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%, BHEROATHTR RES AR ABESAEC- T8
A E MRS B EALAT AR AR A ARG AR AR R R 4 B,
P Mk fl, FREATRTE KRR R,

2. BAIZK 165, R PARBEY AL

3. RAER 167k, AVHETEY—B¥HC-72E4T7)
R I EHR:
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O-C(O)R?
O-C(O)R*
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EF

R' A 2 4 SBbEA

R2ABAEREL #
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R R: RARiwbEmE, #E ‘B AHASHLEC-T1L

SEA

4. BAVBRI 7k, LA REA

5. BABRAFE, RPARX T MEMERAT- ABREHE,
7- AHEA-10- HLBLAELE, 7- ABEARRKERIL 7
- ABE-10- MLBLARRAEE L 7- AL
cephalomannine, 7 - A#E% - 10 - BLLBLA cephalomannine. 7 -
ABEEYBEC, Fo/RT- ABA-10- LLBEEHEEC, F
BAR X 169 EH5h paclitaxel, 10 - RLBAEA B, REHK
T4 10- BLLBARRAEZ O cephalomannine. 10 - Ht
ZBt% cephalomannine. ¥4 8% C Fo/3, 10 - BLLBA K485 C.

6. BABK2 HFE, EPEEKES & PR T A AEAY
BRI RR 03T R ABEL FHR RN RAEMN.

7. BAZEK 6 WF %k EPRESRENSHE RS ELH
W g IR R, AR BN AREBUTE G, L P
RAR KRB,

8. BAZR®FE EPRATATIHZEZ—LRRAGELES
ENBE. RHHER EEREE FRFAR. FRIAFE

B. BHE. MABHREE FRANEREBE. HERE i
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REE. LATEE AHKEE HHRE vkEREE
(Stomatococcus). HEHHEE. FHEAR FERKEAEI
Kingella.

9. ALK 8897k K PARANMANMETIEELEAN: i
BE RZEKEE MKABEIFHITHE.

10.  MAEK 1873, LPARRETE ETHERZ—LE
NemAEY: HHBE. RHIFER ELKAE. FRARDE.
FHIABE. REE WAMKEE FHRANBRAE. WX
BE. FKBE. SUTEE BERRER HBOKEE. wiR
# & (Stomatococcus). HEARBE. THEE FERREGER
Kingella.

1. RARKI0#FE AVHEBTLEATHEELENY
wEy: FREE REKBE HRBEIAFHHEE.

12. BAEK Q7% RYHREMEZHH paclitaxel, R
REJE 3544 paclitaxel #9 % 4 3%.

13 ATHRARGERUAMREHTAE C- 7B EPIRAT R
HEEHA C- 7 BRAEYRHMANNF &k, TFEOLT
55 B

() SIS LHER AN REDOE KRB L KITRE
(i) &F—HIBFHNEE
(iil) R ED S F RO EFA LRI RARAE, MEEHAEY
HATEK, R LEMAE T B ()R T RB TR,
(iv) B TABEGALET, WERAN, NHAZREHAEK
B L, Fe
V) RBRMENIAHZITRFA C- T B EBRARBR

AL,
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! AR, K () RATE S 4300 %
i%ﬁc;wﬁfi%ﬁc—n%Q£W%%%%%%¢M¢,

ﬁigizizg%ﬁﬁ¢m%%w%%ﬁc—Bﬁiﬁm%%
%ii?:; f :jf Fpmg X (1) %%#ﬁ%ﬁéﬁ;ﬁﬁ

° B paclitaxel. ¥RFAEF. 10- HIBARREFEE
cephalomannine #) %45 )%.



x BB #

BC-TRELAC-T7RE
B R EMBRIKBYTE

FRUBPRATHHEC - THA, RERWC-7TAMENEY
ELEY (taxanes ) BEUAWC - TEEMNELRXLEY
(taxanes ) MBRALKXBIE. FRAFERLGDTUREEHEE
MR RELEY (taxanes ) » i Wipaclitaxel Mpaclitaxel
XY, REVURBEIERLATSHEENNELELRLEY
(taxanes ) Il PRI M kLAY .

EURELEGY (taxanes ) REGEHRTEERAHARFEL
&Y. HlWpaclitaxel (Taxol®), M TFREHHIEY L (taxane),
ERRAE-HAFHORBEDN

HO

Phﬁ/ Ol
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K PhhyZBEE, AcHZBMERB z HEXFRE,
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ARBFENRYR é*éﬂz'%%(taxanes)fﬁﬁﬂpaclltaxelTEﬁ
DHHTRN, HOaRDSEER. R, REEMGELEY
( taxanes ) f gk LA #8 3¢ MEFETHOHES, Fol, #F
paclitaxelkift, TRFEANAEN YR ALY RENLE 2B
BRURBA, Bl X AREAARBEFEETHE A EH
A&k ay (taxanes ) §liipaclitaxel, UEBTHERAT
TREEUYHERRE, BREXARER,

RAEC-THUMBENEUELL LY (taxanes ) » A#{E
IEEERRER (fﬂﬁﬂpaclltaxel ) J&Ef'ﬁﬂﬂﬁi‘*—éﬁﬁ]ﬁ%ﬂ
| #%E?ﬁﬁﬁ%?‘mtﬁ*ﬂﬁf (@Jﬂﬂ%%iﬁ%#ﬂlﬁll 0-BZB#
RKRFBEI) KBS ABRNE. B8, ¥k bt X 1t & 9 (taxanes)
TG MBS ERE YR ke, ZEEYHH AT E T vyt
RBAEC-THMmABE, MAEHEY UHEHEX. Ak, BT
HHEW, RERFHAREN R ER LY (taxanes ) %1k %
EHC-THERBMELESLEY (taxanes VMEETHTRE
ERRENEEL TR,

