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RETFYBALEH T ARSATILEY

CHO

6. doRTRAE—RA| BRI T ik, HTAAETBRACCIEL0E
SAF AT A FBAEX TALEH.
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HO HO
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8. A A BR 7RG T &, EFATEANER YA, HA.
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10. AR F| 2K 7-9 FHE—BA BRI A F %, EFAAELR
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11. 2R A B R 7-10 PHE—BAZRITES F &, LFEA T
]
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RETFLZRIEBALSE, ARATREY

CHzNMez

0

12. vA 10-2 % E WA A AW H & 7-THR-10-B A EMBR L
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1% 10-# A ERBRAE T FARAES, AR 10-2 K -N-F 22

A E e P AR

EREREMNAEALET, AR 10-2E-N-Falr ey Fa4KE T
BAE R R L, VARAEE 7-TA-10-3 A -N-F a2k A S48k T 4K
VA B

H P 7- T 5 -10-72 2 -N- Wizm;k.awm:wﬂwﬁ%;mN%T
Rk TR, ARAEE 7-LAR-10-F R SRR,



200910173701. 4 oA B ok P H4/6m

13. 4o F) 2R 12 Frikeg ik, £k ¥aplr A& el
TA PR P = 5T AR,

14. 4o F)| B K 12-13 FE—RABRFEGFT*, LPIHEER
Wi GIEERA

15. F &R IBRG T &, Q5

AL EAE ST B, VARRAE 1,2,6,7-79 R EATAR;

FAb 1,2,6,7-19 R E# Ak, AR 10-72 K Z A8

AR B R LA AL B 10-B R ERBAE NLALSIANFT AR, K
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VAR
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16. deFl 2R 15 prikedF ik, LFAEAERM 1,2,6,7-WAEH
BT EOIELERFRALE T U LB 4R TBAEIVIAE 1,2,6,7-T
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B &R LB R T &, Qi



200910173701. 4 A 3 ok B HEhH/6m

JE C20 45 L vA 2 3 AR AR AP EATAR;
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AT C20 1 Z A HRY, ARBE7-TR-10-FA R EHB; UK
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20. 2o A BR 19 R T &, AT FREREAMANARTE=F
AT A = AT R,

21. e F|ZR 1920 FE—RANBRFENF %, EFHER
T B ERFRERALETAZ LR CRBAIVIAE C20 {5445
8y 7-THR-N-F IR AR

22. W& IBBRNO T K, QE:

13 EAt G Far AALH R A N1 425 ANFARE, ARk
£ N-W 207 K 5w ek

FAL N-F 2 A S8, AR 10-2 K BT

FE P BAL R FAZE 10-2 K ek, A4R4E 9-FBLA-10-2 X5
BaR; VAR

¥ 0-WEA-10-B A EWBRE TERBEAEST, ARLEgRAH
B

23. B FNER 28R FEk, EFPFRREAAMNARTEF
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24, dmAF|ZR 22-23 FAE—RA)BRKITEG T E, EFAHEER
B O30 = LB 4R TEAE(IV)A 2 N-F 200 A E Aok,

25. e F|BK 22-24 PAE—RANEBRIFEGF X, LFPHAF
BEAC S 6,35 1510 Bie RAY Be 4 42 T 04 F BE,
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# & E R BAT AW B F A AARFE W T R

XAHF
& PR AT IR

KK B &k 4ok 5 B (irinotecan)Fe 3£ 78 - BE (topotecan)
8 B RAT A A BT F MR Aol R ALE W 4 T k.

XA ML

EMH R ERENH, LA 20 #2260 5K Hd Wall FAM
¥ B # K E & (Camptotheca acuminate)(Nyssaceae, FRF)T 458 &,
B FESARPLERNNGRSFHMNFBEN,, ZLEUWEABEGEER
FHERMNIHLHRE. 2R, ERBEARBNGREET LK
PR RN L, AT REBRMFA, BTN BERGRBERT 4.
4t B MR A B XHRTFH. ALABLEQEX, EREATE
R FRMARITANZFHZER. AR EHEEARG DX
HEERAFRERITR 6 T IE,

ZE| B MR H T AARSABYGEN T HG A, Sk
B S RT ERTFR Bk, EESRFEERMLEFFTETF, ANAR
BN BSIRA C20 (S)-MA RAFH AN FHEAHHRERL., BR,
B A-FRFe B-IR A 81546, H AR C9. C10 #= Cl1 12891546 & A iF
& 5 R B it 6 KA



200910173701. 4 oM P E2/24m

A B —REMBITEMHAT T R, MR ERIE M L34
BRI, REIAS FeMit) 3 F 7 RO TERRIBE 2 FoitiaH
B3RS CRARALEERERT), AKSN-384. REH
JE (exatecan)5. 5T 4k $) 4 B ( liposomal lurtotecan) 6 (OSI-211)#=
CKD-602 7 (X344 Tl RIF L6495 #), X ebPhegiLF s
BT H 1A # 1B.

