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2. MRIMBORIE SR 1 57 a9 1 i X ZEHFA F, C1, Br, 1, 0T, OMs, 0Ts %,

3. WIEBCRIEE SR 1 17, A& T b il R JLA A SR 18 SR

A WRAEBORE SR L 597515, BT I JCATLAR A Bk R AL, ok R N, Tk R 0, i IR e, S AL
B SR AN, SRR, SRS S, P LI IR ER Y

5. RAEACRI SR 1 732, TEHURH 24 1. 0-10. 0 24 &, P Rk meieih 5. 5 4 &.

6. MRIEAURIE SR 1 (G 753%, BT IR A AR / — R FE M, DY — 2RI A, X — R0
T — AL, O = I LR, AL/ =R AR R A AL R, RERR R SR AL T
7 R AR AR, — AL REA R S B AR, Y PR b AR A A ) S, R AR IR R =R
B AL

7. WRABRBCRIEE SR 117325, HEALFIEI B R 0. 1% —0. 5% 248, FE A 0. 3% & fi
&P

8. MARBURIER 1 17535, 76 1) S8 B - RA N, N- ZFEEFHEZ (OMF) , N,
N- R LW (DMA) , N- FFEmEms Sl (NMP) , — FEAA, — 4753, & g — FE, DY4
W, I LT N SRR IE TR 5 T R BT R, Hp R I DY SR

9. MARBCRIER 1 7715, 76 1) BB BT F %30 535 i N — & Eu gl iR 7K, 7K g B 431
(ARFRLEL ) S 0 ~ 100%, F A 28 30% .

10. FRIEAURNESR 117575, 46 1) SR AT PRI 8 =10 2 IR, Hop ikl

IR
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— &S CERFT EL4F L BE (Abiraterone acetate) FIFT A
b7

S T
[0001] AR JE THl 256 i T2 H AR, BAZW & CIRI R il (Abiraterone
acetate) WA T4,

EaEA

[0002] A WRsE A2 A AL T 55 PR AT A1) AL 2R (RS e » A2 A1 471 R v A e S i I e AR
KA B AR () R0 R AT B B B Rl e 22 5. AEBRSE S R E K AhIX, &
A2 5 1 B T DL PR i e, L AR T AR A P A R A A s RN, B i A T U
Ko HIE AR 20 H EFEH . BFTUR IR G PR AT /R 52 52 AL ER AT LRSS 471 B e R A
BRI I PR V6 97— i I 2540 BT AR gk D 52 AL 3 R 1 A e B SE B = AR . 1
el R R B, R 52 FU PR KPR, AT e tha] AR . [l 2 X BB B i 4
b 15 SR SR B, BTAUNR IR A G B nT DL A e SR ER . T, AT 14 i dE 50 UK
FE— M AR P s BRI A b, TR T SRR By Je BRIl . A EL Ry e i
(Abiraterone acetate) +&—FHAE [ 40 MU (E 2% CYPL7 (17 a — FALEE /C17, 20— S/l ) #1
HilF], M4 L5 P450 17A1 fESE RN AR P R EE/EH . LB LR R IE 28 it
FHIA M3 CYPLT, 9/ 2 MR AR M2 E o 2011 4F 4 7 28 H, 3£ E & 254
B RHUE T CBRE LR R lE (R4S Zytiga) HuRAs (SREEE ) BEE TR 7 it i
(HH ) iy R

[0003] RN A LEHHE JElE (Abiraterone acetate) [FZ5H,

[0004]

7 N

—

AcO
[0005] 3 H @Ak, AT A& LERIT LR Jels (Abiraterone acetate) HIEEZEA 4.
[0006] EF) W09509178,CN 102030798, W0 2006021777,W0 2006021777,W0 2006021776,

J. Med. Chem. 38, 2463-2471, 1995, 2 CHRHRIE B G s e an s 27w o
[0007]
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0 0 OTf

HO AcO AcO

c)