$ﬁ%ﬁﬁTMﬁl%$ﬁC—7ﬁfﬁ%%%ﬁC—TKﬁﬁ
MR ERI G Ctaxanes) HEBHC - TREMEHER LS
Y (taxanes) B ik. Kb, FEYRETETFHEZE S — 7
SHERBAEC - THNBENELE W (taxane ) B g i
BETHAE: FAHEBRAEC -1 NHRENEL R e
(taxane)—'i'iﬁEiEgf§%ﬁﬁﬁ&?ﬁﬁ?ﬁﬁ%ﬁﬁﬁ?ﬁﬂﬁﬁi%ﬁﬁﬁﬁ%%
BM, FBTHRKBERN.

FROUBHTHHEEC - 7 BHRYRELSY (taganes ) #



BHHC-THRENRERRLEY (taxanes) HERFE. &
MEXR\HE, TUKBE-HREK (taxane) , RETURIRHF
REHABAFENRYERELEY (taxanes) HBEY. E—HR
BEIEEE RS, HMEAREHE, ABOI0TESERAYHH®
RERYREZLEY (taxanes) H—HEEY. RAFLBRNH
LRESY, RESHABH-RHIAEHEFC - THHELRERL
a9 (taxanes) 5, EAESEC- TRHAFEWENER, B
REMRYHALAY (taxanes ) » E—SHKRWHEELT o
E-HRENXESRT, 2RBRET-HATHEES -
HHC- TREMTIA | HEYE (taxane) REAM K .

(=)-C(O)R3
O-C(O)R?

He
R ARESBREE, RERR BFTRANEW,
R* AMEE (REEREREGE ) ZEE; &
R MR MUMAE. RE. #BE. K12, XEE. RBEE.
HFEHREFE.
RHTEBETASE: BE P —HEEC- THNTARIMEYE
(toxane ) RARSRFRLEFRC - THEARIBENAER



MOBRREDEM, FEFFRAREN .

] 0
O-C(O)R?
O-C(O)R*

OH

Ho: |

R*VR®*.R®fR* WEHEX, #H “sugar” REE®
GEC - 7 REEE. |

CRIAR TR a kBB TR D CHFT TR, &
EHRMH (0, EFFRARCIRRHE) REUSRETESH
BRANBEGYRAGEN, HESELREKRS ES.

WERR, EWHEETABRTRIEE: SRANLRY
RHEEAY (taxanes) BB AYH, PUALEREYHH ST
paclitaxel FEMEM KL LAY (taxanes ) (KEPZz—-mRLsHh
BHC-THMHE) HRAY, URLEBABEC- 1RERYE
( taxane ) #fipaclitaxelft o

ERREHES, BERHEYS (taxane) $HC - 1 ZAM T
BHEREREES YD, C— 7 BRRERERF Spaclitaxel P hy
C— THEME MBIk,

ELFAAE BELTE" R BRLTE B EE B
ENNFRUNLBRAN . AXFARE REA” LESHE
FREMEL, FETALHNE R RS EEZS A, BN
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NBENEEN. ERRHFENER —HBRNEY QEER
BHRSHEZ - HHANRLEY.

EXHFEAE W RHEE. WB. BERRSEE, REA
ERRATREROIMEAE. HBE. HH. MRuE. B
AR, RENEAWABE - A¥. RE “EERBEEC-7
e RREERESRERR AP BRI (taxane) B4R C -
TR, RENEENETUTSHOARER -

OH

0

HhgERERE o, KR HY,

EAFHRBRFENRMEAN -S4 FRORE ‘KL &
“alk” REEBRRMHEABNIBHENRE, RAEEBLAS I
~ 1 2ABETFHERRE. RPROXXEANXVAERE. 2
£. FHE. BFEE.ETE. HTE. 3T, R£. o%. ROX.
RE. 4,4 -"“HERE. £, 2,2, 4 -=HEXEE. T£.
RE. F—KE. FIRES. BREMIHATABE-HREH T
EF: 0%, REE. GRE. BHEE. B2 2E. FEE. KB
X BERBRPOEE. BE (-CO0H) . BESE. Ex5Es
Z.EEFHRE(NH, -CO-) . HE(-NH, ). g8
ERKESE. RBL (-SH),

AXGRRAEHRIMER G~ B4 FEORE EZalk” R



“BREE” RBENNENEEBTAE | ~ 4 P RETFHEEA
REREBIRGER . |
AL RBRENRBEDY - B4 FAORE HEE" R
“RRE" RIEWEFAGSHECAR (-0 ) ARR(-S-)
RAMEE. FXTRBRERABENG B FAHAE KK
BE" REEGREROHERE. AUPRBREH K BEAH—
BAFEOAE FEBERE REER THERANEEL, TRR
XS VELTERRA, AXFRURENERERS—BLFRAM
RiF —BERE” £ CRESE” RESNENEARH 4R

