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Lo Bl A2 10 il 26 7, JRFIEAE T 45 R A0 R ORI (1R v 2R
BN ARG RPERT T R AL G0 T REAT SO, 52k &4 11 BIA] s ik B9 4 €, ~ G 19
B IR (R A B R » ZUUR IR, P B PR , o PP R IR » el SV R AT E 8 77 70 EE O 85% WEIR i) —
P2 5

I I

2. WIBUCRIEESK 1 ik i il 4 T3, JLREEAE T TR I €, ~ Cs IIBEN FFEE . SREFI 57
R —FPEk 2 F s TR I EE I B4 10ml /g BR ~ 50ml/g 18 s TR RVR-A T, Bk
5ml/g & 1T 4b&¥)~ 25ml/g 2 1T L&,

3. AR EESR 1 P I 4% 7 2%, HERRIEAE T < Il IO AR R B B A AL TR s Tl (¥ 8

BRAEALT D B B B 73 280 5% ~ 10% HIBERR I AL o

A, WU ESR T PTI98 5 vk, FURFIEAE T PRI 5% A L2380 nE
W :=20°C~ 100°C, In& k1) :0. 01MPa ~ 6MPa, JN&L e SIS TE] 3 ~ 36 /A,

b WIBURESR 4 Frik i) il 4 535, HRFIEAE T+ PrIR il 5% 5A R 2280 s
W :10°C~ 30°C, &Ly 1. 5MPa ~ 2MPa, INEl [ NI TE] 120 ~ 24 /A,

6. WIBCRIEESR | Pk i il 4% g v, SURRIEAE T Pl il 4 7 VA 5 R AL BEP 3R, Prid
(K Ja A FED BRSSP BR A SN R FLIB B i AT 7 B i, BT

T, QBURIEESR 6 Tk i 26 7 i, JURAIEAE T BT (K R SLU B AR IR 215 04 XAD 3R 41
I o

8. WIMLAN E SR T P ik (1 4% T5 ik, JLAFAEAE T - BTi& 18 XAD 2 21 1 Jlis 4 XAD1600
XAD1800 8% XAD2000.

9. WIAURIEISR 6 Prid i) il 4 75 3%, FURAEAE T IR (K22 K FLW B AR IR 14T 20 B 4tk
R EAE VR G,

10. QIBURESR 9 B 1) il 26 77 ¥, FORFIEAE T - BT il (7 R 4 i i, pH AR 7.5 ~
8.0,

UL A AR 225K 9 B 38 1) ) 26 5 35, FORF AL AE 2 BT3B 19 v R 4 0 1K 7% TRAR R
A —20°C~ —10°C ; Prik KV R &5 S I [a) 8 ~ 10 /M.

12. QIBCRIEESR 1 Bk 6 il 4% 53, FURFIEAE T+ PR I il 5% A& R oD% -

e 1AL A ARG R 2 AR 5 ~ 20 By SR, I 1~ 10 4 ER38 sHid, /2%
IS, I 0. 01 ~ 0. 05 43 5% ~ 10% EERRMEALTF, LW F R 28 s J A EH
=Wa, FIEBRIESR 4 805 NG LS HUME HPLC I Se W28 5 S W 3 28 )i, Jit
ATy, BB =R TERE R, 0. 5 ~ 1 I RS ISR B BB D, MBS DR R IR AL )
DEIBIR s AR, WA AN I 30°C s iR AR AR AE 10 ~ 20 4 K B 1K, 2 ~ 20 /MR
2R 30 ~ 50 43 XAD ZRF SIS AR ) 7 B A, AR JA 10 ~ 30 402K B /K VEM IR AL
10 ~ 30 43 FEFDE ML, o PP AV s TR 408 PP EE, N 2 ~ 5 4 S AT, UK pHT. 5 ~ 8 574
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— MR EFIFTTE

B
[0001] A WIS KoMl R 28 ()26 05 s o

BREA

[0002] 3R ER (Sancycline), MFRZE F LAADURRZR . I F R & oK A R E 2 ]
(8

[0003]  FESCAL2:4 : (4S, 4aS, 5aR, 12aS) ~4- (Dimethylamino) 1, 4, 4a, 5, 5a, 6, 11, 12a—0
ctahydro-3, 10, 12, 12a-tetrahydroxy—1, 11-dioxo—2-naphthacenecarboxa mide,

[0004]  Zif -

[0005]

[o006]  11FfE

[0007]  1.3CHR (J. Am. Chem. Soc. , 1965, 87 (4), 933-934) B8 T F =i &k JR 2 F 3%
SHEF, MARNLIER, B RERCR.

