448 51
C,63.98 H, 7.61;, 0, 28.41 C,6427,H,719;0,28.54

EEi%T, $1447-JCH-294B (0.07%, 0.155E B R ) A=K T (15%
#) P ABRIEERRN, FmEB A (0.085%) FDess-MartiniX & ( 165
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%, 0388ERR), ATRTHRBASHAE, FhEBREAMIOIKERT
B10% (ww) HFRABLEER, AKHEBRERASY, FRALRER, A
A/ LB T B (60/40) AL, B AREHFLZATY, 732
447-JCH-295B (0.065.,, 88% ).

A47-TCH-294AR/ER-803027

MOMO O /k/ OH O /|\/
/Cé)\/‘\'l

HO.,
Q
OH
447-JCH-295B 447-JCH-296B
CaHx 05 C19H2 Oy
ﬁmﬁ%ﬂ 448.21 s & 36415
Mol. W 448.51 Mol. VW 364.39
€,6427,H,743 ¢, 2854 €, 6263 H Fe1 (O 2n74

1 B K 4L F Lk # F 4 AR ER-803064 6942 & ( M B 509-HD-125), 1%
447-JCH-295B (0.017%, 0.038&£ B /) 5HF (48% ) (0.85F# ) ETH (
34EH) PR E, 13%]447-JCH-296B/ER-803027 (0.006%, 97% ).

B2329#4 4| & :
Racemic
447-SG-089A
OMe
|
HO” ""0H — Cj)g/
(o]
C __SG-
s oo Ny
Ol - )
C,47.35 H,10.60; 0, 4205 FRoSFR: 19409

Mol. Wt 194 .23
C,6802 H,7.27, 0,24.71

EREAEZEAISCT, H1,3-A=8 (1545, 197TEHER). -5 8—
Vs (37TEA, 217EAR) Ast-FHRHKK (3584) 6hiRb4, LDMF
(35.58 9 ) PHHF6Ih. BREZRAYLHETR, REF KB AN
Fokisk., AKWERERSY, #A LKRTEFEIR, 5%447-SG-089A (
35.8% ). AFH AL AE KA A T F— K.

165



03810248. X o B E132/162)

447-SG-89B
Z OMe Z OMe
el 2 J HO X
I\,o " LO
413--SG-089A 413--SG-089B
C1H1403 C1H160a
FEWoFE 10409 Bl FR 1961
Mol Vo 194.23 Mol. Wt : 196.24
C,68.02 H,7.27, 0,24.71 C,67.32 H,8.22 0,24.46

©1413-SG-89A (12954, 66.67TEER) AR T (225FH#) ¥45%
HESC (k/ 3, AIBET) A BIERA, FWDIBAL-HA T X
Pl MER (100€5, 1008ER). AZERFTHH2IHE, BidHwT
B (1004 ) FXKREZ. EHNBLH2IHE, Hi100E AR MI0F
AKER., ERFIIEE, RI0EA LRASRLRESY, 1+ 2 TH#
Fopot, BiEdAFEIARBETRERAERSY, HEAITRELREZEN. ATK
/ CRRTE (2:1, REUAYL) %M, BLNKE#ELEMZATY, 77
447-SG-89B ( 11.45, > %88% ).
413-SG-106A
Ho\|\/o‘/|\@/0Me ] : ’ OMe

413-SG-089B 413-SG-106A
C1H160; CiH
HHBOSFE 19611 ﬁmﬁ;}?i 194 09
Mol. Wt.: 196.24 Mol. Wt.. 194.23
C,67.32, H,822 0,24.46 C,6802 H,7.27,0,2471

#1413-SG-89B (2%, 109EER) AR FHK (225F#) F, &4¥
EO0C (s /K, s$P3pB A7) ZHABRFERRN, HAWDMSO (2.5€ 4,
35.67TE R ), &£ RP205 (5065, 35.67TEBR), TERTHHE— I
B, BREMAHNTHREIC, #Rw=0CE (1.1£H#, 5095&#). £%
BTRBASHME, AARBRERESY, FA_RTRER, @3ALHR
FEN., ABHMERGY, FREEWKR, ARk, AIERLXBREIERN, F
2]413-SG-106A (2.1%), AE st AR FMAFMA T T —F K.

413-SG-106B
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£ ] OMe Br 2 ; OMe
o\ =X Bro = =X

413-SG-106A 413-SG-106B
C1H160 CithPrO2
ﬁmb\%i{e 156,11 ﬁﬁﬁ'}e‘g 347.98
Mol M. 196.24 Mol. V.. 35005
C,4117, H,4.03; Br, 4565, 0,9.14

C 6732H,822 0,24.46
A EMTF LK £ FART A H343-YW-2764942 /-, 1£413-SG-106A (
1098 R ) 5 =K (74, 2649FBER ). Wiksk (4394, 13258 %
R)BRZTH (14F#, 109ZFR) AR Tk (126EH) FRE. A
B/ R FH(1/1) %48, @i 19 % &% % Ak 48 > % 13 21413-SG-106B

(3.04%, ~%85%).
413-SG-110B

Omie 2
Br / | TBDPSOA\&\O Iro
Br)\kl )
o TBDPSO/\’
413-SG-1068

C1HuGy
BRSFE: 19409 413-SG- 1108
Mol. Wt.. 194.23 CaH
C,68.02 H,7.27, 0, 24.71 TS e 50231
Mol. Wt.: 602.83

C,71.73,H,768; 00,1592, Si, 466
1R £ F ik £ F 4 R F 4 554-RB-240BeG 42 -, £-T8C T, &
413-SG-106B (1.66%, 4.73E B KR ) Hn-BuLi (2.5 M, £FX¥, 428 #
, 1041EER) £THF (325%#) PRE. RE, £ -18CT, RAFR
£ 42 5+ ia4343-YW-277 (1.64%, 397TEBER) ATHF (124 ) T RK
SX/ LEBRTE (3/1) B, BiLWKEEEELZATY, 73
413-SG-110B (2.01%, F#86% ).

413-SG-167A
) 7 MPM
- 1BD0PSO” 4 H

MP M

413-SG-1108 413-SG-167A
ﬁﬁ;\ d__}. Y 6Si C3gHqgOgSi
602.31 : 604.32
Mat. Vit : 602.83 ﬁ%vﬁ%&m 85
C,71.73; H,7.69; 0,15.92; Si, 4.66 C,71.49; H,8.00; 0,15.87; Si, 464
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A EMF LR EFAOATEH554-RB-2416942 F, 1£413-SG-110B (
1.4%, 2218 R) ST R (R2EH) ¥, F4E B A AR AT Bl
, 1$%)413-SG-167A (1.44% ).

413-SG-169B
o OMPM g = P M
TBDPSO” ] H TB0PSD” Bz

——ee e . O

413-SG-167A 413-S6-169B
CagHadOeSi Cq3Hs207Si

oy 60432 B8 70835
Mol. VWt - 604 .85 Mol VWA : 708.95
C,71.49; H, 8.00. 0, 15.87; Si, 4.64 C,7285 H,7.39 0, 1580 Si, 396

188 £ F L& £ F A MS554-RB-2420442 5, 1£413-SG-167A (1.37%,
22TEBR) 5XEFHBA (053, 454FEB R ). Z T (079, 5.68
EH4) ABALEFHDMAPE—R TR (12E4) YRE., AR/ LRTE
(3/1) %M, BiTRKE#EEsibizd %, #52/413-SG-169B ( 1.584,
F%99% ),

413-SG-169B
OMPM OMPM
TBDPSO 0Bz - . HO Bz

0 0

413-56-1698 413-56-170B

i CaHa O
OrSi .
. 708.35 i AL -4470 23
Mol. Wi.: 708.95 e or
C,72.85; H, 7.38: 0. 15.80: Si, 3.98 C.68.92; H,7.28; 0,23.80

EETERT, #£413-SG-169B (1.58%,, 2.22F B R ) 5 TBAF (0.88%, 3.34

BR) ETHF (6E#) PALE. AKFHBERLLREY, FACHRER, A
T/ CERTEE (5/1, REVALL) &, BENRE£EEALZATY,
#$%)413-SG-169B (1.02%, > %98% ).

413-SG-163B
& MP M & MP M
HO™ > Bz N4 Bz
) E— o
413 so-1 708 413-56-1738
5 470 23 ﬁﬁf}?g 013

Wol &% ol Wt - 580.45

C,6892 H,7.28; 0, 2380 C.5587: M E 1% 151 88, 0. 16.54

1% 8 EALF ik & F 4 M554-RB-2606942 A4, 1£413-SG-170B ( 1.02%,,
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2QITERR) 5=ZKM (0974, 3.69€E KR ). DEAD (036E 7, 228% &
R) RBATR (0.175€F, 2.82EER) £AFX (198#) YARE. AT
%/ LETE (91, REVAS/) A, i &G #kmiiznzY, 7
%)413-SG-163B ( 1.12%, ~%98% ).