AcO

a) Ac,0, Py.; b) 2,6-di-tert-butyl-4-methylpyridine, Tf,O; c) Diethyl-(3-pyridyl)borane,
PdCIz(PPhg)z,Nazc:O:;;

[0008]  ZTREA LUK Il G Rl it 2 —

[0009] 1% it £k A LA S R MER 4 JEL KL, S F SRR R, 13 BRI~ T 5 — 9 P ik
BRI [z N A3 = 90 R R R 1) 7=, S JE B4R AL R, 5 = 45 -3 mhme S e 3k 4T
Suzuki KN, 15 2 LR L IS o

[0010] &) GB 2282377, OPPI, 29 (1),123-134, 1997 NHE T Ho—Fr& riE. Ha
s an N TR

[0011]

0 NNH, |
a) b)
HO HO HO
\
74 N 74 \N
9 . _9 .
HO AcO

a) NoH,4 H,0,EOH b) I,/THF, tetramethylguanidine; c) Diethyl-(3-pyridyl)borane,
PdCI,(PPh3),,Na,CO5; d) Ac,0/Py

[0012]  uf bUARE A i 4 —
[0013] B2k LI RIER N R, 26 5K RN, P S A3 3 17- B - HESS -5,
16— 45 —3beta— B, R JE AL AL T, 5 2 &3 -3- mLme FEM e AT Suzuki 156
I, 45 BB LR e, e o B LR e QAT 21 SRR R LU RE RIS
[0014]  TE e P 4% I 2 I 0T G, AT A IR HE DG B0 SR 1P S AR AL 1) Suzukd fRI &Y, FF
HAEREAS ] — 5L -3- mEme A be . (H2 = &3 -3 nibwe B i A& 143 B3 51, i HL
B L FE -3 ke e (DL BT AR — LSRR TR N A, SR SR, st aE
W ANTTAE LT H 156 8 BRI R Je e BT FH B (1) = 3 —3— mb e ZEAM e iy ke s e R 1R K
AN ], TX A A 12 BRI LG AR e R KA AR B — AN (R, A B R
L HE =3 ML mE FEAN e SE A B L SH R 5 3R I AR

4
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[0015]
/\B/O\ K
| o -Br L\~ | X B
” n-BuLi N"
ZPRAE
[0016] AR BHI H 2 & BH—F T2 8 ERVE MR R &, A AR A il S BR BT B
R e BRI 5V

[0017]  BARUF, A& B2 T —Fh A B L BRI LU JEE (Abiraterone acetate) 3T
Jiike

[0018]  Suzuki fHIE KA C-C BEBMA MR —. ITHK, KT Suzuki
R NV EUS T IR 2 S M &, XA PRV T 2 eSS A & o EENE
Mo A MR 5 R AR

[0019] AN Jk B () — K RE G2 A A MU ER 25 1 R 2 e 1, A mibme -3- iR = 2
B -3 e BERGE, KKREAR T ZIRRTLLRF B (Abiraterone acetate) IR AR,
[0020]  EL&uf, A% B B I S ) oG8 R VTR

[0021]

!

(&)
[0022]  {b&W T AR ARGV N HEALTIEAL T, FETEHUBRAE T T, S ntbme —3— AR S A,
E AR

~N

[0023]  EAABIAKH, WEW 1 PR R BEFCAEIR 7803 2B, X EEHIA F, CL, Br, 1,
OTf, OMs, OTs %o 4 R IZEHA WIS, v LL—20 45 31 LBRFT LRy el 24 R 2P A SR
T, TE A A A 20 R 2 BT LU R, P i LA RE R AT 43 2 Z BRI LU R g
[0024]  I&A A0 [N I TCHUAR A B R, Tk BR AN, Tk B, Tk IR 4, S0 AR08, S A4 A,
LA, A S, AR IR BE PR RN . TENLBH &8 1. 0-10. 0 &, Lo ftit
5.5 &,