[0008] 2. 3&[H LA US3019260 L2 F 5L 4 5% 22 0 Jeuk), Fl SRR A4 R /R %557, 5%Pd/C
EALINE, BEEARRNLIAE, 20-30% [BCR . ZBE ARG SR IBCRIK, A & o

[0000]  3.3E[E LH) US2999111 LA FIEE4 2 0 5kl , H AR AR, 5%Pd/C AL &L,
HEARRILINE, BEBIAT] 30% FIBCER . Z B ARG SR BCRAR, =i %=

[0010]  4.3E[H LF) US3160661 LLJ: FZEPURA 24 J5k}, H DMF- SUIRERVEHS 771, 5%Pd/C f#
INE, FE o R E, IR :80%. i FEARB 2 SRR 13 3, iR = .

[0011] 5. 3CHk (P EEZ TkZE, 2008, 325-327) 118 T H Sem 4 T, F 5%Pd/C &
IR IR R PR S HE R, 33 L A5 R4, H 5%Pd/C & R4k n
LR RN IR ER, DR 54%. ZHARE SR CRAR, 23 W2, BB,

[0012] 6. DE2232900 LLZ: L4452 4 J5Uk}, HI IR VE WS 71, 5%Rh/C 4L &, BT 2
IR, BEAEIA R 70% BRI ARER SR ICRA, S5 A BRAR Al A X

XRAE

[0013] A W BT B2t ph (R B A ] JBUAE T, D T 38 SR AT il % L A Z I A P R %
S REMEATG BRAN B fe 15 S A, Jm A B B LA R ANGE ] T AR AR = S e B, Mg 0 T
AR R TV AR B R R ORI 2 R, T2 RE R BE,
Je AL B ] R, A TRAEEAL TR RENS (RIS, SR ORI T/, AN RR, 38 & T kA A2

[0014]  AKHIERME T — Pl P22 V) 2% U5, LR R OB IR ERTR R TR 4 P &
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RGN FEEALFIRIME LR RAL S0 T REAT O, 2k &4 11 BIn] S g I RE N €, ~
Co HIIE s PITIB IR B 1, SV VR, PP P, Xt PR 1R, et SRR B 1 0 L O 85% IR
I —FhesZ F

[0015]

I I

[0016]  ATIRM C, ~ Cy AR IE I . SRS NI P I —PPek 2 P, BITId BRI 24
% 10ml/g R~ 50ml/g ’&, SEALIL 20ml/g R~ 40ml/g FR. T IR KIVE-AE I H E W A A
s O R AT RAAT, o, BEARIE sml/g X T A5~ 25ml /g 20 T AL64, BEA0IE Tml /g
KX I WA~ 16ml/g X T HAED.

[0017]  JIT Il (O REAL TR ] DA AR ATt 8 s I PR FILARE A 551, AN e B B flE A 551 o T IR 1) B Tk
TEATFILIE B 1T 573 Bk 5% ~ 10% BUREBR AL P (18 A0 0 FH 2]k e s
R AR &, IR A X TS EE /R &1 0. 01 ~ 0. 10 fi%, AL A T GV
JRE0.01 ~ 0.05 {5,

[0018] AR BHI R M) T E S EUSAER I T < &R Z :—20°C ~ 100°C (it =il
10°C~ 30°C), M&EH 7 :0. 01MPa ~ 6MPa(fLik 1. 5MPa ~ 2MPa), JI& S AV I [H] =3 ~ 36 /s
i PRk 20 ~ 24 /NP

[0019] AR B, BTk i N iR B He S MR

[0020] A B, BTk S M (K RERE P SR HPLC 3E47 W 4%, — B DUkl 2 I G R/ T
0. 5% &5 o INE N, T 43 50k HPLC TR A — 3 AR AR T 20 .

[0021] AR B, Pk () 48 VIR nl AL S S AL B D IR . BTl 1 )i b BE D IR AT g A4
SCE R JE AL D IR, AR LS R AP IR S SO R O FLIR B AR AR AT 2 s A4k, B
Al TR G AP R AR & R AP ER o R NV AR R WA IR E AR, U, W
TE T G RSB A IR0 AT 43 B alidb, BRI o Il i) DR FLI BB TG 284 5 e A b g XAD &R %)
PRI BTk ) XAD 2R 4B i mT g A8 8 F 1K) XAD 28 41 Jii, Ptk XAD1600 XAD1800 Bk
XAD2000 o P (% L WS B A% I 1140 73 B8 2l 119 75 V2R 2% A m AR 90 5 R 190 K F LB B A i 1) 73
B AR AT R . PRI 28 R AL B G 1EAT 7 s i e i v AR 4 i . S
AL FE AR, g b A P R VA VR 5 b BT (V415 &6 A 8 T ek BAARC IR, B2, i A b A b H A ek
Fio YUR G5 ok It P BRI AT A A8 FH IR 7], 4 B e A T R 2 /K KT TR B 8 77 o
ARG SIS, RNV AR B pH AL R 7.5 ~ 8. 0. FFIR [KIVA V5 45 i IV VR I B 4504 1
H =20C~ -10°Co Prid v 45 Gt IN TR LA 8 ~ 10 /NN,