413-SG-174B
MOMD O~~~ TMS e TMS
MOMO O
o ¢ OMPM J:t;co
SePh A 2
0 —_—" MeO Bz
0
413.SG-173B
Cz7H3908 412-SG-1748
ﬁv% Emi % 58251 ’ mis‘%i‘?g"- 17§ir5 36
C,55.87; H,5.73 |, 21 86; O, 16.54 Mol. WA : 776.98

C,66.47 H,7.26, 0,2285 i, S.61

18 KT Bk % T4 RS531-YW-48442 F, 1£413-SG-173B (1.12%,
1.93E R ) 5+ @ 4509-HD-213 (1.24, 2.51FEF R ) ALIHMDS ( £THF
a1 MiE&, 2384, 238 B R) £10k 14 THF/HMPAR A% (173
) R A, #%413-SG-174A. 1£413-SG-174A (4414 ) 5MCPBA (0.61
£ 1L.93EBRR) A=K (1.6, 1L6EER) RE. ALK/ LRT
B (5/1, SREVA3/1) %uBl, @i 1 & &3 ik bqbiz e = 4, 15%]413-SG-174B
(0.895%, *#45% ).

413-SG-177B
MOMO 0~ -TMS MOMO 0 ~TMS
MO & Bz —_—  MeD avi Bz
0 0
412 SG-174B 412.SG-177B
560 115i CaH 4015
ﬁ% 776.36 ¥ FHB: 656.30
Mol 76.98 Mol VM - 656.84
C, 66.47: H, 7.26. 0, 22 65; Si, 3.61 C,64.00; H,7.37. 0, 24.36; Si, 4.28

1# ) £ALF ik % F 4 mR453-MS-2626942 A, 1£413-SG-174B (0.89%%
, LIAZHER) 5DDQ (0314, 137TEHER) A21=RFI / KRbH (
48EA) YRE, ATHK/ LBTE (5/1, REWU3/) ®wil, AELWNEE
kb Y, 1$%]413-SG-177B (0.4545L, F#%61% ).
413-SG-179B
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MOMO O -TMS MOMO O ~~TMS
MeO & Bz MeO aY Bz

0 0

412-SG-174B 412-SG-177B
Ca 560 13Si Ca o015

RS 7R 77636 s F&: 656.30
Mol. Vit 776.98 Mol, ¥ 255
C,66.47; H,7.26, 0, 22 65; Si, 361 C,64.00; H,7.37, 0,24.36; Si, 4.28

1% B £ F Eif %X F 4 R ER-803064 49 #2 & ( M #509-HD-116 ), 1%
413-SG-177B (0.45%,, 0.691% £ & ) 5 TBAF (0.542%,, 2.07E£F R ) £ATHF
(22EH)FPRE. AZRT/ T8 (95/5) %hl, BRELNREEHHMAZL
A Z 4, 7%%)413-SG-179B (03154, ~H79% ).

413-SG-180B
MOMO  OH MOMO O
oo o jsse
: ————
A 0w,
M0 Bz MeO & /\j\oaz
0
412-SG-1798 413-5G-180B
C3pHas010 C g'I:MOg
ERO PR 55623 RS 18: 53822
Mol. Wt ; 556 60 Mol. We.: 538.59
C,64.74, H,6.52, 0,28.74 C,66.90; H, 6.36; 0, 26.74

##£413-SG-179B (0.31%, 054E B R ) H=ZRM (0.175%, 0.658EH
/R ) ADEAD (0.105&#, 0.658% B R ) ATHF (43E+4#) YRE. ALK
/ LB TES: (3/1), @it QK &bk sz T4, #5%2]1413-SG-180B (0.2
Ko FEE69% ).

413-SG-182A
MOMO  OH MOMO O
= : Q..
MeO B MeO Z F/\;\aaz
0

412-SG-179B 413-SG-180B
C30H3801p C 3gH340g

B & 556.23 Ly i: 53822
Mol. Wt : 556 60 Mol. Wt 53859

C,64.74 H,652 0,2874 C,66.90; H, 6.36, 0, 26 74

i B £ LT ki £ F 4 AR BR-803064 &) 42 & ( M # 509-HD-119), 1%
413-SG-180B (0.18%,, 0334E B R ) HEAMM (1 MER, 1LTEH, 17
EBR) ETE / THFH21RAY (10EH) FRE, #5%)413-SG-182A (
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0.16% ). A EH—Hshibissn AT TF—H K,

413-SG-188B
MOMO © MOMO O
LS, — LT
0., 0.,
MeO & H MeO 7
413-SG-182A 413-5G-188B
CaH3008 C 242608
BHRSTE 43419 BhoF2: 43218
Mol. Wt 434 48 Mol. Wt 432.46
C,63.58; H, 6.96; O, 29.46 C,63.88, H,6.53; 0, 2960

1% B %4 F Lk % F 4 AR ER-803064 6942 & ( Br#509-HD-125), 1%
413-SG-182A (0.14%, 032EH R ) 5PCC (0845, 38TEER) £EA
SFHaA (800 4) YR T (4FHA) FRE. ALK/ LK TBE:
(70/30), &1L A% &3k shLigHL =4, #3]413-SG-188B (0.07%, %

52% ).
413-SG-93B
MOMO © OH O
O - \
MeO & 0 - MeO &
o) OH
413-SG-1888 413-SG-193B
C23H280s C 12007
whp B 43218 B/ F&: 34812
Mol. Wt 432.46 Mol. Wt.; 348.35
C,63.88; H,6.53; 0,29.60 C,6206; H, 579, 0,32.15

1% ) £ 44T L& X T4 RER-8030644942 5 ( & /& 3R ), $£413-SG-188B
(0.067%, 0.157E B KR ) 5HF (LM FH6MER, 17.7E#H) £A=RT
% (31EH) TRE. ATK/ TBRTBE: (60/40), @iLRNKE#EELKL
ALY, #33]413-SG-193B/ B-2329 (0.05%, ~&91% ).

B2395¢) #1&-:
OH O
H
~o o
OH
OH
413-SG-184B
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MOMO 07 >~ TMS MOMO O~ \TMS
CC‘L O — m e
MeO & Bz MeO & Bz
0 o)
412-SG-178A 412-SG-184B
CagH st0 1B C3Hs5201£Si
HFg 07032 ES TR 1
Mol. Wi 670.86 Mol. Wt 74895
C,64.45, H,751;.0,2385 Si,4.19 C,59.34; H,7.00,0,2563; S, 4.28; Si, 375

$1413-SG-178B (0.194%, 0.289E B R ) 5 =Tk (0.08€ 4, 0.578%

) EAKZRFHRTELIHE0C (K /KRy sh3B A7) eyt h it
BmA, I FTABRBA (0.034EH, 0434EER). ACTHHIIHE
, R BEARFRER., ARAHEEREREH, FAKTRER, &
F 4|49 F ARk k44 (4% / EtOAc: 1/1), #7%(413-SG-184B (0.215%, ~
%99% ).

413-SG-185B
MOMO O \TMS MOMO 0TS
MeO —_— M ‘ \b/C\/\
413-56-1843 413.-56-1858
C g0 1:SSi CxHigNOSi
BOFE e 29 BT 69532
Mol .. 748.95 Mol. WA 695,87 .
C.5334; H,7.00; 0, 563; S, 4.28; Si, 3.75 C,6244; H,7.10; N, 6.04; O, 20 69; Si, 4.04

H£85C T, AAHI413-SG-184B (02164, 0.2883EHF R ). & K
(0.028%, 0.432F B R ) AHEAF s w-T RE&ADMFTY #5R&. 904
, EATTRER L RAY. RAAH P TR L4 (T / EtOAc

. 5/1), #%%)413-SG-185B (0.086%, ~#%93% ).

413-SG-186A
MOMO Q- > TMS MOMO  OH
ﬁiﬁi S — Jijio\, L
MeO >~ f* Bz MeO A Bz
o 0
413-56-1858 413-S6-186A
CogHgN05SI
RN R 69532 T ot 25
Mol. Wt.; 695,87 Mol WA 595,64
C,62.14; H,7.10; N, 6.04; O, 20.6; Si, 4.04 C,6251; H,6.26N,7.05,0,24.17
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1 B K4 F L& X F 4 RER-803064%9 42 & ( M- 509-HD-116 ), 1%
413-SG-185B (0.194%, 027@ &) 5TBAF (0.21%, 08E£& R ) ATHF
(1E£EA)P R, F5413-SG-186A (0.14% ). A FLhiLFsmF=HA T F
—F K.

413-8G-217A

MOMO  OH

[ o8 Yo R—
MeO il Bz MeO

413-5G-186A 413-SG-2178

HamNOg

#® 0,24
ﬁﬁ?"vﬁﬂsg%géfs B 050

C,6251; H,6.26, N, 7.05, 0, 2417 C,B685 H,T7, 05,2664

EERT, ©1413-SG-186A (0.092%,, 0.156%F B R ) ££THF / K4/1 (1.5
) PR ARFERA, JR=ZFH (0.78F, 0.778ERR), A%
BTHHISINE, AATTRERLREW. AKHERZGY, AR
TR ER, #£3/413-SG-217A. TRz, RELLATFT—F K.

EEETF, #1413-SG-217A (0156 EER ) AR TFHK (02£4) ¥4
HABAHERAN - FIH#EDC (0.10€ %, 0.54EHER). ERTHHLINE
, BEAZTRERLRAY. #AHH THAK LMK (THREOAc: 1/1),
##%]413-SG-217B (0.036%, =%42% ).