# L% & 2 £ Yakult Honsha # A 3, 1994 FH % £ B K
(Camptotesin®)ik st A FAF . T H AP £5%&. WA & Pharmacia £ £
(Camptosar®)¥A & Aventis 7B M (Campto®) L., IR L8 2 Z 7]
2, feAK A Ak AR BR B B8 . 4 7 2 hCE-2 LA A B 30% MKt SN-38 4.
PR FRpASHE T EAKA 10-2XEMBZ, LT A XE £ A
4,473,692 Fr R #ATH1&. RIFEEA], TALEREMBZL NI-RAL
P B4R UV BAA )& 10-2 K S M 5. |

B TFRXENAMETHWNRGENEN, ARG FXELESY R
HEEFER, AMBRREHFRANERT EREXXNLEGY. KK
A 2 ) F XA E B 54— A S R 3L ) B 64 5 S AR X B4R A

& A MR

BB, RAER DR EE iR TR A AR 6 SR BT
& M) BELA P R AR Fe Al RALE A B

E—FEkF T, RET EEMBITEHE AR C10 42 L7
ANERWGFT %, OERX IS HRETEAFTF ALK T 14E

.
HO
H R
R1
I I

£ RAFRMMEAXTE, SO IAHAN. AEAIRANLH.
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RO S 6 R
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R Z N
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R

IIIa IV

HEd, RIFAR2ABRAIRLE, SR AHA. REAIFALA,
RAGREZARPE, RAKAE, RAFAKL, £+ X Matks®
LEHBTHE.

10



200910173701. 4 o P E4/24m

EEEBFZGTERFTXT, #E&T 7-TE-10-B K48, Lt
— Pk RAIR LR

EFH—ERFXT, AAARSET —F 7k, LadedX mas
WRETFARENEFFAREX VILEY

: : : AN .
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£, R"FRHAXLRE, 2akikIa. ARAIRANLEA,
ROAFamA, EFX VAW EFHESE FEHE.

ELRBFRHGFERFXT, RFBAAFEFTERET N-FaREA
B AR

MES—EHRFRNT, REAARBT 5k, Loz Ve
S BRETFRAEHUARSEX TALEHY

N HO
= N '
II\l 1 R’ N N\Rz

\" II

g4, RRERHBAXRAR, SamiAE. 2EAIANLRA,
RAFaRA, EF X VLLEDERHETHA.

J bR RHEHRF KT, N-Falt A EARALRMLEF TEHL
A 10-5 K AT

EH—EkFAT, AELPARBET —F 7k, LassmX s
B ETF PR RARR VIILASY
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N

R? N R2
11 VII
f£#, RIAARHERRE, &EaMiAHE. BEARANLR.

MAER—F#FRTF, KREAARBT —FFHiEk, Lok v
WA RETFERBEAEHEAREX VIIKEY

CH,NMe,
VII VIII

AF, RIFERHBARE, Sa%IHIA. BASIAILA.
MER—FHFXF, RLARSTXOMLESY, L ZHRFH
R,

R3O

f£4, REAEARK OR’, RO# RPHEXRLRE, SEAaBkiAhiri
B R, ROAFakAi.
ks m ey EaF XNF, REAA.
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AER—FHaFXT, AEARBT —FFk, LaEEANITER
i BET, B0t § ERBEREFTES QRSB Y AT R E G 1-R
L E-H

ER—F#AFRT, AEAARBET —FFik, Lok asmtm-1-
FAREITEDRETRAEH, AERE WA AN AT 6
ERBEILITEM G CLOEFIANEL, AMRIAFFLHARMLA, &
A UV A8 BH.

MR —FHRFXT, REARBT —F5k, et as
Pak. 10-2 A ERB. EMR-1-BUH R LT EYORIEDRE T
EACEAF AT AT L8 TR ABRALE Y.