[0022] A, BTk il e& B AR A B R AR

[0023] 44 1 - EFESEE, AR5 ~ 20 MELREFIT, A 1 ~ 10 e, Fiitk,
TR W WM, N 0. 01 ~ 0. 05 431 5% ~ 10% EEBRMEAL T, BLE AT m R 28 . BUS
B =05, UL EINA T2 SE0NA . HPLC W R NV & k. OV B4 s, A
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07, BB =R O, it SRR, 0. 5-1 4 TSRS I BES I U, AR Ak,
o UEIBIR TGS , [FISCRE W) WAL AN IS 30°C o IRAETRIASFAAE 10 ~ 20 3 25 1
IKH, 2 ~ 20 /NIRLE A 30 ~ 50 47 XAD FR 41K FLIR BB R ) 43 AT, 28 5 A 10 ~ 30 fy
FEFRUEM R E . 10 ~ 30 f FEESE MG, oo PRV o Y48 TR, FF [T O 23 PR, I
2-5 SR, Z/KfE pHT. 5 ~ 8. ¥4, —20°C N 455, 8 ~ 10 /i, id 3%, -20°C ~ 0°C 57
PR I, WORHET, BIAS 35 B K T 95% I LR . IR - KT 85%. o, Frdk [l
FREE AT Ry Ak A R

[0024]  {EAN I ARGUIE RZEAL b, IR SRIESAE, T EEAE, IS AKR &5
S

[0025] AR, 5 R E E

[0026] A< Jx BH A ARSI R IR T S vl 45

[0027] A% B IR E S0 RRAE T AR R BHIL RO = R RIS 21 85% LA b 5 I M A
P, R FARAL A AT, LIRS A KT 95%. MhAh, AR B T2 R BE, Ja b B
i8] B, VAR A AL TR BEAE (RIS, MR R /N, AR B, 15 &7k Ak o

BAXHEA N

[0028] " T 2 Jat St 9] 1) g X 20 U BH AR R B, H AN DR ot A e B R sl 7 P s 1 55
B 2 o T A1) S Bt AR B B AR A R I S T v F R L AR A, B IR
i U B R

[0029] T IR# SEE ] B 1) = R 2 4 10°C~ 30°C,

[0030] 4% St g rh BT I 1 L R BRI 2 H HPLC RS 3.

[0031]  SEJtEf) 1

[0032]  20g 2 FZE4F 3, MR 150m] FEEH, Bt VKK F N 25g T2 . A 0. 5g
(1) 5% FERRMEAL ), AW AT 500m] FE5 . BB =G, BAES, HHESE D #
1. 5-2. 5MPa, FIRINEUR N 24 /N, HPLC RS0 5 v, IRk 25 AR S 4 35 35 0. 35%, &5 R INE
SNV

[0033] AT, BAE SR =R JHCRE, I UE, 20m1 F RS SR, [RCHE DR R 1 4L
Fo VEVBURE IR YE , WRAEVELFE AL 30°C . IRGERVAIRAE 200m] 225 Tk .

[0034] K 600m1XAD1600 K FLUK B IEeAE, TAL IS, H 300ml 25 & FoKsEm g, # b
AL HE R EAE ST AR 300ml LB T OKEEM R4 . 300 FREEDEM, WoBE I . IR4A
A 4 50ml, NN 50ml SN B, /K MR pHT. 5-8. ¥V, —20°C K 455 8-10 /N, it &, ¥4
R S I 10m] PEEUEDE, JEUHE NURE AR, 75 35°C T LT, 133 14. 2g SRR, IR
K :86%. LIS E 196. 3%.