413-SG-221A
MOMO O MOMO O J\/
O 0.
MeO 7 Bz MeO 7 H
0 0
413-S6-217B 413-5G-221A
C 3d1360g Cadi3NO7
o8B 54024 B FE: 44723
Mol. ¥Wt.- 540 60 Mol. Wt 447 52
C,66.65 H,6.71; O, 26 64 C,64.41,H,7.43 N, 313, 0,2503

1% B £ F Ei& £ F 4 ARER-803064 5 #2 & ( Br#509-HD-119), 4%
413-SG-217B (0.036%, 0.065EH R ) 5 & A4 (1 MiE&, 03FH, 0.3
EBRRVECTE / THF2/1RA4 (2EH) ¥ K&, #5%)413-SG-221A (0.031
&) RER—-FhiKm YA FF SR,

413-SG-226A
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MeO
413-SG-221A 413-SG-226A
CaHmNO7 CaH N0y
o8 44723 oo FE: 4452
Mol Wt - 447 5D Mol. We.: 44551
C, 6441, H 743 N, .13 0,503 C,6470,H,701,N,3.14, 0,25.14

1 B £ 4L F L& X F 4 ARER-803027¢0 42 & ( M-8 447-JCH-295), 1%
413-SG-221A (0.014%, 0.031E A K ) 5 Dess-MartiniX # (80F £, 0.188
EBRR) R2.6-=F Aot (0.036FF, 0313EER) AR TR (2.1£4#
VP B ARALE T AR L ( R T/ T BF: 98/2), 4% %)413-SG-226A
(0.005%. *#%36%)

413-SG-235B

MOMO ou/‘\/ ] HO o”H/‘Q\/\
Meo’ﬁ:li‘;‘?y\lo MeO NS 7o

413-SG-226A 413-56-2358
BRAER: 44521 AT 31 15
Mol Wt 445 51 Mol W 361 .39
C,64.70;H,7.01.N, 314, 0,25.14 C, 6315 H,6.41: N, 388, O, 26.56

A EMTF LXK F AL ARER8030649 £ F (KRBT HR), &
413-SG-226AB (0.01%, 0.022E AR ) 5HF (E£THFH1S MER, 5
) EZRFRE (2&H#4) YRE. AE-TK/ TBRTE: (3/1) ®t, &
i &k ik F 4, 15%)413-SG-235B (0.0045, &~ %50% ).

C8-BLEA X M4, NF0530. NF0531. NF0552ANF07614) %] &

1y Me;S-BHy Me0,C H
nbo,cf\o‘/:ozlvle . 2 ’\8;‘0

7) NaBHg, THF

1~ = PR EARE 63% MK-001
BL-—FHRERBE (50%, 3084 ) i5F £NKTHF (308%4)
b, FAHEOC. RE, BAFMBH;-Me,SEA4 (10M, 1.15F, 34%

#, 034K ), BERRLSWERETE, BI04 E, BAEFLHE0
‘C, #ANaBHs (0.05% %, 15S4EHE R, S83EL), HARHO4. A
MeOH# K sb B FL, FHAE®RE T RS, @iLaR & # %44 (AcOEt/ MeOH
) EHH K G, FEIMK-001 (2650, 63% ).
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Me M
)—< >—0 e
MeO
Meozc/\s/\ou Me °2
H :
MK-001 cat.CSA, CHoCl; MK-002 Me

64%
£0CTF, AMK-001 (1005, 74.6EER) foxf -G AR T4 8 (16.5
L, 9698 B, L150% #AKCLCL T #iE&R A, HADL-10-CSA (35
SERR), REBRARGMEBHERETR. LRXE, Fm0.042
EFEGN, KB KREL., @K E#E%4 (TR / AcOEL: 5/18]3/1) %41

m CHAClolt ME h BuLi, THF
MK-002 “ome MKOB  ““ome MK-004
40%,2 5%

DIBAL-H, -78°C © PhgPCH3'Br X
NeO N
/\
= Me

1#MK-002 (12.1%, 480 & R ) & F £ /KCH,Cl,-DME (240% #-240
FH) b, FAHE-T8C. REAEINHA, RFERIw KT HDIBAL-H
(1.0M, 504%FF, SO.A4EHER), FAE-T8CTHRHEREY A 51005 4.
AMeOH (6E ) FXKLRE, 4% BANACOELANa/KIE & B 340 Fa K is
HERIERT. AERAEAMERY, £NaSO, T, HikHFRE, 7
FIMK-003¢9 415k (11.84% ), AFAKLEAT T IR,

4 Ph;PCH;'Br (3434, 96.0E B R ) & FAKTHF (320E4#) 7. #&
RAWAIEOC, FERA W T Hn-Buli (1.6 M, S1.0EH, 81.6EAE

. BHEH12004 5, 22554 MK-003 (11.84% ) A£50% # £ KTHF
?%i@i&,%}iﬁi%i‘O’C‘Fﬁ#mh\i‘l’,%%Ei‘}ﬁ it &, R/, AANH,CI
thrb e KERAE KSR E, FAACOEtEIRRAY, RA#LKRERE, AMgSO,sT
B, kRS, FR S, AEQO-TIRHAEMF G, I8 & AT A R
Y, BERLER, BEHKEEEHML (TI/ AcOEt: 20/1%8/1) %K
@ik, FHMK-004i8 (4.25%, 40%, 2AF ).

X 1) BH3-Me,S, THF HO
2) 3N-NaOH,
MK-004 Me 30% H,0, MK-005 Me

60%
£0CTF, AIMK-004 (4.05%, 184E &R ) ENEALKTHFF 5%
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A, %1% KWBH;-Me,S (2.0M, ETHF¥, 460, 92EHKR), REA
0C THHEIAL RAHION4, BEABRETR, FARFN0SW. RER
FAEOC, KB M3 N-NaOHKIZER (28E ) #30% H,0,KiE %k (28
E) &E, FHABY. HFRAMWAELOF I, FNaSOtef KiEk k&
, AMgSO, T, iR, FaHAldh @AM EEE4 (ThL/
AcOEt: 1/1£2/3) sti#lid, F2|MK-005(2.645L, 60%).

1 B # F K 491-HAD-464 s TBS-8£ TM-03 ¥ i8] 4 ¢ X M 42 5, ¥
MK-005 (2.64%, 11.1E€ER) #EARMHIMK-006 (39151 ). £AF Lk
AFT—9R.

DIBAL-H(S ed),
u TBSO"
HO vn TBS-CI, DMF 78°Cto0°C mo/\/%/*ou
ﬂ*ﬂ& N q CH,Cl, 4+MP
MK.005 we TR GRS w06 Me  81% 295 MKO07

#MK-006 (3.91% ) EF74EH R KCHCLYT, H4A#E-78C. £30
S4 A, REBFMTHETHDIBAL-H (1.0 M, 5% ¥, 553E4, S53ER
R, FHRERT-78CFHBIH6054F, Z B 250047 M £0C. AMeOH
(TEH ) FEXEF, 5% L BNACOENa/KE B B 465 KB &R 69 42
BIggd., AERKAEEANERY, £Na,SO, T, Sk, HKRE, 52
A, itk &gk (TR / AcOEt: 3/1) kA 4ld, 3% MK-007
W (3.19%, 2AF %81 % ).

(COCl2, DMSO
TBS 07~ 0N Ele, CHzCle mso»'\/lk/l*o
oM _78°cEl-10"C e
MK-007 MK -008
/jTBDPS
NY-22 QH
OoTBDPS
TBSO~
n-BuLi, THF, ol SN,
78 *C Hnt
100%, 2 M S MK-009
£-78CTF, A(COCl), (34 &, 224%F, 25.6EHR) ASIEF LK

CH,CL P 845 A, 2K MDMSO (6%, 3.64EF, SIZEENR). £-78
CTFISH4E, £-78C T, HMK-00789% % (3.0354, 8.55E &R ) #HAK
BB EF, AiZRETION4HE, EREMEGN(9EF, 10.7EF, 76.9

176



03810248. X oW B E143/1621

EER), #BEERSWEIMBERF-10C. ANHCHEFKE & & Kb B E
, HAACOEt-TILF IR, FAKHSOKERIEE R L KKE, 2NaSO, T,
R R, 1BIMK-0086 404150 (3.524 ). REAMFELDFF—F%

. ! SCOPh
2 Mell?3eq. ;
"0/\/’3/\— RN l/\mﬂ&\
4-MP TBDPS
PhaP(2.3 eq), 4w TBOPS
MK-012 A . M16h MK-013
97%y.

1% ) % F ATM-03F2TM-024~ &, TM-04 44 £ 442 5, £ MK-008 ( 3.52.%
) 5ENY-22 (6.06% ) 184, RE4# T ARLMK-009 (5.76%, 2A~F¥100%
), EAEBKARAEE LegdEstee FMIKRESY .

oH 5%Pd-BaS0 4 (4 Mol% as Pd)
OTBDPS fERE (20 mol%)

TBSO 2 1550~ Y &
- . L —— K
4-;;3/\\\)" 4\“\_/373093

Hx(1atm), O .r, 31 hrs
MK-009 MK-010
1% ) £ F MTM-044- 5, TM-0564 XM A2 5, HMK-009 (5.75% ) 4 & &,

FMEMK-010 (6.11% ), AEHAALE Ltk F MK REH,

PhCOCI (3 eq), EtgN (4 eq),

9“ . DMAP (0.3 eq.), CH,Cl, GCOPh
TBSO~” \/P}/\— a - TBSO /\/”}/\g\f*
4P _—/}TBDPS n BEE 15 x 4-MP OTBOPS
MK-010 89%, 2 ™MFIR MK-011

1% ] K554-RB-2414- 5.554-RB-242¢4 K A2 4, & A4IMK-010 (6.11 %,
) 3 E R AEMK-011 (5.93%, 2ANF%K89% ), ALK A RAILE LegdExtar
FHIRGRAY .