BMEEMREEE,
AXPRURENL LD B FRHAT REL" £
CWEHB-BEEES - -BUBNEEFRNERRNRMALE.
RREMEACE—IREINEFROKE, 71/ 1R 0
LEAGERREFRSER. X ERRAHLRER Y — B4
FRANAR HREERE RHAEZER (-0-)RAMWLFR
HERE.
FXhERRENELEA B FHORE HE” LR
LA EHEL B -BEROEEF AN EERRGER.
HRENEVEE-BRLHNEFANES, 1/ S—HESHL
FEAGERREFAMER. AXPAMRAILNEAN — B4
FRHAR BREEE” REECER (-0~ ) HAMULFEM
HE,
EXPRUR AR BERY —Ba FRORT REE" B
EARRMBUMBERES, RESH |~ FAEHFEES~T



MEEFHERERRLE, ARROZREANLNOERFE. X
TE. FRE. KL, FRE, FEE, FRE. F+-KENS
AiE. BREVMEFAE-BRERNEFANEE, 71/ 2—F
HEWOE EAGEOREFEMNER. A PREREHLH
ERN-BSFEARTE FEEEE” LHILER (-0 )&
HEI LRI EE
AXTEBEENEMERN RS FENRE KEL” &8
HI LA~ S FES— MRS R BRI - R
KEFRNEABROED. RREMRHEE-ARLI 0 LFR
HEE, A/ R RS UL ENEERREFANER. &1
BRREHEMEAN -S4 FAORE “HELEEE” LRELE
B(-0-)@RAMMEFABTEE.
ALFEBREHEBERN—~BSFAGRE a7 § %
E" ZEEERRMERFE, RRESF IR 24AREE~1 245
BEFHEARREE. ARROXXEANTNEELE . BELE
MEE. BREMIVER-IRES, RASIKESHBE. &
ERRNEEN RN ENEERREFANER. AXGMES
EHNEMERG S5 FRAGAE “SEL" BRI EE(-0—)
REMEREE,
FIFRURENEMEAN RS FEORE 2RE” £F
RELS—-AMRFAFES 2B T EBRR ML QAR BN
FREREFFE, RAESIFTELG R M EFHRRERN
T, RNEMUANEFARDAT 1R 2 EETF. | R2 48
BF, A/ 81~ 4 M ERTF. SRRETUNEARRREME N



FRREFTRE. AFENLALENT : BUE. HHE. RWBE,
WHE. KEE. WAL, RRE. DAEE. BRE. RERE.
EHE. BUNE. XABME. REULE. LENEE. XiE
SHE. MEFRNE. ARENEHAE-RE M0 EFRNE
E, M/ RNEENEERREFEG I LS EH. KX H M
RENEMEAN— B FHUARE “2FREEE” EETE
(~0- ) RAMLARFE,

EXPEMBENRBERG RS FEORE S &
RiEE. 5. BAR,

EXFARE “taxane” BEUTHASE taxane R ek
é%o$Kﬁ%*%“mmm%ﬁ”%ﬁﬁﬁﬁﬁ%@ﬁﬁﬁ(*?
 FERREMEENREUTRR) .

ZROSHTURHRE, $HCTERRRE TS RH RS
Mo RENIHBSREEL M5 - LHONFERE (oxetane)
W REC-11MC~1 2 MEBRE, BUEpaclitaxel B HF %
eI

AXFHAAE BERPER" RIS RPESNEE
MER, SEEAERBECHRNZE, TAHBRERAERS F8
BT BREARESROEGTERT. V. Greene, John



Viley & Sons, “Profective Groups in Organic Synthesis” ,
1981, ®| Fieser & Fiesero

FXHFRARE & ABRE5RNN  BHENBRARER B
SRR,

FXPRAWEEARMEAN RS FAHRE “HE” 283
ENFHNREA -COOHETREBEF RGBS . AP AMRHE
FEBEAH-BFFAMHAE REE” EHETIER (-0-)
e LEMBRE.

REXRUERREMFFC - THHELRLLLY (taxanes)
TUEEBHETEAXFTRANBRLABRFEOEAILRLEY. R
Eﬁ%lﬁﬁ'ﬁtﬁﬁﬁ%%fﬁﬁﬁ%%:ﬁ*ﬁqgﬂﬂﬁ%ﬁ%%%%(taxanes),
Bl T - AWERYE (taxol) . T-AWE- 1 0-HZHEE
Y8 (taol) , 7-ABERRFBEIL. 7-AHE—~ 10 - B
ZHREXRABEN. 7 - K¥Ecephalonannine . 7 — KME -
1 0 —~HZBZEcephalonannine. 7 - FBEERYH (taxol ) CR
T-AHE- 10 -BZHEEEYE (taxol) C, HELAYTY
ERFEREUENENNBEAB S AR EUELRLE D
(taxanes ) MBE A BAEE. “ERER” BWERE (taxane )
ERFEHEEEL™ERYE (taxane) HHPHANEY AR
W MO BRERFERYR (taxane) MEYHLATED, FREE
EFER (taxane ) MEY A AR ENEBENETF T ELEEY
AR, WNRRRY. RLLEY. SHAEY. EERELEY.
Taxus media. Taxus hicksii. EHE ZTaxus X. media hicksiis