TR —FHRFXE, RLHRBE TR 10-B RSB H AL
WEE T-TE-10-BAEMBREZRFMARRENF %, 0 ¥
10-Z A EWMBRAETFFARINCEFAHUARSE 10-2EXN-FaRLAE
Brag b FAR, A EBRENFETIE 10-2K-N-F R0 K4 F 6]
KRE BT RAER F, AfmiRa 7-Z 2 -10-2 £ -N-F bt £ S R P
MK, REHKLETFTRASH TURZTARE, &4 7-TX-10-#
A EA AR

EF—ZhFXT, KLAARET HESRIBRG T H, 0%
P EALE A ARIA AL 1,2,6,7- WA EM B, EHEMN 1,2,6,7-9AE
PEABA AL 10-2 R B8, RE LR T ARAAR AL AL NI 4L 7]
ANT A, BEEF2H 10-2EAN-FaRASHMHRE TR
BB VASRAE T-L R -10-2 2 -N-F i XA S48, Hit—FaihE
Wbk R, EEEIFE 7-TA-10-2E -N-F ik X E R RS kT
ERT BEFTERAERA, ARBIR B,

MAED—FHkFXF, RLPRBET THLEFGHSRIBREY
Fik, 03 B C204a LW B AR EAY EMB; AR Y 0 EH
h P AR R A B AL NI 2 EFIANTaRL, Kmizst C20
BRAWARTEG N-FAREAERK, B25LH QM TEER E AR
C20 #ARI 8 7- LA -N-F At N EA AR, 4% C20 R4 7-T A -N-
W g A E A AR A R BAL VA N {5l & Falr A & Cl0 42 £
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SIABA, BEE C2 LERP AL 7-THE-10-F R EMB, L5
one TR RA T BLAB AL, ARBHR I B,

TS —EhFTXT, REARBET HE&HABRGT X, €I
18 E M ARE T AR AL H B VA E NTAZFI AT AR A, &1 3bd 4% N-
ViR A E AR, BF RAFE ) N-F o R SRR ®4e 10-24
bk, BELETBRMAEH TRAE 10-2EXEMBIARME 9-F B-10-
BREERB, MEKRELE TERBALEHT, AREIAHE.

EAEZWBATHFROAAERALAXIERECTORRA M
BN,

bt P 18 2= 5L

B 1A 4 IB 2 FER& 1. EMBAGEFITEY, HHARRLIH
B2, #IAHE 3, SN-38 4, REFR 5, BB E 6 &2 CKD-602 7
LRI

B 2A #= 2B 2 FARE AL A EMR 1 LFERKRLER 2, £
A RLAGRIFE, RELARMST dibsd 1 #ALRED 8,
febdh 8 SR AW 9, e 9 HALRALE Y 10 Fibod 11 £
— R, AW 10 RS 4, AW 11 RS 4, 1L
A4 10 Fo 11 69 RAMEALBRAES Y 4, VARALES Y 4 HALRIRZH
& 2.

B3EFRIEALAGEMKZ I LFSRKRILRE 2, LFHH
KRR A @, AL TR 1 ELRALESY 13 e 14, L
o, A A 13 4l &40A 14, 1A 14 AL RALAS W 15 A
BAE M 15 HALRR ZHR 2.

B4 RFHRBERLAGEMB 1 LFSRILAZRE S, EXRY
FEALPRET 20 FEIK 14, AW 1 HLRILIEHE 3.

A5 B TFAREMNBYITEY, LR EHMB-1-BAHIES
¥ 84K,

A 6 87w ERH& 1454 % SN-38 4,
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& BA % 4m vt o

AR P RAS R T A BRI RAE R TR A R T ik AN
Y. G ERBRATE Y b AT RS T AT RAR, H P AT I
PRAT B R GG A M iE .

EBA2A# 2B P R FTHRBRLAN—ZRINEGRT R, £—F @,
AZRARET 2 ERBOEATHHE 10-R R EMBEGHFTHE. &
BEBA L R T AMIR S R BIFE) 5L FE W R B, 4o Wall FA
B 3K 5T vA AR A B 5 B B AP AR (JACS 88:3888, 1966). T ik 4FH, T
& W 1569 B A A R E MR, &L, # 4=, Corey % A, JACS 40:2140, 1975;
Bradley % A, JOC 41:699, 1976; Walraven ¥ A, Tetrahedron 36:321,
1980.