PPTS (15 mol%),
1BS0~ 2o o 99.5% EtOH (0.1 M) gooPh
4P ! -  HO” =
\/J\_/ETBDPS it Bla5°C, 1% J.T.I&A _/Emnps
MK-011 98% K012

EEBRT, HMK-011 (5.93, 759 HF R ) ET6F #99.5%EtOHY ¢4 4
B3R N, FWPPTS (0.15%F, 286 %, 1LI4EER), RE®HRLY
BAEASCT. 1RE, MACOEH#H, KB A NaHCOte oKk fo K%
, AIMgSO, T3, TEARE, FRMSD, BIAKEEEHL (TH/
AcOEt: 2/1) stfa#lib, FFMK-012% (4.94%, 98% ).
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1¢ B % F A 554-RB-2444- 5%.554-RB-26064 X A2 A, LEPhPHLET, 1%
MK-012 (4.20%, 630 B %K) 5EDIADA#MAFTHREL, 335 46MK-013 (
4.74%,, 97% ), ALK AAILE EegdEst s F MR RAY.

H TMSCHNz. iPrgNEt, H
? \Coﬁ MeOH-CHCN, 1t ;\rmza
HO 89% Meu ‘L*
MK-014

AERT, T804 A, =8 (13.0%, 663EHE R ). MeOH (6.2%
., 152EER) AIPREN (139 #, 7958 E R ) £110E # CH;CNY &4
ZRERASWA, BFH T FHTMSCHN, (2M, 38.1EH, 76.2EE K
), RERPFIR., AS%ATHBRAKERFKLRE, 3 A AOEER, A
NaHCOstefe K iE &k fo 8 K b A A M E IR, AMgSO, T, WdEH KRS,
Witk &bk (LA / AcOEt: 9/1) #4854, FEIMK-014854 &
(1245, 89% ).

H
MOM
/éfozst NaH, DMF, MOMCI Eﬂ ?OzEt
MeO -

100% MeO
MK-014 MK-015

1% B ¥ F M 509-HD-2074 5.509-HD-209¢4 £ 42 5, HMK-014 (5.24%
. 2SEBRR) BT ALEMK-015 (6.3%, 100% ).

1) Pr,NH (1.7 eq.), Buli (1.5 eq),

MOMO . .
dozﬂ THF, -78°C310°C,1.5h
I -
M0 7) MK-D15/THF,-78"C, 1 h
MK.-015

3 PhSe-SePh (1.2 eq)THF, -78°C, 1 h
MOMO MOMO
,'\l)COzEt . 2 _COEt
Mz(\/k,seph YN TSePh
ePh
MK-016 wey
55% 22%

1% B % F A 509-HD-2094 A.509-HD-211¢) £ 42 4, HFMK-015 (6.0%
, 235EBR) BT RMK-016 (534, 55% ) A RT o &6 —mitdh (2.9
%, 22% ) H4REY.
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MOMO "Re
/\l/mzft + B
Me0 S ePh  (0.6eq) EtO
0COPh MOMO OTBDPS
0 L MK016 (1.5eq) f' w..\,j
i =“E“ - |
m\ TBDPS Me0 " 0COPh
LHMDS (2.3 eq.), prsd 4P
-718°C,1h MK-017

18 # F AL 2510 b 4 34 AL A M 48 XA A, EMK-013 (1.5
%, 1.932E R ) EMK-0168 =ity Rit 4 (£.4290F B RMK-016
) 184, BEIMK-01764 4 (4.3%). RELEARELATT—IR.

EtOQ
m'ml OTBOPS 1) MCPBA(3.5 eq)), EtO

‘ CH.Cy, MOMO OTBDPS
] \““K/j 0°C, 30 min ,ﬁl ; ‘\f'\/j
Me0 0CoPh o R~
o suned DEND o), MeOTT Tl hocomn
L 3 0 \

MK-017 MK-018 92%, 3 5%
11 £ F AL 445 B AL 5ty LA F, HMHMK-017 (434%)
T AMK-018 (1.60%, 92%, 3NF ), 4H L diLegis .

EtO
MOM TBDPS TBAF(4 eq.),
RPN THF, 38 h, 1t
=
Me 0COPh
4-MPMO 93%
MK-018

#MK-018 (1.59%, 1.76E B R ) HEF25E#ATHFY. REAZET,
HATHF® &) S T X4 (TBAF ) (1M, 7.0&#, T0EER). ¥RE
WIS E, HNH,CHefeKER, FARACOEIERRREY, AL
KABHMERY, ZNaSO, g, S, HFR%E. BLAREEKHKWL (
e85 / AcOEt: 5/3E1/2) 4R 54, #HFMK-019% (1.10/L, 93% ).

womES Y EtOH, 1N-NaOH(20 eq.)

‘ 90~100°C, 32 h MOM
W = >
P4
MeO QOCOPh 100% Me!
4-MPMO
MK-019

AIMK-019 (1.07%, 1.61E &R ) £20EHAEOHY 4 2R FER A, &
#032% A1 N-NaOHKEH®R, REERAWEREI00C, 3206E, A3R2E
A1 N-HCIKZE & & KRB, #AACOEtER, MEKREANERY, 2
Na,S0,F 1%, ik Hfka, BTk & itE44 (AcCOEYMeOH: 9/1) iZ#
E4 ., 125 MK-0207% (860 %, 100% ).
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1) 2,4,6-CIzPhCOCI (1.05 eq)),

RO C ¥
EtsN (1.2 eq), THF, 16 h, it KT\O’\/}
— Me0 \AQ OH
amp

2 BE (1 mm),
DMAP (25 eq.), MK.021 (R =MOM)
100°C, &®| MK-022 (R=H)
9% 2 M HE MK-021: MK-022=85: 15

AKX TFTATV- 11 R TM-128 XA F, HFMK-020 (250EL %, .61
FER) # T RMK-021FMK-022¢ %44 (402 4, 25 %49% ;
MK-021:MK-022=85:15).

RO ? Dess-Martin (3 eq.),
Ow CHyClp, 14 h, 1t
—_—
MeQ OH Me NF0530
4-MPMO Mo ?\/\ 9%
MK-021 (R =MOM + 7
MK-022 (R=H) o | A oMe
MK-021 : MK-022 = 85: 15 MeO [

NF0552
74% ?\Q\O
Me

ZO0CT, ®Dess-Martind s (1.014%, 238 BFR) A40EH LK
CH,CLP 2 ¥ EF R A, HIMK-021FMK-022 (402E %, 0.794E
R) BAOEHAALKCHCLY M ER, REHRASWERETER, 14 HE,
FHAHEOC, FACOEHHE, FNaSO;. NaHCO: 48 Aw K& & A= 3k K ok 74,
2 Na,SO, T 1%, i 8 H R4, F R\ A4, @ 34K &4 10( SI% / AcOEt
1 3/1) EHHlHE, FBINFOSS24 K & 844k (301F %, 74% ) #=NF05304%
XE&dh (3584, 9% ).

TUE. DDQ (2.5 eq.),
wwp g g TRIERO Velet w4y
ﬁf‘o AL, @ (PHD LU0
M0~ o —— NFO530 Me0™ °
[ . 0°CHl t, 35h .

83% NFO53T

NF0552

1% B X T ATM-134-ANF0675¢9 £ WAL A, H#NF0552 (263£ %, 0.515
EER) 4T ANF0530 (199F 5L, 83% ), A e sibegibddh,

ZO0CT, ©NF0530 (233 %, 0499F B R ) £17£#CH,ClLi#1.7%

T 8RB 3 % ¥ FI K& (pH6.86) F 2B RAMHA, 5K HmDDQ (283

EL, L2SEARR), RERREMWERBREETR, 3.5 05, ANaHCO;

KB BA KR E, 3+ A AcOEtH %, B NaHCO; /K& & fo 3k 7K o A ML IR
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4, #2NaSO,FI1, itEFRE. AiT#KE#ELL (TR / AcOEtL: 52
) ZH A, FEINFOS3I R ERAK (143554, 83% ).

MOMO O DDQ(3 eq.), CHoCl,,

J:]f% ~ P (PHD, .31 M/C\HLO
LT anem

NF0552 Nro7G®

1 ) # F MNF05304- A NF053164 £ A2/, £ERT, ADDQ (34 %

) & TNF0552 (30F %, 0059 B R ). AFAFXLB LR, @

AR &bk 44 (T4 / AcOEt: 1/3), 1FZINFO76169 R & (1.7TE XL, 7

% ). WHRMS4#NF0761; FAB' m/z 407 (MH+), Cy HaeOst 4 #77t }
{: MH+, 407.1706, %*¥16407.1711(MH+).