[0025]  I&A AL RN AT HL / = KFEBE, Pd(PPhy,) ,» AR — UL, B =
I OB, KF/AL,0, AR AL, FEER B Th AL 20 10 S Al AL ), AL
BHABAEAREAL T, W8 PRGBS AR IR e B 0 — R E I — RUAAR . 7R AL
S BT 1, 0. 1% ~ 1. 0% =4 5 IR AL 1) B35 BR A8 AR A (R 4 A2 S N, A O B e i) e
P 0. 3% 2 MELF,

[0026] &G A R N IEEFIA N, N- R % OMF), N, N- ZFIE Wt (DVA) ,
N— FZE L i e il (NMP) , — RSB, 48 N3, & I — ARk, PUSIWErR, FR R . O A
FENBEIE T BE 3 T BEBUT B 2R 55, 25 H8 30 TSR 9 g P R 5] 6 A FH 22 ), AR
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AF A ) B B DU SV o

[0027] 2 ORI FH I 50 AR R N — 52 BB K, AR Ee ) (ARBRLEE ) S 0 ~ 100 %,
AR e I FE 30%

[0028] AN Ji W AT AAE 25 L 2% 570 R R TR IR AT, AR B RCR (1) A P 25 18 AR
BHALE B R0 PR R A Ry s LS o

BAKLHEG)

[0029] R [HIZE HA FRY AR R BH RS S Jt 491, S 6 A A B 1) i BH T A A2 PR

[0030]  SEjfsl 1

[0031]  17-(3-ntkmedt ) MELS -5, 16— — 44 —3beta— i

[0032] % 750m1 THF I 3L 5 = CUR T, Bidk T AR 50 bd 17— - HE(S -5, 16— —
I7 —3beta— B . 264mg A =KL SUALALHN 16. 44 TEALRE -3- IR, B 5 I 345ml 2mol/
L Na,CO, . HNFA[RIVE, 35 IR AE 85-90°C, TLC M9 R N 58 ilo 1 NV RVA 28I, 1)
R AIIA 1500m1 7K, HidEA AT, Bidk 30min, i yk. EUFHAKBIGE 4 K. JEDHE
50-55C B TS, 15 41. 9g [A 44

[0033]  SEjfs] 2

[0034]  17-(3-ntkmedt ) MELS -5, 16— — 44 —3beta— i

[0035] ¥4 750ml THF A E 3L 1 = FUR T, S dE FARUOMA 44. 1 58 17- 31 - HELS -5,
16— 44 —3beta— . 264mg XN — K EE P& ALHLFN 16. 44 sautbng -3- MR, & 5 M\ 345ml
2mol/L Na,CO, ¥V o INFAEIAL, 32 N IR AE 85-90°C, TLC Wit [ N 58 e 1 IR NI VA 2%
s 1) SN BN 1500m] 7K, PidE A [ ATt S 30min, i yk. JEUFHIKISE 4 k. I8
DFE 50-55 CE T, 15 39. 4g [F 14

[o036]  SZJEf 3

[0037] 17— (3- mEMEZL ) HEE -5, 16— — 4 —3beta— ¥

[0038] % 750ml THF AU AZEI 3L 1= FOHH, HidE TR 52. 8 3¢ 17— =5 AR I
5k - HEES -5, 16— 4 —3beta— BE . 264mg X =R I FALIE 16. 44 woltbng —3- BIEE, &/
BN 345ml 2mol/L Na2C03 ¥ . MIFARIGL, 5 NIRTE 85-90°C, TLC M= RN M.
S N IEA L 1) SR N 1500m 1 7K, B [ AR B, BERE 3omin, iy . uE0FH K
VL 4 Ko JEVFE 50-55°C B R THIE A, 43 43. bg [l 14

[0039]  sEjffsl 4

[0040]  17-(3-MPEEL ) HES -5, 16— 45 —3beta— ¥ LR B

[0041] % 750m1 THF 0 A2 3L = LR, BidE T AR 55. 2g 17— - HE 1§ -5, 16— —
1% —3beta— B LIEME . 264mg A = ZRIL B AL AL AN 16. 44 FEnbhE —-3- BER, & )5 I 345ml
2mol/L. Na2C03 ¥ InFAalt, #HIPIRAE 85-90°C, TLC M RNV SEH. RN HEA 2
WL 9] SOV IR I 1500mT 7K, HiHEA [ ATt bt 30min, i yk. JEDFFHKEGE 4 K.
JEDFE 50-55C AT HRIEA, 15 38. Tg [l 14