E M- 10-2 5 E 4788,

BRBRLAG—A @, Bl EAEE ST WA T RTH
-t 8)HAT FAM T & 10-2 K SR, 8 T E TRALMT,
M fe—F Fi535] B RGFRFMAIF LA A 3R Cl10 42 EFIANE
E-

EARH, AT BT AL # e R A bie R Bfbse ) EHEIH A
ETERAEN TR EAWGEN QLIEKEER,

BEAERNMENST O 8 F MR 10-2EEHH 9, BAH T
AR H CRAZ R TRG R TRAAET = LB TREAV);
M (Jones)i XA ; XA H. AEAXTHRAFRIB AL H A
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Fegd, % 4,473,692 T EBFHNFT AHTRE 9 A EUNEHALT R
Z AR R IBASERAE CIOS B ekt F ik, S i, LR FETA
AT IR Ao 0 S T FF VA G 4E 00 A AR A AR AT

8 £ 9 WL E T ERALR IS T B IR LA LG ARG S 3
5, ME, FMREEEITF DAERGGFE. RYEHL, REERL
A B IR B A FEBEABRNKE, REZLH K D F/X E
3R,

B, —&kH, REARB/—FFik, QRN ILKEHET
FALEH T UARSX T ILEH.

COGNEENR GO
C
N
H R

I IT

i£F, RIARMAKXTR, &amabha. RASANLA,

KERAY “HMER” X EEELSAELSENESMNHLE
£. R R . AR B RE TR AT GEMRE A TR
AR, Bk, —BREMIF T FANLAGEARERLYRA
A AL A2, B ARt T B FRegiedfe/H R FMAAR A 3K C10 1%
Bk, AR E ZhIMe, it, EVEXEERAT, £H%
SRS AN ANEAR TSR TRERLTRZIEIRE. £t
o fT, XA T AL EAT A 2 LR R B T R MRS R0 IR
PRAABRLEBREARAAR Y FIR., BT AH L L Hl 4 “Protecting
Groups in Organic Synthesis”(J. R. Hanson, Blackwell Science, Inc. 2000)
2, Protective Groups in Organic Synthesis” (P.G. Wuts & T. Greene, John
Wiley & Son Inc. 1999)T VA & & A& 4R 37 K.

F B4R, R A= RPAE R REF, & A2k hbesh. Wk, ik,
waA. BA. FEA. FRA. AFARER, SAAEALRLF, Z&
RiE LA T EegaL:
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‘A7 FREA 13 14 MR T TIELRBRBRREGREM, LF
A AAE. LERIRF XS], GELBSGFTN. KARAE |
3 6 NERBETFHmA, KRERANBTFAETR. TA AKX, AR
B, TR, AR TEASF. “‘TRE ARAGTE, €33 44
BEFHHRBEA, KA eFaREIRR/A, RTRA. FKK. Bk
% A (norborny)A=4- R 4% & (adamantyl)F . LR E B A Z K TR
WAARL, BAGCKEAMBRENRGIA LT FHR; B, #)
fo, ‘TR BEROEETEA. #TEA. FATEAPRTA; ALQHE
ERRXFF AR,

“WR” FBEHE Y —ANFRiofals s, BFE Y —NSEEEE,

“GpE” BEVEA-ANEAARGERR T 4.

“rE A7 FX-O-mAEHS. #HlFEEFRA. TRE. AAKL.
FREL. KARL. KTARLF. RBREAREA 1 3] 6 KR
FH A A, EMYKE “FERAE” BX-0-F L4

“BR” 3 X-CEO)-mAHs. BARAFTHI—AREANET U
WE. BTN, RELLINFHRLEGEERFARL., #lTE
HOBA, XTBLA. ABA. FT8 RTAREKAE, FREAKL
. RABEBOZLH 18 6 MRATHAA.

“H R TR FERRKRS, FlmRARERK.

“RER” BEKF 13ANMEB O NRSHERTFHSX6TE
FIR; AH 13AM%EH O NRSHHERTFHRIA IR 10 THRFIKER
Y; REA 1-34%H O N NSHERTHEZRK 13X 14 LEFIH
H%., RFAETAELRKIE 1-5 MRARETERK. TH G F A H) 4o
G dsoked . whoz. Wk, ey, RIbekwa A, ek, ekl RIPokek,
ok, Fvbok. BoEdk. . dbk. Wekfenbek,

“HMIR? F8 5 F TR, RTEN0ARIKELIK, ZRFKHioH
8. Raf RFERLERK, EEF 1 240 BiRB AR, AR
AT, L RAsRTF TG 8L, RERTTIELBR
4k, 0.3 LREE LTS RIRG IR, RIRTIER MK 1-5
AR AFTIRAK, RIRTABEETERTFIRR TR, KRG
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e PR RFA, ARBRT LA RGRFAZIIN, RRLOED
A AL, WSk, oL (piperidinyl). AL, TABL
PRAL. RABEERE. KA KA. A#IFT A (oxetanyl). AR
A wWaEHA. WERKE. WEHEE (tetrahydroprimidinyl). WA
A, wAEHEA, WASERA. WAFRAL. WREHREAF.
“FBLA” H-C(=O)H 4.
“RE” A, A, ERHE,