Cl11-C12, 3R A & £ 44, NF12265NF12274) 4| &
1) TBSCI, R

ne

oo 2) LiAHg, THF e
HO =~~~ 0P - mBso~ O
531yw-2.3 MK-023

{491-HAD-46)
1% R % F A 531-yw-2-3 (491-HAD-46) 4 A TM-0389 AR 4, K7F
MK-023.
1) 4-MPMCI, NaH,

DMF, rt, 3 h
80%
Z X _OH —> X _0-4-MPM
H
Taso ™" 0 2) TBAF, THF, °
MK-023 i, 2 h, 99% MK-024

A£0CTF, MK-023 (2.5%, 8.61EH R ) #4-MPMCI (1.63E£ 7, 12.0
EBER) EAOEHDMFY 2B HRAH A, S KBMmNaH (66%, 344%
£, 9ATERR), ¥ RAHEHETE. HH3INEE, ANHCHEFK
B A K EE, HAACOEtE IR, 4 AL E B4 A NaHCO 46 o R iz R fo
Kikik, BNaSO,F#, SEFkg. B3R E#EEMAWL (T / AcOEt
c15/1) EHREY, B2 LRPOARGRAED (2834, 80% ).

BREFTARFHEAE (3114, T58EER) EFI8EHATHFY. &
EAEZEBT, RMWTHFY ¢ AL T 44 (TBAF) (1M, 994, 99% &
F). FRAOMBIH2IEE, KRNHCHEFKER, AACOEIFRREY
, A MERY A KR E, BNaSO,F %, iLikFike, Bk &
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skthit (T8 / AcOEtL: 1/1) %4854, FHMK-0243 (2.2254, 99% ).

N Mel{1.5 eq), N
N/ DEAD(1.5 eq), N/
0; : o
Ho ,\}—g\,o-mm PhsP(2.0 ea) - ,/\3—?\,04"“&
MK.02 &, 1, 40 min MK.025
30%

4 B £ F M ST VWA R S3)-YW38 X2 A4, FMK-024 (1.904%,
, 6.41EER) 3 E MMK-025 (23654, 90% ), 1FAH L 4ibehiLsdh.

1) MOM(T (o]
M5
509-HD-213 O\il’g"’l
(1.3e0) Meo” S ePh Ve
N LHMDS (1.3 eq.), MoMo O~
o'p THE-HMPA (101), -78 *C, 50 min Ao 04MPM
17NN M ' o ' - oo I
MK-025 2IMCPBA (1.7 eq.}, CH20|2, [+2
0 *C, 29 min w02
3 EtaN (7 eq), 0"Cton, 45min
89% ,3 15

1 & TFARSI-YW-46h £ AR F, ¥ 5509-HD-213 (3.634, 7.54%
B R) 18489 MK-025 (2.36%, S.80EER) # X AMK-02 (63.10L, 34
TH89% ), A Lty b .
0 i TR L
MEOJ/\' g 0 -30'?§Ohﬁin) Mo Q/\’d\/ﬁ;})
MK-026 /| B t(1~2hn MK-027 /] +MK026
A-30CTF, AIMK-026 (2,04, 3.32EB KR ) AB0EATFTRPHEHH
BRA, BT HELGZn (1M, 1667, 16.6£EHF R ) H5CH,ClL (1.34
EH, 16.6EER). £-30C TFHRHI0,4E, A20HH, RARRETER
, RE, ANHCHe A KEREK®RE, (F: HATBELABERSHoK, &
B4R EAE1~20 0, MAEEHEEE), AACOEERRSY, HA
HAREEAAMEIRY, BNaSO TR, Lk, FR%E. BEAKRESEHLNL
(&3 / AcOEt: 6/1£5/1) &4 >4, 3 &4 FMK-02669MK-027 (
369E %, <19% ), HEKE4L Y FMK-027¢)MK-026 (519 5L, <26% ).
vAAE B 7 X B &L 3 AT & 49 MK-026— Kk, 133 &4 ) EMK-0264) MK-027
(367 %, <29% ). RFTRXAAKMK-027, AT 5 &6 LKFH
wegRASY (1:1),
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MOMO 0,\,ms cat.0s04 NaClO3,
o4_~pM NMM, THF-H0,
J:)w 2%

\!\”) + 10% B9 MK-026 MK-027
MK027

¥ 6,410 % MK-02649MK-027( 736 € %, #91.19E F R )& FT24E Jt THF
Fod T K FERT. H'BuQII¥ #0504 (3w/v%, 0.05% %, 051
, 0.06EAR ). N-FAGok (025 %, 0.026€7, 0.24EF R ) ANaClO;
(04% %, SIEL, 048FEHER), RwBEHHEHERT. 2RE, AR
Sk RmeEE L. AcOEtANaSOsKiE#& . ik &F &, HAEKRAE
ik, %NaSO,Fi, Lk, k%, [EMK-0276) K &-2MK-0264942 4|
i (768F 4 ). REARELA T T —F R,

- MS - M
MOMO ° ~1 CHCl-pH TEME(3: 1)  MOMO ° ~T

04—“’“ DDQ (1.6 it, 4h
J:) (1.6 eq.), J/
\<[\/P 88%,24‘5% \<I\/P
MK-027 /7 . MK-028 /
1% B # F MNFO05304- A& NF053184 £ A2 5, HMK-0276540 4] (768
E 5 ) # 5 RMK-028 (523F 4%, 245 H88% ), YA L ehtbeitbd .

1) (COCl),, DMSO, QTBOPS

/vm EtN, CHCh,
MOMO o -78°CHl-10°C
/() 2 A NY-22

=
\q\? TBDPS
MK-028 / BuLi, THF, -78°C3}-20"C MK- 029

69%,2 M5,

1% F £ F MMK-0074 A MK-00949 £ 42 A, 4 MK-028( 204 € 5., 0.411

EBER) T ARMK-029 (2318 4, 2A5%,69% ), HH eshibthiLsdh.
™S OTBOPS i) Hx(1 atm), ¥EWE (0.3eq)

j 5%Pd-BaS04(0.05 eq. as Pd),
MOMO /1 C4% - EtoH,3.5h

,\/50 - k’)
- 2) PhCOCI(6 eq.), EtsN(8 eq.),
Meo(/]\d\’o? OH DMAP(0.3 eq.), CHzCls,
it 14h
MK-029 /| ' MK-030 1

83%, 2 M HIR
FMK-029 (231& %, 0283 R ) ETFTT1E#H99.5%EtOHFATE # L1

ho(E: ATHETREE). RERIEdk (03%F, 001£4, 0.085£E4
R ) #25%Pd-BaS04/ # (0.05% %, 30£ 4, 0.04EE R ). EH,AM
’ 'ff‘fﬂHz/ﬁ] /ﬁ’:/&;/\% /E—Hz (lk’b/i) B\E/E'Féﬁ:%3 5‘] H‘j’ 5 liﬁi%
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WHERRERASY, FHALER, FRABMAWSRGHS D (240F 54 ).
1% ) % F A 554-RB-2414 5,554-RB-24289 £ A2 /7, FiZ 441 X 12
(240% %) # T AMK-030 (216% %, 24 H83% ), 44 Cehivtifoih

TBDPS TBAF(S €q.) MOM
THF, it,24 h
92%
MK-030 MK-031

1% A JE'T‘AKMK-OIS%})S‘&MK-OI%‘J KA A5, HMK-030(215€ %, 0.233
EER) AT REMBMK-031 (125F %, 92% ), ¥EH O 4itgied

RQ Q
1) 2,4,6-ClsPhCOCi(1.2 eq.), . ' ’ i l
EtsN(1.5eq.), THF, 12 h, rt glm
i ) MeO Iz OBz

OBz 2) DMAP(25 eq.), /Yo
PhMe(1 mM), 100 °C, 33h

Ol

MK-032 (R=MOM ) 22%
MK-033 (R=H) 18%

£ % FATM-114 AR TM-1289 £ 42 A4, HFMK-031 (123F %, 0.210
EER) HEARFAEBKTH., KL ELHRELELL (T / AcOE
: 4/1. 3/1%811/1), FEBMK-032# (27F %, 22% ) F=des-MOMA X MK-033
W (208 5%, 18% ).

TN-NaOH(2.1 eq.)