MHRANEHEER. ot TENEIHE. HREFRY NS



RBFAC-TREEMEUR (taxene) ERERNNRZYE, 2
RHMD. G. I. Kingston, Pharmac. Ther., Vol. 52, pp 1 - 34
(1991) + K. V. Rao, Pharmaceutical Research, Vol. 10, No. 4 ,
pp. 521 - 524 (1993): EV. Senilh FA, J. Nat. Prod., 47,
pp 131 - 137 (1984) .
m?$ﬁmiﬂﬁﬁﬁﬁﬁcﬂ7ﬁﬁﬁ%ﬁ(mwm)ﬂﬁﬁ
BETTLUEL EEE b (taxane ) f§C ~ 7 UmbEEETmRE. Bit
iﬁﬁﬂ%“#ﬁ&%ﬁﬁﬁ%ﬁc—7%%%%@&(%%%)&
TBRILELIMNNEC - THEHRENELE (toxane) , &
FERKM. B, *XUH—SRETHEE I -HETERRBS
EC- THEBENRYIR (taxane) (RELRA UMK E
(taxane) ) M, RFHHEATFALE: EEHNEET, #3F
PoHARERRAEC- THMBSEMEME (taxane) ({3 F
BRI BIRYH (toxane) ) SRBEFRABERLBLYEC - 7
EERESBRBEYRE, FHGFRRL. FEOBRN YT
m%ﬁﬁ%%ﬁ%tﬁ%ﬁ%ﬁ%%ﬁﬁﬁé%,#ﬁﬁﬁ?iﬂ?
ﬁﬁ%iﬁﬁ%*%ﬁﬁﬁi%,@E%ﬂ?ﬁﬁﬁ%%#?ﬁmo
ﬁﬁ%#%ﬁﬁﬁﬁﬁ\ﬁg~pH%&ﬂuﬁEﬁ?$ﬁ%@ﬁﬁ
RkBRFEMTRREFH, RETEFRTULR, GIALEHR
BEGARERD, LANTFHENMA .
E—HEBHES, ¥HC - THHEYE (taxane ) T LM 48
BHHHC -~ THEMEBE (taxane) Bt ERBELFEH &,
HFEFHENRYER (toxane) WU ERC - THRERSEH A
TEMNARTE-ERRATUR, P HEHASERPE, B2

10



ﬁ$ﬁ%ﬁ%ﬁﬁﬁﬁ%iﬁﬁﬁ:ﬁﬁ%ﬁﬁﬁﬁ%&c—?ﬁ%
BEMRLREIK (taxane) »

7o R UK 7 o 7 B B 9 T B B A
MERLARYENETERNEY . FRRELYRANLY IR,
A HRBREENE, BITUUBERSER, RwEdHER
MEREEETRAEL. |

REVHLAEETIHEENREY : EFER. FIFHE.
ﬁﬁ&@E\ﬁﬂﬂﬁﬁ~§ﬁﬁﬁﬁ§~ﬁﬁE3MR%ﬁﬁﬁ\
FRAGKEE. BRER. INREE. AFAR. EBREE.
MEBEE. DREEE (Stonatococcus ) - HEREE. THER.
AERBEERKingella. REMBEYHIRREENLH, R
EWEHE. Micrococcus lylae. THWMBRE . HBEHRE. K
WERHE . Micrococcus kristinae. Micrococcus nishinomiyaensis.
Hicrococcus sedentarius. ® Micrococcus halobius: FRFFH
BEO&H, AUSHEFRAE. FELFRHE. RRERFE. ¥
RFERFE. FRFAFE. BRERTE. RETRAE. BB
RIE. ERFRAE. #RFUHFE. EAFRNE. REFRH
M. Bacillus marinus. @RFRFH. EREMIE. Bscillus
azotoformans. SRHEFAHE. BRFAFE. NREAKE. B
FRAFERFE. BRFRFH. EAFRTE. BEFALE. B
BERHE. SHFRAVFE. UEFERFH. BXFRTE. B2F
RHE. BFHHE. BARBTERTS. SRFRNE. BAER
P& Bacillus schlegelii. RYBEMHE: RHFEEHEH,
fiaF)lavobacterium acquatile. HENWH. ALEAREE. I
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REEHEFE. Flavobacterium odoratum. Flavobacterium
multivorum. B Flavobacterium spiritivorun: MR ER K
B, BUANEERERSOEH, HURRERKE (Noraxells
(Moraxella ) lacunata) « FREKHE (Moraxella (Moraxella)
bovis ) . RBARULKE (Moraxella (Moraxella)
non}iquefaciens ) « Moraxella ( Moraxella ) atlantae. EFME
R B R (Moraxella (Moraxella ) phenylpyruvica ) « R H
i K (Moraxella (Moraxella) osloensis ) . B#H 2R KHKEE
TRMEH, NN BREHLREKRE (Horaxella ¢ Branhanella)
catarrhalis ) « MWoraxella (Branhamella ) caviae. Moraxella
(Branhamella) ovis. B Moraxella (Branhamella) cuniculi o

RERBBHED S RE REBATCC 55475, BHERHE
ATCC 55476, XRFAMKFH ATCC SO47TTHIM KB B ATCC 55478,
FXHAAR “ATCC” &% American Type Culture Collections
12301 Parklawn Drive, Rockville, Maryland, 20352, 9 R
EMEHRBLENBILE. FRREYTINMEIB I 0 HER.