X P AE e RE BRARH” AR LR A AW, A AKX,
Bk, 2FEFEINES —ANRRTHIRAKLAT EHR. £ A (ox0) R
E(“=0" YWHERLT, BAARTHIER, RRAGERE. £X.
FA. KA. BRARMREA. FA. BRRMOFA. 5K RRGEF
. IR, BRAMHEIK. -NRRy. -NR,C(=0)R,. -NR,C(=O)NR,Ry.
-NR,C(=0)OR;. -NR,SO;Ry. -OR,. -C(=O)R;. -C(=0)OR,. -C(=O)NR,
Ry -OC(=0)R,. -OC(=0)OR;. -OC(=0)NR Ry -NR,SO,R;+ X X.-Y-Z-R,
HER, £+ Y 25K (alkanediyl), FRAX A5 A 2K FL 342 (direct
bond), R EIEMAMRA R TR HHE T LERE ALK T H MK
£, Z#-0-. -S-. -S(=0)-+ -S(=0)2-+ -N(Rp)-+ -C(=0)-. -C(=0)O-.
-OC(=0)-. -N(Rp)C(=0)-. -C(=O)N(Rp)-RK HL ¥4, X ¥ R.,. Ry# R,
HERTRE, &k AA. BRE. BE. BRROEA(CEIREK
). FA. RARMGFE. FRA. BRRALEFE. AR KRR H
T, RETF R.A Ry E R ENMNEHE G KR TF—REHY RRLIRRIRARM £
K.

Tia$u, R' e RRARTAFRENEEG R TR RLR. £
Wy EH 3 R Fo R A BB REMBRLSTEWHE DA E R R4,
R' fo R B —A 7 &7 ERBRRILAT LD 5466 D Fo/S 454549 E
R, Hliw EXREAHROERGAGERGERFPEE. AHAS —&&1
»%E, Rifs RRP—RTRTILEN D REF44 E R, PABLANY
AREGFT E SREMH, —R R, ERAXAH—AF &, Rife RPZATF
$) & E BB R AR RICAR R AT A 6 D A E G ATR
AH.
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N-¥ el A B AL 25

E—AF@E, RLARBEERBASDEILITES, HF 1454
R T A A BRAR, X RS A F & TR E R B T3 R4
ERBRGITEMG P RKRIETA R, B 2B FTF.

Bk, KREAG—F@RS—FFE, LOFHX la EHE
F P A EH T, AR [atbsdh.

3 3
R°O RO N
N Z N
\RZ [?j \R2
R' RS R

IIa II1a

£F, R"ARHARKXRE, S akiAE. AAR I LAFZL
BAMER, RAAXEZEAFRYP L, RRATFARL, X PXMatk
L PR FHA. XEEAGFESETHRAT O REQETL
FAABGF R, E—FrERHEF X F-FHE T AHZ AT M (triflate). /£
F—EHRFXNTF, FEHETAHIB(QLIERAY . BAHFsLS),
XEAEANREARY A AMR DI R GIETIT A Y, LAENRE
HAR TR TRikEL MEAFHALARENFTHTHER, W
STAEFEZEANYTHATHRIZAALCRA LY YR, RSB, 5
B, G TR AREESNRPEA. RAMYE QLT BBk,
B R T EBE., RAMYBACEHEAA, XRTEA, WAk,
ZEACTHE. PEAFTAFRFARATAR. RAEOERPEROE
REILAY . FTA BRI ORGSR, T4 B X F B8R 2t-0-
TEREKFTERGER, RABGTARABOIE=ZFTATARL, K-
TE-ZFRFTAREARRT R KA Tl A6k,

4o L@t BACE L, & FARAME L TAEX [a &
M ritsr, £F R RRAREMNEZBYRF—RETFTEIK., LK
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W, R'fe RZEFEMEZY R T —RRATERNBRIILITENG DA E
I, BATEYHI A T XeH:

fa %, % TP A A AR R 45T vA B AR 6G 1o dp Lt AT, BPAE P
R RPAFTHAFEELEMBRLSTAED G D EXRGAARAR,

M) Ia A= Illa ¥4 ROAAREERAZAKP L, B, X Ila
A TTAE L WA 10 12 B AR 9 258, B4R 10 4289 £ K AR
¥, wRiEpAE PAREMCARE, £FRRANEETE P LT
BRI E, SFTARANANARTER-ZFRATF LA Z 5 T 5182 88
B, BT NI-Fam Ao, 10 255 HARTEREZEG T2
A,

Rk FARAMMARTRE-—F AT AL = A TRERE. 2L
CEHEEEFRARGARLTATEERELN. FRAKERAMNGHER
B, flie= AT RBERXDd, TEFARKEMNZIEERTFHET.
Ao PRAEALANGE TOR=ZFATAERAA LD
(TMSC1). =¥ A Fattr it = £ F &8 85 (TMSOTH). |RTEA XK F
AW A = #F 5 B 8% (TBDPSOTH A B = F A A ¥ A% A ALY
(TIPSCI).