- Q/l‘l\;jo;‘:)i)*oaz THF-ELOH(1 1) ’Q\q\!\/j‘ou

t, 3K
MK-032 -

MK-034 -
FIMK-032 (24% %, 0.0424 €K R ) £0.85F A EtOHR0.85E #f THF ¢

WEBHERA, Hiel N NaOHKER (2.1%F, 0.089F 7, 0.0889% %

F). EXRTHHIXRE, AACOEHHRAY, HA

T, SEARE, FIMK-034094 =% (24E %)
—F R,

KA, %NaySO,
. REBEHAKELATT
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MOMO O *
| | PDC(3 eq.),

ALY Naas m"%’\j
M0~ NNy o T Me0” MBO’\"\
’é} M s, %

MK034 - n4 % MK035 07 mK0a6 07—
BERite—SG it g — S0l
18%, 2 & 30%, 2 MER
Mome - 0
Me0O q*

i3

MK-037 =
ey 3
FHEIMK-034 (24€ %, BESHFHO0.0424EHE R ) B TIEFHCHLLF
L EEERT, Fomkd, $mhFH4A (45E4) #PDC (35 F, 48%
Fs 0127 B HR), ARERAHT EETFTHHAR, KEAEOHE, HF
e, ALRR, BIASY, BEAKR (T / AcOEt: 3/1%2/1
) B ER LA, FAMK-0358 K &M (X TRXKRAKLGBRKREL—
FMIK, 3.6E%5, 24T K18% ), MK-03689 K & (kX FRXKFAK LY
MHE—FHIK, SSEL, 2ATH30% ), AMK-03789 KK &b (FHik
R XWE, SA4EL, 2T K28% ).
MON? 3 ! 50%HFaq.-CHzCN He
MeoJ:\Ig':ﬁ%j a:4 - ‘:\[)Lo j
AR o — B s BB
¥50% S HBE (24N, 0.2F 4 ) HF0.8FE A CHICNT 48R K F
HAAMK-035 (3.6& %, 0.00782E AR ) A, HAOCTHHEIIH, TET
FHIF1IEE, ANaHCOMeFoKiE R & K B RE 4, /A AcOELF I,
RAERKBAFMERY, AMgSO, TR, Tk, FRERM Y, BT
O / AcOEt: 1/2) &k Leht, FEINFI22689 K & 54K (238 4
, 59% ), HEAHE—FMIK,
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i
o

A\

4

B B 5152/162710
k)LOJ

1) 1N-NaOH, THF-EtOH
!
Me0

- | A |
n4x | 81% EIL"/ )
L o
\-:)‘082 I Me0
0 2) Dess-Martin(3~5 eq.)
MK033 A

CHpClp, t, 2~3%

:I\x?"
. 32% MK-038 7L

TFA-THF-H20(2:2:1),
0"Coigig 1.5 h, 83%
MOMO O 4 HO o
. s 50%HF aq.-CH;CN (1 : 5), /)\I)LOB
e oj 0 *C#x® 70 min, 55% C %% |
:‘1& - Mo
MK-036 71—
s o —FHHE

NF1227

Sl
1# ) % F MMK-0324- s MK-034 89 £ A2 A4 , J$MK-033(20% %,, 0.0383
BR) EER_ABTEY (13E4, 81%

1% B % F AMK-0224 s NFS308) RAL A, e AB + a4 (15E L
, 0.0358E B AR ) # K mMK-038 (4.7 4, 32% )

1% A * F ATM-134- s NF0675) X442 5, H¥MK-038(4.8% %, 0.0115
EBRR) BTANFINIH AL ERHK (3684, 83%, L£—FHMiK)

1# % F MAMK-0354- 8 NF122645 £ 42/, HFH M FHIAKMK-036 (5.8
E%, 0.0126EB R ) #EANFI22ITH X E &K (26F %, 55%, £—F#
K.

2 FAXRXK

8 TARALFE, NF1227 R F FNF1226.
C11-C12Bt B £ 404, NF1535. NF1537#2NF2306%) 4| &
NF15355NF153769 3t & & s A2 4

0 NaH(1.3 eq.), AcCIi{1.4 eq), AcO
,'\I,COzEt DMF, 0°C B8
MeO %/l\

- oy
92% MeO
MK-014

MK-039
1% ) £ F ANY-064 s NY-07¢) £ A2 F, HMK-014 (12.40%,, 59.0%
BER) #E AMK-039 (13.68%, 92% ), FH ik

AcO NBS (1.15 eq.),
0,Et (PhC0)202 (0.06 eq.) _COsEt
mjif CCu, EME .20 <
MK-039

\/B'
<=81%

MK-040
$MK-039 (13.68%, S42E B R ) HET3I60EHACCLY, Fm#MiZBER
J@mb E—lfbééﬁ#/«&l&ﬂ

} Yy .\,'J;.“
sk (AE1.S A ) HANBS (1114, 62.4
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oW ZE153/162T

EER, 1155 %) #(PhC0)0, (7T22F %, 2.98EE R, 00555 &) ¥4
LY, HFERATERHEINH. RAERASMANETER, FREREN
W, RERBIEE, FRAEY. @M4K (T4 / AcOEL: 41£3/1) &

ik sz 4,
R A kv, £EH—F

[o]
DMSO0-AgBF4 (1.3 eg.), 11, 2hr
/l\/cozEt MS Ag 4( 0 )

FHMK-04064 £ &30 (14.51%,, <81%

ALK ER T T —F %),

), fess ¥

AcO

s - L
MeO > r 45 EtgN (3 eq), 1, 40 min M/Q/Lmo

MK-040 38%, 2 MG

MK-041

AEERT, AIMK-040(14.51%,, BE €.443.82% & R ) £220€ #DMSO
b EER A, FImAgBF, (11.09%, STO0EER) ESSEFADMSOT #hixk

28 5B

, FMEGN (183F 4, 1314FA2R), FATR T4,

Fl ACOEUH # R L %A%, K JE FANaHCO4efo K i Ao 2k K 2k %, £ Na,SOq

Bt AR &tk shib (5% / AcOEt:

MOMO
I __COEt

L,
MeO o

MK-043

,,COzEt

)LOAPh

e

Frg, Lk, FR4%E, FREHD.
3M1E1/1) Z#FE4, FE2MK-04169 1 & (5.49%, 24 HK38% ).
AcO K2C 03,
e ) Py
MO R
MK-041 MK-042
NaH,PO 4 NaCIO,, DPPA, BrOH,
o- BEE -2~ TH | EtaN, THF, 65°C
BUOH-H,0, 1t MeP oM gy, 1 HB
MK-044

MK-045

AEERT, MK-041 (5.49%,, 20.63E 2R ) £140% 99.5%EtOH¥ &4

GHERAMA, Kmokek (2154, 6.19FBR). BEHORE,
#Na,S0,F 12,

4, B ACOEt#E, RKEFHM LKk,
FIMK-04265 40 4| X & dhik (4.42%,, <96% ).
A0CT, #M4IMK-042 (2414,

RERE
kR, 1%

AEHLKEEATT—I K.
L ASH10.75EHER) 5K,C05 (3.94

%, 285EHR) ET0EHADMFY 285 EF RN, FMMOMCI (1.77F

Ft, 233EHBR), REBRAMEMRETE,

1488 /&

» PANaHCO348 4= 7K

B A KSR A RA Y, A AcOEtR IR, A # K &AW EIRY, £Na,SO,

TR, A AR,
ER RS S
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HHHIMK-043 (2.93%, BRESH10.75EH R ) % F80% #t-BuOHAe
08HKF. RE, HF2-FHE2-TH (56987, S3TEER, 55F) A
NaH,P04-2H,0 (1.68%, 10.75EH5 R ). ATET, QUEEHEFART,
2 KB ANaCIO, (1.94%., 21.5EB R, 245 % ). £EEERTINHEE, A ACOEt
Ao KA RAY, 5 AKHSOKERMLE K pH, A KR EAME
B4, #%Na SO, T8, HEHFKE, FEMK-04469 4% (32050, £F)
. REHAKFEA T T IR,

#F A HIMK-044 (3204, BASHI10TSERR) B T72€ # LKTHF
#2445 #BnOH (43.00E B R, 4458 ) ¥. KB, HMELN (1.80F 4,
1290 B R, 12% &) #DPPA (2544, 11.82EHER, 1.14E). ¥R
LA B65C, FHEIFEISNE, BELHE TR, M AcOEA NH,ClAE
KB R RAY. ANaHCOAF KGR £ A L RRATMERY,, 2
Na,SOF 18, itk R4, Foelb, BT4K (Th/ AcOEt: 5/1) &
i%‘iz*:éﬂexftii*ﬂf‘%, FE|MK-04589 £ & f4k (3.50%, 4/\*/"‘1%80% ).

0.5N-NaOH(1.15 ed),

J/ /C°=E‘ EtOH, it, 2% J/ ,co,
’“‘OAPh MEHS = KO"\Ph
MK-045 62% MK-046

®IMK-045 (2.73%, 7.02EE R ) AB0EAEIOHT 2B HFERA, F
#20.5 N-NaOHK&E® (1.15%5 %, 162FH#, 8.07£ B R). £ATBTHH2
RE, AR RAHAHNEZIC, AO2NHCIKRER (1.15%F, 403,
BOTEERNR) AKMAL, #HAK (40EH) #H8, £ FRiEdy. LR
4, B TI-AcOEt (15EH-2F ) ik, FABET TR, F2MK-046
Bheh R & dhik (1.58%, 62% ).

MOMO
/'| gzﬂ F TMS(CH,),0H
Meo "y Mo ~ppy MoMo o\ AMS
PhaP (2.6 eq)), H mMi.046 A
DEAD (2.4 eq,), > ,I/ 9
THF, 0°C 0CHIFIB » 2h, 99% Me0 Ho~ph

JPhsP (2.98%, 11.37E B R, 265 F) & F30EH AKTHFF, #H%
HEOC., FmAEFTEXTH40%DEAD (4765, 1049E KR, 245 %),
FAEO0C FTHII0ONAY. £O0CT, GILZHBIFERA, & iHRIMMK-046(1.58
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%, A3TEER) #2-(EFAFTAKL)LE (094 H, 656FFH, 1545 F
) E2SESFTHFF 9 R44. 30546, 2100, RRARESHEIERE
TR, ALRRAY, FEBRK (T / AcOEt: 6/155/1) &bk,
3 2MK-047:h (2014, 99% ).