BYREHHEDEE REBATCC 55475, BREF R BATCC
5476, RFMHFHATCC SHATTMH BB BATCC 554788 B MK
EV. FEM, ZRBEYNEDROEFRWIELEREETFEY
PR ABEES, HUBELERALEER. YETE (HUss
BH)REDEFE (B, ECHTFEDERA) BHNREH B
H o

RUKEBATCC SS4TSATMESHEAN (3.08) . Ba
(10.0g) « $ILH (5.05) GBE p HT.0FEI2CRE 2 0 4 B

12



MEFRGAFEFRIEE. RRNEDNRENT : EXZRHARK
KCl~2um); Rahty; REMER; EEHBREELFTEEK
REEEANEE-p -UEESRHABREALEBERANEL
BgPHt ( B MDelaware Gap MNational Recreational Area, New
JerseyRBM LR HABFTBH ) -

BEFRITHATCC 55476 W ERFLHN (3.08) . EBK
(10.0g) « E4H (5.08) MME D HT.0OFFI12ICKE 2 0 44
MEFRAGRFEPRTET. AREDOBENT: EZRERHF
Poro TEHE; BRRF; EERBFELTELEK, 28BN
HMELBHE; BOWEMAN: HERL (sMArlington,
Texas BEIMLEHBEFLEL) - |

FRFRIFEATCC SSATTHAERF AT (3.08) . BB
(10.0g) « i@ (5.0s ) MIAEp HT OXEI2ICKE 2 0 48
WERAGHFEREAE. AREYORBEDT : B2 REBFR,
TEHH; BART; EEARSAELBELK: SHLABELA
SREBHYE. BOWEMNANE: FELAE (dMHanilton Square,
New JerseyRXKBEIAMIEKE R4 BHEEK) .

WIREBATCC S54T8WRIESF 4K (3.0s) . BAK
(10.0g) « EiL# (5.0 ) MMEDP HI.OFEIQICKE 2 0 48
MEFHGERETER. AREDHBENT : ELRESRHE
(E®0.5~1.5um); HRANEE, BREFE, Rath: £F
AR EEREFREEREER: SEAYBAEENELBERYE,
REWE (& MHarrinan Park, Tuxedo, Nev York3% & # 1 1% ik
BHSERH) .

13



PR TR ER TR SRR B R ABREN Y
REDHTE. ATEBEBEFREFEBRIEKBERHNSC -
THRHNEYK (mmm)MﬁE%MﬁﬁﬁE%ﬁﬁTﬂ%Mﬁﬁﬁ
& RAEESTILER:

(1) BARRPIRFFENREDNEROENERBEE,

(i) BFE-HEFAEY,

(iii) BHEDSER (1) NERERBEESE, UER
REDBTER, HELRYREEE ({1) HERABSTEW,

Gv) ERRABENFET, NERLEY, DAL EBHE
KRR RL; A

(v) REBEYUBEFEFEC - THNERLE (taxane)
B9 7K B8 R RL

FEXFARE “BE” EBIROLEY, B & Y O 0 O A
MESHEASH (ABOTHE) BERNRTERER (-0 -)
RER, %é%ﬁ?kﬁ%ﬁﬂﬁ%&ﬂ??ﬂ?%ﬁﬁﬁﬁﬁﬁﬁﬂé C B,
HBOE) . FAFPARE “BRABE" RIBEEHABE, Kb
REREERIAETERRN (P04 — FEunbelliferyl- p — D
“HWAEE (xylopyranoside ) ) MEARRKMFEE (Hilnp -
HEXE-B-D-AH#H), ERTUEBLNESERNESTHE
MR ENRREFLOREYREHSBRIKREN. ki, &
THBRERETAREYT. SERANBERENERAABE TR
GUNTFRBERGRBC - T RBEEYRELLY (tavanes) B
WEDRRER LS.

ELEER (DT, ARERBREERA ST AIBRENET,

14



BARBR S ERFREKBYLRARE, FUXHREES
BER K BB AR (xylosidic bonds) MR &Y, EWiEHH%E.
ESE P, REDTUSEREREREEMN, AUELY
RENATREDNBT AL NBERETREERE KESL
EFEER RED TS HANBEEM, AUETESE HRN
BEMNSREERERHE RS AEOTRE, ERTEFEARY
EPHEE RECHETARTNERRERERE D, 2N
£S5 2B, -

ERBEREHFETETHRRTERSEE (1) E (iv)
B TOESE (V)b BEALKACSERMBEYHEES
HHC - THRMEYS (taxane) BE—BEHMSRY, HREN
EOKWRER. B0, MEIEEETUMRE TR PR, FEST
~ABERYK (toxane) M DRBERPER, ARRELHR, 4
H7 5 (BIEHPLC) , R EEH KR,
 BTARMARFETOBOLANARE, BULHTERR
Bl RANBERANEDNENSE, BHRH L ANRENEY
162 B o 3B T DL 0 2 R A T A

LEAHEDE, TUERUEENERRET RO URTH.
REFENANATRNARERABENBR, RENULBLH AR
HHEVNRENARRARERY AR ENEN. bR T ERE
EIRMAHEYE,. BEERTUEEFER, AUSHEHUS
F—HAZHATEABS A4 TR R R — WS F B
EEMABES KA.

LER-HESHEEDH, RREMNBRLAEFETIEY

15



LYRYERG (BEENEABEKE), REZAMSS, DER
—~FHRE, BRI RBAARES (RS BHRBAKE) .

WAEDRE KT EAE RSB R AR A AR
Z-RER. BT ERWEDHE Eﬁ?ﬁﬁﬁﬁ&ﬁ&%ﬂﬁi&
FOBHERRNEAE. ANNAKEREAELBNRE. £
MBS ER) TR, BANMARSY. ZXFAHAE
“HRY RIS LY R T % R AL S B R 4
a4,

BRETUESE: WX, HUEFH. LE. HHE. RW. B,
WEEE. B, BY. EEEE. o8, AFEES; THEROE
X, BINZEBW. FRENS; UEHE, ANZH. ANE.