EHZ—F@, REARBE—FFiE, La#eX HaohiEE
FrRrELEN, BERETRASH, ARBXIVILED

20



200910173701. 4 oM P FE14/24m

3 4
R°O N R
P N R0
N \R2
|R5 R1 N N\RZ
R1
IIIa IV

A, R'"ARHEEARXITE, &I AA. FEAIANEE,
RHEXRBLEFEY L, ROAKL, RRAFARE, L+ X Mlaktdd
53558 T4,

4o ) k@it it g B AR WA AL B K, 2R AL B T £ X 1lla
At Litsr, £F R REREMNEEGRF—RARRSKIK, &
A3, R RPEREMNERN R T —RAREREIMNBRILITEDEY D
o B3R, ZATAE MBI h TR ED.

R0 R30

Wim, AL AT A XA WA Lt AT, B P R
Fo RZEAFTHAFEAEMBALITEMG DA ESRGARER.

E A R AL A QAR A AR BGRA, BRI R R L R FH M.
BIRABAWEA 28ANMK, REERMHRAFT EAHF LA ELAMLS
BRI A A HE K ARA) . A KRR S A 3 £ 16 A PR IR o AT
4o, EBEEiow Srkvh T #HT, EREMEELTETRE-78°C &
B A, KikAE-30 £-40°C Z 8] $94KIR T #A4T.

ERK B ZE, H52) 4R R A B0 FALH BT
2, ARE T ALk,

21



200910173701. 4 oM P E15/24m

A, EHREHFERT T, TREED

W BEL THF VL RE ALY R TR ELH T, AR 742 L]
ANLE, BERBIGEELRAOMARLESR X RPAR, 157 SN38
4:

&R AR 2 Ao XL A

EH—FE, KEARBTH 10-2 L4810 10-2 4 F 88 A A
—4AF ik, EARZPNX—5 &, FHREL LATE KL AT &H
£t TR A -10-2 R EAAR(H) o, )R EHTE M A BRA A EKBR 12 &
BARAEST B0 RA T RRESL S, BiLE 2B F 4 2RI HFR 20
AR T T TR R M. B A& P #3i£ £ Ragina Naidu T 2004 % 5
A 28 BRXHURIEAH F£5: 740082.413).% # A “Process to Prepare
Camptothecin Derivatives(#] & & At s tG 7 ik)” ¢4 X B EHPHT, &
JE AR AN A B H

B3 EFTHRBEALAHERIAR 2 HELEF X, £, BT

22



200910173701. 4 oM P E16/24m

T2 H#Heg N-Fam b b Extek b HIK 14 | SR ZBR 2 5K
AR

B @, AR T HER 1 RS R 6 R Y 6B 13
it Sk, £F ROARFTHEEEKP A,

T vA 4% B 4] de BT & Protecting Groups in Organic Synthesis ¥ 8t
WAFARPEHBARPRE. ERFITHRIE, oailHEHR 13
BEF9AEAMEHARMSE N-Fa A0 b AR 14, LF RRRE
Fa A, Flded-TA TR TARA.

7
RO &

14

EF—7@, AEAPEAIRFLTEIL - TRERANTIRALE
B AR T AR 14, P RAF T AL AL A £ N1 AzR 4 F
WA Bt E 3R L6 C20 2 ARARY . Bb, BERGEHEH
At 14 FH RO A RTABRE . E460 F Ak AL h) de L ik,

EFRRANZE, TERTFETH 14 R E 6 754
10-2 A E R 15, A KRN AT EE TEIARE, BB
5 LB 4e R CEAS(IV)R £ Cl10425IANZA. B 5 A 2A 2B 8

23



200910173701. 4 oM P FE17/24m

FRHAETHEIREZE, 15 TEDHELBRIRIZZR 2,

&K 3 el X EY

4o 4 BT, ZWFHATIER14TAHES —FHERBITEY,
AR E I, EAKAN—F &, @A RAANLE 14 LAEB KRB
Cl10 = EFIANLABTLFE 10-24AEH/8 9. AZTRT RAHARE
NifswgFapim i, 58 2A P74, BREARETHEINEL