™S
Mom Pd/C, Hy, ACOEY, momg o~ TMS
i, 84%
WMo B\o/\Ph —>

H MeO Hy
MK-047 MK-048
HMK-047 (2.01%, 435EHR) HEF60EFACOEtT. RE, HKMi0

%Pd/C (50% 82, 200 % ). REXHAM, #H#AH, (1KAR) HHRA
W, ETRTHRBIRE, A—KF A AL E, F@id4K (T / AcOEt
: 6/1£5/1) éi%sz’eéut, 1FF3MK-0488 £ & da4k (1.20%,, 84% ),

1) &-MeOPhCH(OM &), 1) P,Os, DMSO,
¥ CSA, CHzCh, 98% = LN, 1t
HO ™~ "0H " 4 MPMO~~"0H -
] 2) CBIg, PhyP,
R-1,3-T—g 2 DIBAL-H(eq), MK.040 CH,Ch, -78°C,

CH,Cly,-78°C, 96% 72%, 2 MET

|

4MPMO™ “rBr TnBuli, THF, mm’z\/
MK-050 -78°C, 93% MK-051

1# B & FA(S)-1,3-T =B85 4 AR 343-YW-203) £ MA2 /A, ¥ R)-1,3-T=
A5 (9.80%, 108. 7€ B R ) # % MMK-049 (21.54%, 2A-F%,K94% ), H &
s e e .

18 % F M343-YW-2034 R343-YW-27684 £ A2 A, $MK-049 ( 15.57
£, T405EER) BT AMK-050 (19.5154, 2AFW72% ), A ekl
A4 .

£-78CTF, ¥IMK-050 (5.154, 14.16E B K ) £35£ 7 L KTHF¥ &
BRFERA, T TIPHn-Buli (1.6M, 195FFH, 31.4EHER). 1
St B, RAINHCHA A K E R KR B RA4, A ACOEHE. A &K
AR MEIRY, AMgSO, T, SEFRE, Faa74. @K (T
X% / AcOEt: 6/125/1) &ikid s, HEIMK-0515 (2.69%, 93% ).
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+

Ne AP~ 4wm’\/ﬁ mm’\/ﬁ

Q ‘g MK-051 TBSO OH TBSO
TBSO ™" — \/):_g \/E_g

nBuLi, THF, /\ P
T™-03 TeCHEE MK-052 MK-053
Ykt E0s s St
20% 30%

A X FARTM-NI4 WNY0145 R4 4, H 5MK-051 (2.68%, 13.1
EBER) BEATM-03 (27954, BELHI00ERR) R a4, @
R (T / AcOEt: S/1£3/1) &bkttt >4, 1F2MK-052id (4%
AL —F MK, 986E %, 20% ), F*MK-0533 (MHE—FHIK, 1.48
%, 30% ).

5%Pd-BaS0,4 (4 Moi%), ¥

:g:g'o" ~ T (0.25 eq.), wls’gn”\/*]

H = 8 /~OH
\/Ef‘g Hy(1 atm, ‘/Ej
MK-052 N k.1, 6h MK-054 >

Bk F0E 90%

1% ) £ F AMTM-044 K TM-0569 £ A2 4, HFMK-052 (KA E—F
MK, 968E L, 196 HE R ) # % AMK-05409 X &5, FHitiTsie (E—
FHAK, 870 %, 90% ).

a1

- Meo :

4-NPM°’\/ﬁ\0 ms eq.) 4 MPMO ™~ %Lo

TBSO * > 1BSO S
YFE" NS en), ~3g o

> DMF, 0°C3i 11, 20h
MK0ss 95% MK-055 S

1% ) £ F MAMK-0234- AMK-024% £ 42 5, ¥ & A 3-MPMCI (0.61%
, 421 LB R ) LB HMK-054 (834F %, 1.69EER), # % AMK-055
i &, FitiTehi (984F %, 95% ).

5 TBAF(1.5 eq),

AMPMO THF, 1,3 h 4-WMPM S
TBSO. 7~0-3-MPM HO. -3-MPM

MK-055 O)<) 8% MK-056 o)e
EEET, ©IMK-055 (998F %, 1.62EBE KR ) £16EFTHFF ¢4 24t
HERAN, KFAoETHFY 4TBAF (1 M, 243 H, 243EBR). 3 uE
, WRAMA—F ALIE, HiBidaAMKE#ELiL (LI / AcOE: 3/1)
, 1FEMK-05689 L. &b (696E %, 86% ).

.;,,'
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(COC!)»(3 eq.),DMSO(6 eq.),

PO~ BuN.CHoClp 78°C 5
HO. p -3-MPM Hp\o_3_MpM

3 ‘
MK-056 )<° MK-057

1|
]

A X F AMK-0074- s MK-008¢) £ A2 4, 1EMK-056 (695€ %, 1.39

TER) HTAMK 057415 (7288 ). AF el m §F—
TR,
3 NaH2PO4(1 eq.), NaClO2(3 eq.), H
mn:ofv\j] 2- BiZE 2~ THR (5 eq) WMO/\ALO
~03-MPM = HoO 0 3-
T as 1BUOH-H,0, 1, e
< MK-057 90%, 2 METR N MK.058

12 A X F AMK-0434 MK-04489 £ 42 5, HFMK-057 (728% 4, &
ZEFII9EER) #H T RMK-0588 £ &5, FHATLHA (643F %, 24N
%90% ).

T >1,¢!L < (10 eq) T

LMPMD 7 HPMO )

HO 2 03-MPM - a 7 03-MPM
m (COCD(5 ), CHyCly, m

N\ MK-058 t, 1h, PERE X MK-059
AO0CTF, $MK-058 (200F %, 0.389FF R ) #2,6-(Bu),-4-Me-*"%
(798F %, 1058, 3.89EFR) ASEFAKCH,CLY i BRA, Hiof
CH.CL¥ #(COCl), (2 M, 0.97F 4, 54 &, 1L.Y4EER), HRERER
EXR, BHSHTE, EATZTRRAATREALRESY, FE S8
A BMK-05969 40 = ). A F s FZHm T T —F K,

MOMO o~AMS A~ AMS

5 N0 momo "0 ampm
' 3 MK-048
4“(’:?'0/\/?| NBOQWHz ,lfljl):o J\/\\‘
~03-MPM . < o
W B3 -CH,Ch, MeO “=THEF Y o e
0*Ctonrt, 15 mn MK_060 pe

MK-059 9%, 2 M

EO0CTF, #@AMK-05984# =4 (BEESH0389FEHF R, #T4 £0.389
£ H RMK-058, 1.03% ¥ ) & T4EH A KCHLCLF . HAMK-048 (124%
£, 037TTEBR) FAEHA TR P HIER, FARRAMEBREITE. WIS
4P /6, FINaHCOsfefa KBk & K R B i, 3+ A AcCOEtF B, F #Kik
AEMERY, #£NaSOF MR, LEHRE, K274, ALKk EHE
AL H s ( THR / AcOEt: 3/1), #F2|MK-0606 %4 &d (297 4,
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96 % ).
o0~ AMS DDA 1 eq), o~ IMS
MOM<|> J‘J-WMA CHoClo-pHTE8¥pi(20 : 1), MOMO =
“ 0°C. 1.5 h :
S d:“
MeO ‘:3\%}/ -3MPM 83% ‘0 3-MPM
MK-060 A MK-061

£O0CTF, AIMK-06G L 19+F £, 0.735% 4 & ) 442 FFCH,CLh02EH
AR EEEE 3 4% ik (pH6.86) THEBIFERAMA, HDDQ (594, 1.1
L%, 0259F A R). FOCTHRIELSIEE, ANaHCO;KIEREKR LR
od, #AACOEtE IR, ANaHCO A KERPEKEEAANERE, £
Na,SO4F 18, ik k%, B34, BT &% (T / AcOEt
. 52) s Ed, FEMK-06149 K& (138F L, 83% ).
o~ AMS oH

MO MO — TBAF (1.3 eq), MOM({ -
| 0% f,3h /d* z
o HO B = | Hof\/-.\l
mf\‘f /\./\“Los-wm FAER 0S0, MeO ‘ﬂy\%}/‘os-wm
He 8 KBRS H
MK-061 MK-062 P

4% f % F MAMK-0304- s MK-0314) £ 4242 &, 3 MK-061( 165 &, 0.234
EER) T RHAEHMK-062 (159 £, >100% ). £F b4 b4 MK-062
AT F—F%.

momo M PhsP(3.6eq), DEAD(3€4),  pmomo o

|\ﬁ%‘?' THF(1 5 mM), 0°C, 10 min 1)
- = z B
J;,L“ ’;___/\.l MQ 3

MO y TO3-MPM 84%, 2 1SR :W‘os-wu
MK-062 MK-063 )&
¥PhP (2215 4, 0844EER, 3.65 %) B TF39EHARKTHFY,
AHEQC, KA FEFHI40%DEAD (0.32F 4, 0.703EHER, 3.05F
), HAE0C TFHH2054. £O0CT, FISHAHA, QIEHRIERT R
KA HMK-062 (159 %, BAAH0234EHER) A39EHTHF T 45 #R
. BOCTI004E, RARERAY, HBLAREEELITRAL (T
/ AcOEt: 2/1£3/2), #FFMK-063 (115E %, 24T HK84% ).
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MOMO O
7 J ~
M0~ X 03 MPM
H B\,
MK-063 X

CHALO > pH7&%(10: 1)

A * MeO’lf‘\IN \/ﬁ‘m+ M;J‘)::;:(
HB\%\G/ (}\&ﬁ
}r\
MIKOB4 15% X MK085  23% MKO85 15%

DessMatin(3 eq), CHJ>,
0 C3iit, Birin, 72%

1 CDX23eq), 1, 4h,

AE0CT, AIMK-063 (115& %, 0.196E B R ) £5EHCH,CLL#0.5% #
SRR E L F & (pH6.86) THEZHEHRESYHA, HHDDQ (103F 4%,
234 F, 04528 B R), #ERAMERETE. ETETRHEUIHE,
FRERAMATRA T XAE, FEE4d, B3R EHSEdt (TR /
AcOEt: 2/121/3) M=%, F2IMK-06409 L& (F2RKMB, 4E L,
15% ). MK-065¢4 X &5 ( 3R #%BL, 21E %, 23% ), #MK-06689 % &b
(HF 1M, 14£ 8, 15% ).