BETUAE: N~ ZRA. TRE. ATH. $HA¥. BEH
BY. BE. BEME. R(EB )_Bﬂh nutrisoy. EH K.
yeastanin, BEMXWUFEHRNS. HHH. BHRES.

EETETUABES. Gk, BH. 58, B8, F5. 88,
B, PHRNFR. CTMARE, RABATEENREL.

FRGAETUNAES T T RRAERENERZ.

REMAFERGBHEQE SCRBBAE, Huks T REH
TR BB R E

HERBAPHRENELE MR BT RN E.
IR H T B 9100~ 250RPY; RASHRBRESFHESY 1 ~10
EREK.

HTHEO RN REERUFERFRERR, HEEM
PHRENM 4 EH8.5, BERBHN2 4 CEL3 7C. KEK

16



RBIMTEIEESRSAHN L ~7 2-AHNHE, RREESFEHD
FOHFERIBANE. REEKBESYRE, # HRH7E 7 &
BT 7, GH B RTEEC — 7 R R R R
(B, E1 0-HZBEELE (taxol )1 0 ~HZBERR
FERDFEMHRT ). RBEPHK 4~ 7, BHREFREF
BTENEREMKBRR.
ﬁ'ﬁtﬁﬁﬁi%ﬂ(‘iﬁ%f’ﬁﬁiﬂﬁﬁiﬁﬁ, REGTERENBE.
BURENBRRATREN (FH) ./ SAKERSY. REHE
0.0025~2.0% (EE)HFHC - "HMMEEK (taxane) BBREH,
FERFRESABRENM RS ER T,
HTHHTERRERAANBRHLYNERTEBUE b
kR PHBRLAREN. ERBFREHKETEHRESIE
B9 0MMPE (RERMEFC - THNEYIR (taxane) I, F
BREMC - THHARNZYNY ) . KBRENTURERMEER
MEYE (taxane) 9C - THRF. BABHEHPRABS (B
WeB) AEC-THABRTAERBEEARY =Y. |
FRUFETHNEFEC - T1BENTYNEBEHBE (taxane )
FUBNMTRNREELR (taxane) =Y, TUBHNET TR
FERNSL: FllnER. BN, SEREEEHE,
FERRILEY (taxanes ) RW LR SHFEHE (taxane )
- BEHBEREY. HAULABKBMELSFRY | LA HWEY
RYL (taxane)) BEMEMKEIL LY (toxanes ), ZRLEY
RIE Bl Jypaclitaxel. EHHEERMEHIEZ LAY ( taxanes )
Flfpaclitaxe | WA R (ERM B, USTFRESEHUALE.
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FRE. ShEINE. BEERONBHESE.
EREAREEXBNLADENATERENELEEL
&4 (taxanes ) £& ( Hlilpaclitaxel ) . BENHE LA ALHE
FRMEVERILAY (taxanes) P MEHRUEE. B, ¥
NMEBLEFEZBAEHEOLGYLFFC- | SEMBER (H
*RABRNR 1 0-HZREREFABRL), X&kePhaps
FEC- 1 ISHEENBENTAELAYHNE -AREXES, D
ﬁ"]%?ﬁc— | SRBERMEMRYERLAY (taganes) , B
Wpaclitaxe|ME XY . REFRWHEHNENFEC- 1 BEY
REPTUERTLRC- 1 SHEENEBEZHBTREN. o
w, BEC- 1 ILM—1REIMRETUEBGZHERY, 25
BERP. W5, EEAEREFEZN BRRZETUHGEC
-1 3umEN (BEREESNeEFIE08077, 979, Hanson
FA, 19934 6 A 1 5 BEAZ (Attorney Docket No. LD58) )
(HC- 1 IEMBREAEBBLABNC~ 1 IRMER), A/ R
FEC— 1 DRMEH (RBEEEH S EFNS08/077, 980,
Hanson® A 19934 6 f 1 5 B3 (ttorney Docket No. LD59))
(EC-10f, FREERBLAEIRE, RBREHBEILIEL
AEEE), EREIMIRAANEIERSZ,
EIEEZEKRAEREN CERAULBHOHEC- 78
EMBEVRELELEY (taxanes) TUFHUBEFHEFEC -1 3B
SEMBNELIREILEY (taxanes ), FWMERBEBELERL
a9 (taxanes ), HAETFHIRMFFRHFENE: BHSHAF
No. 400, 971. EEERIE4, 876, 3998 . EEEF 4, 857, 653
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5. XEEMEL 814, 4708, XEHRIEL, 924, 0128, *E%
ME4, 924, 0115 . FKingston, Pharm. Ther., Vol. 52, 1 - 34
(1991), RERZEEMBIEFNE 077995, 443 (B H % HPoss
FATI0241 2R 2 3BRKX) (Attorney Docket HNo. LD60) .
XEXFHiFFHS08.033, 598 (& lThottathil%/\ﬂ‘lQ%@
381 3B ) (Attorney Docket No. LD57) REE % # &
BPS08./154, 840C1993% 1 1 F2 4 HEXR ), F® LR w3
ARXXERSE,
REFXNHRELRRLEY (toganes) RELNFFFRY
hBmAER, mEBRLKRIERETHRENR [ LahREL,
EAIRIF, R2 REHNBRELR® -C(0)-0-, kK
EHEPR® HIEENWFE; R RANKREHUSEE; R* REH
FEFIWEE; AR RBNEERTARNHER -

RS(O)ICNH O

R7 No— (D

OR®

H

R MR MuhixE. REE. BEE. BEEEE. E.
REE. FiRE. REEEE. FBEE. FEEEE. FE.
FEE. BHREREFEEE: M

R® A&, REREREERPE.