AT AEERBE CO LI ALK, 7T ABAT F BRAL R B A M
FECOREMAULR16. ¥ 16 RETERFMHFENECIEEA =
FRER T RGILAER 3,

B 4 BT w, TAEMBALHITRA. FRRALRERR N, 12
RAEXERM. FBAFTZREE Y DA ERRLTE, Flio, KX
e —F mRET —Fr ik, LR X Mo RET T aRAL
FHTARLEX VILESH

N
R! & R

III \'%

£, R'FRHEEARTE, Sakiha. BAIXANLAR,
REAFTTARKE £EFPXVALEHEFHETHE. RiE “ANAR
Fo “PHEF” whATHEZL., £—FFEHFXT, R' o RPERKE
& RF—RYRER., £F—F#FXF, R RPER EMNE
BHRF—RYREMNBYODAER, EXFBFALT, XNV HLEH
14.

24



200910173701. 4 oM P E18/24m

7
RO g5

14

B—FE, AREPRBET —FFk, LaEBbX VLoV RET
EAbtt. ZEATHA ClOE5IAEL, BIRE N1 25 Faalrit
W, MmiFE| X a9

A HO
N/ N\R2 N\Rz
e R
R R1
II

\%

g, R"AW=RHEAXIF, EARIIEA. EEAIANLAR,
ROREFamL, LPXVOARLEHEFHETHE. RARNTAH=
Ldgde. TEASIV). FAT XA A B4,

FERik EHF KT, Y 14 R E T LA 6 8BS, K
miF 2 e4 9.

7
ROO

F—FE, REARBT M7k, LaehkXIKEHWRET

25



200910173701. 4 oM P E19/24m

BB SR, ARAEX VII LA

HO CHO
HO
N\ 2
AN

i ' VII

£, RUBRMARKRE, S4Bk R, BEAIANLR.
E—REH XY, RFERAREMNEEGRTF—RERER. £5
—ZH&FAF.RIFARERNECMNEEN R T —REREMNBKRG DNE
R, EXFHHELT, NI VIIH B H4E49 9 16.

CHO

9 16

O P AL QI A BESATIEG AT A TELAEX IA
a4,

ER—7@, REAARBET —FFk, LazkX VIL EeHh IR
B FiL BB, MmRAEX VI LS9

CHO CH,NMe,

HO HO

VIl VIII

26



200910173701. 4 oM P ZE20/24m

£, R"AFRHAEARXLE, EHRIBAHEN. AEARAILHA.
A—HEHaFXT, RREREARECNEBGR T —RY ALK, £5
—F#F X P, R o RP#EFEAMEHH R T —RERER A DA E
W, EEMELT, X VI AAEHR 3,

CHO

16 3.

N1-BAbd) ERBITAE W BEARX BN

EH—F &, KEARMET &4tk f EMBELAITA DALY
A AT R 1-E e ad. @7 TEHOBERBEZERNMRE,
£ RPAAIIE, [O)REK

AR Y. ALK BB S H A S R R TR, A
—FEHFT X, RALA. £F—%EFXP, R*H C-Colnkh. M
EH—F#FXT, R*ATE. REAAKLGA TR H st AL
¥ F B (MCPBA). % 8B — A ZER A AT, Rk e§BEH AH =R
FIR(MDCM)., AXHAFHHNAEARR LS FEEB 5T, EHH1H#4L

27



200910173701. 4 oM P E21/24m

BT 1-B it 17, AREFEER 6 F, LAW 18 H L&
a4 19,

ER—F @, RAARLT RAEHH-1-RUWRELTEY, £
bt AERESAHERN, £ CI0MEFIANEE, —HRBLTTHOHRLKM
RiZEAER, £F R*AAIBKEA, LAE[OMREAA

4. SR8 UV ARATRIGAA KRR T AR, REAHEME
M EART B A A T R AR . oM BRI T h = LRk 4e,
LEAEIV). B EAN, ARBBURY. E—FEweFXP, R A
Ci-Ce o k. BB —F#aFXT, R' HT ., RAHULFRMAAMNH =
LB AR, 1% BAC B 38 F AR b AT, A4 IR S vI £k v (THF).
ALPTHRGENRRELETER ST, 1THALKRI, UEARTER
6 ¥, a4 19 #1L A SN-38 4.