[0035]  SLJfs] 2

[0036] 20g AL, IMAR] 200ml LEEH, Bide, KK RN 30g M. A
0. 6g X1 5% FERR (AL T, EASRNE] 500m] B S . A E#H — )5, BAASR, BHESE
JIAE 2-2. 5MPa, S INER N 22 /N, HPLC R 5o v, TRk} 25 AR 2R 4 8 3% 0. 3%, &5 A0
AR

[0037]  JHEAHET), BAE B =R JHORE, I UE, 20m] LEESE S IR DT, [RISCaE DF a1 1L
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Fo VEVBRE IR AE , WRAEVELFE AL 30°C o IR IRAE 200m] 2558 Tk,

[0038] K 700m1XAD1800 K FLUK B peas, TRALIE S, F] 400ml 25 & oK BEm ig. # b
RAEEE A EAE ST AR5 400m] BT KPR TR AT . 300 FREESE I, Wb . R4
FEEAE 50ml, fIA 100ml A EE, 2 KM% pHT. 5-8. VA%, —20°C F 45 ik 8-10 /N, 1L &,
VR ) S B 10m] YEVRIEDT, JEDFH ANWUE AR, 76 35°C TR T, 1931 14. 8g B Al K .
K :88%. WM& 197, 1%,

[0039]  Sjifs] 3

[0040]  20g K FESES, AR 150m] FEEH, IO 35g FRARR, i wfE. A 0. 8g
() 5% EETRIEALF), ELAEW AT 500m] B RS . B/ BB =G, BAES, HEE S 1
1. 5-2. 5MPa, FIR AU MY 18 /NI, HPLC Al 5 v, Bk 25 AR AL 4 35 2% 0. 45%, &5 R NE
SNV

[0041]  JMEA T, BAESR =K. JHORE, I 38, 20m1 F B S& SE0F , Ao Dh R 1 1L
Fo VEBUREIRYE , WRAEVELFE AL 30°C . IRGEVAIRAE 200m] 2258 1K .

[0042] K 600m1XAD2000 K FLUK B IEeAE, TAL IS, FI 400ml 25 & 7oK BEMIg. # b
AL HE R EAE ST AR 400m] LB T OREEM TEAE . 300 FREEDEI, WoBE VR . IR4A
FEES 50ml, JIAN 100ml A EE, 2K Af# pHT. 5-8. V%, —20°C T4k i 8-10 /M, i &,
VRIS AR 10m] PR IEDE, JEUFE NI HEAR, 78 35°C R MLT, 1921 14. 5g stk K. 1k
8%, WM& 196. 8%,

[0043]  SCjEfe) 4

[0044]  20g ARG R, IMAZR] 200m]l FEEH, TN 28g X FRTEIR, B FEE 1. TN
0. 5g [ 10% BERRAMEALTF, ELAEW AT 500m]l FiE2E. BB ZIR)G, BASS, BHEAS
JEJJAE 1. 5-2. 5MPa, iR INEUS N 15 /N, HPLC R 52 N v, TR k)25 AR 3k 42 5% 2% 025%, 45
AN RN

[0045] AT, BAE B =R JHORE, I UE, 20m1 F SRS SE D, [RUCRE DR EE R (1L
Fo VEVBIRE R AE , WRAEVELFE AN 30°C oIRGBV IRAE 200m] 2285 Tk .

[0046] % 800m1XAD1600 K FLWK BA AR ZE4T:, TAL L5, A 500m1 2% 85 /K e g . ¥ b
AL HE R EAE NS AR5 500m] KBS T KPR TRAE . 400 FREEDEMG, WoBE IR . R4
FEES 50ml, JIN 100ml SR EE, Z /KR pHT. 5-8. V1%, —20°C F 4k i 8-10 /M, il JE,
VRIS AR 10m] PR IEDE, JEDFE NI HEAE, 78 35°C R MLT, 1931 14. Te BB K. 1K
K :88%. IS E 197, 9%.

[0047]  SCJEfH] 5

[0048]  500g 2= &R 2, AR 8L LFEH, HiN 600g Af AT G , BiHEES . A 20g
() 10% EERRIEAL T, ELAE NS 10L 2. BB =wa, BAAS, IHE /< E 1
2-2. 5MPa, S INEUR A 22 7N, HPLC Al S SV, TR 25 AR 2R G 8 2% 0. 4%, 5 &l X
[0049] A LTI, BAEH =K. Bk, i€, 500m] LFEVESEYE, FIKCIEUEEERR AL
o FEVRIR IR 4G, W AFIR FEASERE 30°C o WRATVEMRAE 5L 5 1K,

[0050] K 151 XAD1600 KALUK BA% g b At , AL B JG, AT 1OL 258+ /K¥EM Ig . 4 Bik4b
P EAE S ARG 101 2 B 7 /K UEM A . 160 FREWEI0E, WO AE ARV . k4 I 22
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2L, IO 3L SN B, Z K f#E pHT. 5-8. ¥4, —20°C N 45 b 8—10 /NI, b 318, A1 ) S T 1
300m1 PEZRUEDE, BEDHEL NIRJEHEAE, 76 35°C T, 531 365g stk Ko BFE :87%, IR

2o 196, 9%,