RIMEVIRELSY (toxanes) IZHH 7T - ABEPLHE

(taxol ). T-AWE-10-BHZHELY® (taxo]l ). 7T-K

19



HEZRABEN. 7-RME- 1 0-BHZHBEFRABEL. 7
~ A Zcephalonannine « 7T - AEE-1 0 -FZHE-
cephalomannine. 7 - AREERLE (taxol ) CHT -AEE-10
-BHZBELEHE (taxol ) Co A T HEVRELEY (taxanes)
B % B Kpaclitaxel. | 0 ~BHZBMERYE (taxol) . XRFE
FO. [ 0-BZHEXRFEBEIL. cephalomannine . 1 0 -
Z B Ecephalomannine. K& M (taxol)C. R 1 0 -PIHMERY
B (taxol) Go

paclitaxel ft AL K R H ik BEHE

REPpREymt X BN LD XKD TUEERRNRT
BEUERPMEMHES &

ZEHEITALEAS S EE, TRTHEARNETHAR
o, MARBERHRRAAR R RIHERBH R

R 1
AWE (xylosidases ) By

HEEFNEERAM I BARE. 0. IXESHEY. 01K
(BE)BHISNRENRETE. #2 ¢ LARBERBAREES
FF40nlkY, ¥AENMTFEHRHO InlE 1  200BBNEBRE.
EERB(Y22C)THEFERB LA, RAEHEELCPHELHE.
ZEFHLERUSH 1o 4 ~EHEunbelliferyl- 8 —D -WHAE
¥ (xylopyranoside ) B3 dnl 0.89% B R4 (#540°C). i
T (long ) K TERAMIBNHEHE2 8 CERBFE LR
" 3IXKo

BHSHREHERAN LW ARE. 0.2%K (&8 ) K. 0.2%
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MEHRYNZENBRREFLF HEAZ THRE. WEEERUE
RENREFELMHRY, FE2 STRISrenk B THRE, 2K
B MALlng 7T-ABE-10-BHZHBELYE (taxo]) 0. 2n)
REGHER, $HERE 2R, BG4S HEEMA T - AHE-
10 -HZRERUE (tarol) ZWRE 1 X, MEMAZERE
3R ABMEREDHA L 0nlBB, FEHIPLCHE | (TEAFR)
NWEHERFH T -KABEE- 1 0-BZBERYE (taxol ) F11 0
“HZBERUE (tavol) . EFFEH S 6 A REH, 94
FETRNEN] 0 -BZBEREE (taxol ) . ARNKEHE
 ATCC SS4TST BRI BHEEMN 1 0 -BHZBERYE (taxol ), ¥
BT RE W&k restreaking ) @ik, FETTEMLRE .
K 2

T-ABE- 1 0-BZBRERYH (taxol ) HABRE

AFERAS . A | ORRAREE. 0.2% 8 (Bl)
B 0.2 BB HEY. 0.1%KH2 PO. A0.1%K. HPO. &5 p H 78
IFHEFHER | Onl BB KB EATCC 55475 Y R, #E8C
B IR, BUREHENE, A5 0nl5 0nMBMEEWR (pHT)
HEk, BLHBBET S 0nl BB mH (0.122g M. nl ) B,
1. nl AEERRFWABETO0. 20 FER0. 3l AT H0.5g 7 —
AEE-10-BZRERYHE (taxol) . HEBERWE?2 S OE
L 2ron& B FRIEES 2 LAH: BEH 20l PEBLER, 3/
BPLCHE I WERR. RF 7T -ABE- 1 0-HZBELLE
(taxol ) Mk, #HEMH0.230ng.'nl 1 0-BlzBELEYE
(taxol ) (F=E107% )
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RLRHMENRENT .

HO
Ph
Phl N\ 0
Tr H
0
*ﬁiﬁ-
OH
* HO
HO How o1
~ Y A8
Ph N\ 0
]]’ H
o) . |
O HZBEREE

L H 3
T-ARMERYE (taxol ) HKBR R
EEERE 2 R ER SN Sn A RE SR T IMAET
0.2n) B0 3mI K F#0.5ng 7 - ABWEEHE (taxol ) . B E
FRE23CEL 2ronIFBTREEA 2 1 K, REF 20l 8
BEERM, FBEHPLCHE 1 MERE. AT0.01lng/nl 7 -4
WERYHE (taxol ) FEMH0.1670e/ nl B X B (taxol ) (77%

FE),
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HPLCH# 1 *

} : Hewlett Packard hypersil 5 micron ODS C18, 200 X

4.6un
WEH: 6 0B, 4 036K
WO LEAR S S
£ B: XREBE
R : 235nn
' B. Monsar;at, E. Mariel, S. Cros, M. Gares, D. Guenard,
F. Guefitte - Voegelein M M. Uright, Drug Metabolism
and Disposition, 18, 895-901 (1990 o

KR 4
T-ABERRFABR-IMKBRNY

BROREBAICC SS4TSEBBRMAEL SCERF TR
SR P HTMEREPERK: 26HW. 0.268 (EA) K. 0.25
BERRY. 0.19¢Ka HPO. + 0.196KH= PO. . 0.02%WgS0s - THa O-
0.0019NaCl. 0.00134FeS0s - 7Ha 0 A1 0.001%HnSO. - dHz O
FInlBMRERIOmIEHE. ARG, EA4HAHERESHL 50l
MM EEFDER L AERE, SXE, BB OKERRE, B
5 OnMBEFRAHE (P HT ) RE, BREL, FRELFE.