[0042]  SEJifs) 5

[0043]  17-(3—nitrEdL ) HESS -5, 16— %5 —3beta— [ LR BE

[0044]  #4750m1 THF HIAZI 3L I = FOR A, SiRE T KRN 49. 3g17- ¥ - HEH -5, 16— —

6
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Jfi —3beta— BE LR IR 264mg R = R EE W SUAL AL AT 16. 44 vantbie —3- AR, 5/ I 345ml
2mol/L Na2C03 ¥ . MBI, 2 N IEAE 85-90°C, TLC M I N 58 oo FF LIRS &
T 1) SOV I 1500m1 7K, BEREA [ ATt HidE 30min, i yk. JEDFHZKHEGE 4 K.
JEDHE 50-55 CE T 4, 19 35. 6g [Fl 14

[0045]  SIjfsl] 6

[0046]  17—-(3—nmedk ) HEL -5, 16— — 4% —3beta— I L GG

[0047] 4% 750ml THF i A2 3L B = FfH, B B KX I 58. 0g17— — i 1 T 1% 15
B - S -5, 16— — 4% —3beta— B MRS 264mg X = KRB SUALALAN 16. 44 FonkmE —3- 4
M, & JE N 345ml 2mol/L Na2C03 ¥ . HIFAEIL, 425 HI RAE 85-90°C, TLC #ada I v 58
o N IRV 2L 1) SO NN 1500m1 7K, BEbEA [ AR HT H, Bk 30min, it g, U8
PFHIZKBEYE 4 Ko JEDHE 50-55°C BT 14, 43 40. 2g [ £

[0048]  SCjfs] 7

[0049]  17-(3-ntkmedt ) MELS -5, 16— — 44 —3beta— i

[0050] % 750ml N— FF LML BEHR N A B 3L 1Y = DU, Bidk A 50 5g 17— - K
H§ -5, 16— — 45 —3beta— BE.264mg R — A FEFHA LA 16. 44 wibRE —3- MR, &5 A
345ml 2mol/L Na,CO, ¥ HNFAEIL, 2 il N AE 85-90°C, TLC Ma%, 25 6h K N5E. H R
N RVA A L ) SOSER R N 1500m1 7K, B [ 8T, Rk 30min, ik 3€ . &0 AKHi
BE 4 IR PEYHE 50-55Cad AT 4, 19 40. bg [ 14

[0051]  SCjiEfs) 8

[0052]  17-(3-ntkmedt ) MELS -5, 16— — 44 —3beta— i

[0053] 44 750ml THF A 3L [ = U AT, Bidk TR 50 b 17— - HE (S -5, 16— —
J# —3beta— B 270mg X = ZEELIE 2 BRAIFN 16. 44 TautbiE —3— HIRR, & )5 NN 345ml 2mol/
L Na,CO, ¥ AR, £  NIELLE 85-90°C, TLC WAt N 58 e H4 F IV 22 L, 17
RN 1500m1 7K, FidEA B AR HT H, HidE 30min, gk, EUFHAKBESE 4 R JEUHE
50-55C TR, 43 39g [ 14

[0054] St 9

[0055] LR ELis fe

[0056] % 50g17-(3— mbREdE ) HEH -5, 16— —Jf —3beta— B T 300ml MERE A, 253 T i
0 CIREF 100m1, 3% 58 f5 H LR MY, 24 /Mo J R 46 [543 2R B A A 300 =T 418
LHE, AHLZ 53 0 R R S A AR P35 T8, R4 A HLZ , 15 2R H S BERTK 45
bl 5 A5 4l i 47 vE, HPLC 4l KT 99. 5%,