1# A % F MAMK-0214- s NF05524) A2 4, & EAKE F 4 & 6 MK-065
(214, 0.0451E B KR) #EAMK-0668 £ &b (1SEL, 72% ), HE
AL LA .

HO ©O

509%HF ag(24N)-CHsCN
’\HL° ) a9, J:/(:v
M’V‘}H\g‘) 0" C3rt, 75min
van 74% NF1535 5"'

MK-066

1% A X F MAMK-0354 s NF1226#) £ 142 4, #$MK-066(29% %, 0.0626
EAR) #ERMHEFZEL R, @idARKESEMM (I / AcOE=1/3
F|{LACcOEt) Z41 =4, FFINFISISHAE LK (17.6E %, 74% ).
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wow P ZE160/1625
M3 SO%HFag(24N- CHoON He 9
A % 2y
MeO” > HH 0"C3in, 50m|n Me0 Q/L“H X
OAA) - o
B
MK-064 X 2%

=

=3

11,3 H

NF1537
% B £ F MMK-0354 A.NF1226 44 £ 42 A4, HFMK-064( 14% 4, 0.0302
FER) T REMNEEZEL

-8 it A AR B

1% & w0, ik ( CH,Cly/AcOE=4/1
2/13)1/1) skdd =4, ﬁ.fe'JNF1537éﬁ£éaaﬁi (82% %, 72% )
NF230644 4 A2 4

CCRLC(E=NH)YOBN,

= cat. CF3S0zH =
Meo ,c—~PH *  Meo,c~0BD
CHoCl>-CycHex, i,
R)- -)-3- BE 78% MK-067
-2- RETER PR
EERT, @R)-(-)-3-#
66% F#+ CH,ClLy#e 132 A 3R

WA A TE (7.004, S926EER) £
W4 2B R A, HACCL(=NH)OBn( 13.2

I']’ 0-2%% )o 3
B R RAY, AHRREY. ERELEY

Kb &k k, BNaSO, Tk

F) 48, F2NaHCO3 K & & A 3
kR, JFEHAE.

B R &gk
& (295 / AcOEt=20/1) & =49, 1FEMK-06789 % &b (9.60%, 78% )

H LiAlH4, THF, 0°C
Meozc/\,OBn

MK-067 95%

HO_A_QOBn
MK-068
BLIAIH, (2.624, 69158 R ) &% 4£2505F AL KTHFY. £0CT,

@ b &% % P & E HAMK-067 (9.595%, 46.0E B R ) £STEF AKTHFY
B, AOCTHFLNEE, AMeOH(13E 4 ). K (2.5F 4 ). 10%NaOH
(25 #), BERK (15EH), EXALREH., AMgSOTRRESH

, itE, FRARMEA. BiTAK EEELA (TIK / AcOE=2/1) st

F4p, 1$3MK-06849 % & (7.895L, 95%

Swern oxdn.,
= -78°C3)-50°C
HO . _OBn

MeoCuli{1.3 eq),
Et>0,-78"to-50°C
o

MK-068

“

- o
81%, 2 1]

MK-069 Ho MK-070
1% i # F MAMK-0074 AMK-00844 £ 4042 &, #$MK-068 (7.89%, 43.76
{_ ’]‘ s S o

A7) BT R EIMK-069 (8.66%, >100% ). £ & 444 stAE | MK-069
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AFT—FR.

EOCT, FI504 K, Cul (10.83%, S69EAER, 1.34%F) £100
EHRKEGOT BRI B ERA, FMWELOF MeLi (1.14 M, 98.6%#
s N2.5SEHER, 25748 ). A0OCTHHI004E, #RRLSHANEI8C.
£-718CTF, F4054 A, HmAETSEH L KELOT 694 $)MK-069 ( 8.66%,
, BESHIICERR), REAE-TSCTHREARE S, ELSIHA
HREREWRAKE-20C, KB, M28%NHKERAEKRE, M AcOEt
FE, MEKAEANERY, AMgSOFHR, Tk F RS, F2E$H.
i AR & kA (TR / AcOEt: 5/1) 4274, 15 2MK-0708) X &
& (6.89%, 24T H%S81% ).

= PhsP, DEAD, = NaOHag-EtOH =
kS Bn PhCOzH, THF \/’\/OBI‘I 80°C \/7\/08"
X —_— X
HO 91% 820 04% HO
MK-070 MK-071 MK-072

HPhsP (9.24%, 3524E KR, 1445 %) ETI0EHALKTHFF, #4%
HEOC. FFETHI0%DEAD (1484 H, R.NEER, 13%5F),
HFAEOC FHF2054r. £0C T, GrEHEFER T & FHHMMK-070 (4.89
%, 2517£ B R ) ##PhCOH (4.005L, 32.7EHENR, 134 F) A30EHL
KTHF Y t4i5k. ZOC T304 6, ¥RAMHEXREZTRIR, RAMRKR
B iRAY, HMCKR-AcOEH B, ATEMERNRENE, REER, 7
B4k, @i AR & ik sh 1L ( T / AcOEt: 15/1) 48 = 4, 153 MK-071
tk R EH (6.84%, 91% ).

FIMK-071 (6.84%, 2291 EA R ) A3BEAEOHF YL HHERA,
F A3 N-NaOHAE R (153, 4581EBR), REHRAHFIOCTH
Flber, ARAFRAY, MELOFK, AH KA, AMgSO TR, Lk
FiksE, 13244k, BTAKEEEHENL (TEH/ AcOEL: 5/1£5/3) #EH
F4, FEMK-O0209 1 & (4175, 94% ).

4-MPMCL (2 eq.),

\/i _0Bn NaH (1.8 eq.) OB
o DMF, , 2% i
MK_072 85% MK-073

HEOCTF, ©166%NaH (916F %,, 2520 F R ) £30EH#DMF+ ¢4 &%
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WoOom B 162/1627
R, KIMK-072 (2.72%,,

14.00E R ) £10EADMFY #isk. £0C
TFRHI0ON4E, F4-MPMCI (3.80F#, 28008 B R ), RE®ILY
B E 3 |

HRETR, 2RE, ANH,CHeAKEREKLRLE, #FAACOEER, A
NaHCO;48 Fa 7K 5 % Fo K A A M E R A

, ¥ Na,SO,F %, Tk HR%.
it st g & ik 4k ( D% / AcOEt:

12/1) Z# =4, FHMK-073644 £ &
7 (3.88%, 88% ).
- Raney-Ni (W2), =
\(f\/ogn EtOH, Hz (1 atm) \_,-‘\/OH
4MPMD = 4MPMD
MK-073 4% MK-074

#Raney-Ni (W2) ZBMHAKFTHS0ET % BF R (9.54) Hind| i
t, KB AKMECHAARIT R, @it

Bk d, HFMMK-073 (3.88%,
1234E B R ) E1S0EAEIOHY 85 % ., %

EH, &M, HFAH#F kbiRbsd
. EH (1XAE) BERTHBSKE, i

BitaE LSRR ERSY, HE
KR, 133440, BEAKES KM (T / AcOEt: 3/1) ZHF4
, FEMK-07489 % & (2.61%, 94%
_ Sm:ern oxdn., _ CBrs (1.5 eq), - Br
\/f\/oﬂ -78°C3] -30°C \;\lro PhsP (3.05 eq.) fv‘ﬂr
4Pl 4 CHClp, -78°C, 4HMPM
MK.074 MK-075 Thr

89%, o rpm OO
1 A # F AMK-0074 s MK-00849 £ A2 /4, ¥MK-074 (2.61%, 11.63

B R )#TAMK-0756 4415 (2.70%, £F ). LF s mHIMK-075
AFF—¥HK,

1& B £ F M 343-YW-203472.343-YW-2764) KA A4, 14+ 4 MK-075
(2.70%, BELEA11.63EHE4

R ) T ARMK-076 (3.92%, 244 ¥%89%
= Br

, ==_'- + ?
o mmd/ e 4M'M0’\‘/~lj\0 mmo"'/i
g MK-076 TBSO “E‘ﬁ H mso\/a_g H
TBSO’\/_ —
\SH nBuLi, THF, Pal P
TM-03 -78"'CH10°C MK-077 MK-078
SRS RAE B Fidd
27%

60%
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