¥inmg T-AEERYE (taxol ). 200mg (108FHE ) W
BNocardioides albus ATCC 55425(?&1’53‘]:3%?*‘]?@]%
087077, 979 ) BJC — 1 I GiME™. 0.2n B, 0.2n] 1| MG
WRBPE A MIOnIKE24CHEL SronFBTRERE 1 74
Bfo 1 5ME, BHEL (WMEFR) FFIPLCHHEENED D
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FEBRETC - 13WH, ARAH T - AWEREFEE - 110 20]
HEWMAT Lol S 0aNBIBBRME (pHT) B kAR R
HRER (0.24cEHMEE )T, ¥EL SronF B TRERA 2 4
M. REBAHME 60l CHz Cle £, TRERY, #HLFE
FRBHLAGAH | BHPLCAH . RAH0. 100/ 0l RRFE
oI (FRIGREHN 7 - KRERYH (taxol ) KEH ) .
LB 5
T-ABE- 1 0-HZBRERRARE -LHARRY
BREEHAFAAEHE AR, i 7-KEE-10-H
ZBERYH (taxol ) . 200ns (1088 H ) C— 1 3 BIEE (0
THGI 4B AL ) . 0.201FH. 0.21] | MBEEEWE (pH7)
H3.6nIkeE 2 4 CHEL Sronf TRABA 1 TAK. | 5 1B,
AT LR FIPLCA R MRS P XL BETC— | 3 WM. A
2Rl H T - ARE- L 0-BlZBESEFAEE-NIMARMAT
LalfE5 0aHBMEFEWH (PHT ) DML RAREERGR
(0.24gMEE ), HEL SrpnEBHETREBS 2 410, K
BRAUA 6nl CHa Clz X8 FRERYABATFRIATH
TEFE 1 MHPLCA . KIMHE0.09mg/nl 1 0 -MZBERE
FBE-I (FRINNEERGT -ABE-1 0-BZHEEY
B (taxol ) EH ) o
LB b
BETHEEESR T - AEE— 1 0 -BZBEELE
(taxol ) B9 SR R |
BRI REATCC 55475762 8 CREBAMEASH | HLHK 2
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FRmEFEN A RERPREEF IR KEBRBHEELE28C
M2l L Novo SPASIKRMBALE 2R, ERMHNBS ABA
. Bl OoKERRE, B5 0ndMBtBESWE (pH 7 ) %K,
BUBL, AERREWREERAH200. HIELHELER
B, HE504X g BL 2 048, REELTOTX g EREBL 2 0
4o 11 Tnl 47807 g LHWWAL00, 100X g Wb 1 AR, 3
100, 100X g RRWEY (pellet ) BEET | 7Tnl5 0 nlF B
BWw# (pHT )d. 7100, 100X ¢ EHBIHNBEERKEN
4.72mg/nl, MEBEFHRRINEY (vellet) FHEARKEN
1.85mg/mle H7E0. Inl B E0.50s 7 -AWE—10-HZH
ERUE (taxol ) MAF L. Wl RRITEY (pellet) REFERS
F, ¥EREE2SCREBLI S K. BdmA 2nl FBERNIFL,
HFEIHPLCHE 1 437

FR&ERWT :

¥R = %7 10-K<Z
10-KZ T-AEE-10- BEEY
BEE Y HZBERYH ¥ (taxol)
B (taxol) ( taxol ) fy e
mg/ ml mg.~ ml i

REH 0.000 0.256

LEHE 0.038 0.237 18

ERALTE D (pellet) 0.206 0.038 96
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KRB T
B (Yew) ERYPHABRE

BXRH APFR AT EERDEE P HRE KRR REATCC
554750 MBI 6 47k i A M B, RIEDA12, 000psiZt B
MR BN (nicrofluidizer ) it 2 W B MMM, *BAHE R
W AE27504X g B0 2 0 4B E. EWRTEL00,100X g B 1
ANBE, 100,100 g RKIEY (pellet) BBET 5 0 nHBIR
WEWH (pHT)d, BEEREEN | Tug/nl. $0.0500 1 M
HRFZWE (pPHT ). 0.201 Taxus HicksiiFHMZBER
M. 2 OneBZAURSE (HURENHEYHBRER ) A
0.75mlKFE2 5'CHE] 2rpnffFTRA | Mo MA I nlRRITE
W (pellet) BFER Inl 5 0oMHEHENE (PHT), #E
| 2rpnfl 2 5 CHERE I X,

B EERIPLOYE 2 (T HE) 49, #BETHER

K& [k %7
10-K<Z T-KREBE-10~
BERY RZBmERYH
B (taxol) ( taxol )
mg.” ml mg.” ml
REH 0.020 0.020
100,100 g 0.028 0.009

BRAKITIE W (pellet)
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HPLCH i 2
¥ : phase Separations Inc. (Norwalk, .CT) microbore
~ spherisorb phenyl 150X2.0nm, 3 f3¥
Wzt BEWA: BEHMZBBEpH4H 1 5aM KHe PO ©

HEMB: ZH
B | /4B BRA (%) BFB (%)
0 75 25
20 | 55 15
23 40 60
24 25 | 75
2 8 75 25
# #H:35°T

Rk« : 230nm ,
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