B—F @, REAELT Emsk. ERRE 1-BABETEH R 10-
7 2 E AR R AL A TS AR AT L 6 T A . AR AL B RL & VA
TREMEAHTH, EFR'H

WA, R'MgX REAKKRA, L+ X AR, £, ER8-1-

28



200910173701. 4 oM P E22/24m

A T HOREAA RS 6 T BAEH, T &EA T

B 1A Fi®, B4R 1A CEAFZLIRNKEG C20 15274 5K 5¢
o, 3K E R 6 R T R T AR R T A BR S A AR KT BR A AR B9 A
fRAM. HTHE, XL BT EELEMER BT ARG AR
., 2R, KK FER T A T 869 2T i 7 A 4K A R T BR 53
MARRA Y, B2 R T FHMEA £ BARG ZRLFE, #ld,
T B 2A Frmé) C20 LA S4Me) 8 2] 9 95 ib s, RAWEF
BRI A F i W 4R kA4 8a 89 BAL

8a

ARAEAL AW 9a,

H

9a

29



200910173701. 4 oM P E23/24m

£, AW 8a Fr 9a KA B F MR 64 S0 & Fo 3R ST Y AR RS-
W, VAR GhE) 5 B stak MR, Rk, REXZRAE 6 ELIKEIK
i, BRRIGAAY R EHAD CIEPTR T by AT BR A M A,

Wit TR R e) Ehap g KER., RIESFLA, A FH
F FofE K REEA RAARBRBAAR ATEB 2.

% 36,45
4 1

FE K% 50°C, EABR T AL ER . REA TLC
Vol AR 3EFRAY 8. A CRTE/ AT RAY
Wit ARARBINLRLERFTR P ELaRaiied 8 HA
FF—HFEE, LT k4o £ B+ F) 4,473,692 Bk (L3645 13)H &404
# 8.

E#A) 2

EFTERT, £ 10 047 H% = LB 4n R TEBAE(IV) e ALA4 8 #ik
BB EBREFRY, REEE TLCRMARLHG T 2HL., AT
HAYBIG AN, RAERSMIEFTALEARBSY 9, Hit—
AT WAL .

#1453

A4 9 mARAE DCM 3% THF ¥+, /A TBDMSOTf, £ % &
FHIRFLIA D, TR EHRESmEER, wEkd) 4 X 5
Brik.

b 4

% TLCiEEH R E#B 3 9 60E, AIKETH THF ¥ 694
KXF(CEE BRI R CERERDGANEFRT, EERTA
SFARAATHRAW B 2-3 PHRELHALRLLY. YR EHE
432 M E THE F, BERAHENZERT, £8HZBROAN)RIRFA

30



200910173701. 4 oM P E24/24m

SERAMAA R R T Fo B 17 B 4.

B 5

¥ 2] 3 B &0 RASMEMAE THE £, £ X%-40°C K RoH
A EAKE. E K 15-30 24P A Ae N TR R A/ RAuY, B A
BRL R EARF AT -30°C. BEAHKE, BRAHREHARE
0°C, f£ 0°C #t# | IR T LHMHETRNY, BREFHATHE
AT B oW 4.

534 6

Koot 4 BRARTF, HEMBAE DCM F#) 4-9k7%2 T HkE
SAFEALE., #iTARMERE DCM g, @ REEHER
# DCM ¥ 3 A tafo sk B 40K A 22, WA VAR FF R A AL EAT
kAT AT, ARSBISY 2,

AP BEAE WA/ T HFREEFIRYG LENAXBEA. £
HE+HeiFAF. 2B5AHRFE. SR EH. SR EH PiFfEd
F) R FE SAREAR A S F

BE, BAEFRTUNSXERE R T H WM EHRS
FiFe T, P XEAREENMARAERAELHARALATCEA.

31



200910173701. 4 ﬁf. HH :l:; I;ﬁ @ H1/851

T
N
HO\W
n
FIBHBE, 3 N o

B 1A

32



200910173701. 4

i

LI VA 2/81C

\\\\u“"'

B 1B

33




200910173701. 4 L L H3/81

F4L

\\\\\“""
HO &

100H-CPT, 9

34



200910173701. 4 L L H4/81

DCM

100H-CPT, 9

\\\\u-""

1. RMgX, THF
2. 0,

35



200910173701. 4 L L 5/81

wy
CPT-20-R,
13 SN o
R:O ¢

TBDMSOT TBDMSOTf
DCM DcM

1. RMgX, THF

2. Pd(OAc) ,

36



200910173701. 4

i

LI VA 56/81(

ESRCE- - S T NG

37




200910173701. 4 L L T/8T

mCPBA
. 11l
DCM
17 o
HO  §
RMgX, THF
CaHs Pd(OAc) 5
10 Y
9 7
., HOL
B
n N
18 0

9

38



200910173701. 4 L L H8/81

\\m\""'

10

19

39



