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L. —FhBA] B2y DB IR R (4 5 BT 328, JLRFEAE T2k Dn 2K (DD P 3SR el s
WRE A IRk, 2204 Ji S i 7K s Heck ARG S B il 5 s (D) Biross Bl AR Je i R B

0
AcD
(D (1)
2. MRHERURITE R | Tk AT U SR RS 2 i 7 v, U0 1207 v FLA A 35 4
TP

(1D Z 2 I ON 25 S0 3R e T 15 R G S5 T IR » R o S T T RS P VR 5 5L,
INFAGAT IR IR S R, [N 45 3 v 4

(2D IR 50 AR Bl 7K, 2R 54D

(3D 3— IRALIE , BERRALAN = Z. 0%, i el , JHik4s

(D FEEIRCEE - LFRAHEE (ERREL) = 5 0 2 (KR FIE N FEIT 5 7 B alidk il
1379 o

3. RAEBCHIELSK 2 B ik (I R] LR RS BR ISR )& B 7325, HORPAEAE T2 3R (1D R Tk 5
AEHESFEAEZEN 111~ 10 &R .

4. MARBORIEL K 2 Frik ik R e Je I IR IR 1K) 7 v, HURpAEAE TR IR (1D PTiRid Ji
F N LS Sl 50 ~ 150°C, Ik 1 ~ 15 /M,

5. MRAEBRIE R 2 Bk iR LR R EE BR B (1 & hl 7 v, SLRREAE T20 38 (2) BTk
VR €39 A 2310 « BR A3 1 5 5 ek = (VR A 0« 800 10 S5 35 I ok TR & ) B 4 1
SRR A RS TR IR A, LR €600 1 5 B FH 2 DA s B S B R AR AR
TR T 5 ~ 30%.

6. MRARBORIEEK 5 i (B LR B B B 1) G B 7 12, SLRFAEAE T i 4850 Fi i €2
A 4y 7 S R BRI TP I R IR S, A IR SRR - BSOS ME R RN
1 :1~ 3,

7. FRIEBCRIEESK 5 I (B LURE eI R B 0 G 1 g 3 SLRFIEAE T T i 5 57 R i €2
ok 4y i R L AE R AR, HEE 1 i1 ~3 ¢ 1~ 3,
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— PR Le A R BEER R B S AT A
[0001]

AR
[0002] A BB KB LUy Je B BRINE 1 B TV o

B
[0003] [ ELAF EEEERAE (Abiraterone acetate) , tL%% K (38) - LWEIE-17- (3-nl
WESL ) HEHS -5, 16— M, 2Ptk I RT A 259 o W) FH ok B AR 50T (Institute of
Cancer Research, ICR) Wk, 2uE i R[4 (The British Technology Group,BTG) $2fk
BEINANTT R IR N o — 1 PR 7 B h Mk B 01 (Boehringer Ingelheim) 58, 35
Cougar “EWHIA A ) A Z BRI = B IRIR I TAE . 7€ 2009 4F 7 H5%E4E A7) (Johnson &
Johnson) T Cougar ZEMHi A )J5, Janssen Biotech Inc 1155 = HAllG IR HIVEM F BT -
B B B IR MS 2011 4F 4 H 28 H£2 36 [H FDA #bift BT, 444 Zytiga, [FI4FE 7 H Rk 24
m B B R (EMA) by HAERR R BT,
[0004]  H i, SCHR F ¢ TPl LU Jo e R 6 1 & Rl i 18 = BRI R i — B & U
F S AR M A B BRI A LR kL, 2, 6- = — RUT Ik —4- FIRILRE AR, S5 = R s R I
KA [ N A 38 — GBS SEMES -5, 16— M —17- =5 PR A, 28 )5 FAE
PdC1, (PPh,) , AL 5 = &2k (3— mbmeE ) — Bkt & 2 Suzuki B IAT 2B EERE RS R S,
P SN SR 48, T AR EIRL, (R AR SR — R B B AL S N TP, SRR TR 2 i AT B
ERHERS -3, 5, 16— = 17— =R RARREE A ) IR A A Syl A S R 2
TiiE = B e UL AR MER (DHEA) AR %f J5Uk), SEAEmi R M AL T 5 K& R B 2B
RERMEN 17— i, AR ) VY PRI ER, 2 A e 17— WA - MRS -5, 16— 4@ -3 B — %
d, F7E PdCL, (PPh,) , AL T 5 = £3E (3- MEmE 55— Mlke & A Suzuki (HIBAF 2R LR,
NG 3 AT SIS RIBT LR R ER IR S, VYD RO S E 41, 5%, IZBRER I A L2 Ab
76T Suzuki fEIBESNY BT 75 I RV, A2 a6y 7= 0B ek Je 25 2 5 TR RHg B & 0 A 1)
/B
[0005]  REHPNZ

AR B P B R R AR ] A, BRI L e T R IR 1) B RO B S RN B
IR S LRIy N &SNV SR
[0006]  Jgfif e LA A A ] R, A % BH I IR Bl L oRs RS IR s 1) A e 425, LA =X (DD iR 22
SR W 5 TR 15 R Uk 2238 i K Heek ARG S NS Wn =X CTDD B =Bl B os B IR I »
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[0007]  HE—20Hh, 1Z A AR TR T NP IR

(1) R JVEFEE HOION 25 S 3R I 155 1R 6 S DA I8 VAN I e TR B PR 811, Rk
e T S PR P R S TR 5 A IS N AT IR SR S 5 S N 465 RS v )

(2D IR B 50 AR a7k, AR5 VA

(3D 3= YR, BERAEAT = 20, eI, ik 4q

(D FEENRCEE @ 2R OB (AREL) = 5 0 2 (IRAEFIE N FEIFFHI 4y B 4tk )
13779 o
[0008] DM, IR (D TR FAEMAESFARMRER LA 111 ~ 10 (FED .
[0009]  HE—2DH, PIR (1) Frdhid J5 s IR R 50 ~ 150°C, B[R R 1 ~ 15 /M
[o010]  HE— Db, B IR (2) Frk TgEsm Rt 63 ok 2 70 800 10 SRk i R A
Sl o I S TR VR A 800 0 S R R RS MR TR A, B 5 R (5 0 1
Jo & DL s o s i R s SRS AR A & DA T i 1 5 ~ 30%, 4 AT 5g T &R,
F &4z ey R RIAT, AR IR HE
(00111 2fF— B, BT ik = J F0RH W €550 O 43 O 5 Ak B b B R P I — M R R S
I, 2 7o Sk - SRR EEA 1 1~ 3,
[0012]  dfF— 0 Hh, Prad 2 sm AU LR A 73 0 ek e LRI Pk =3 RR-G I, S0
BHAHL :1~3:1~3,
[0013]  ARHMHARSIA AR, B8R RIRE Z ARG HE, BBCR &, 2
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SO A I AR B2, 2242, JRBL 515, B A T Dkt A=,

BIALEAR
[0014] AU BH P S 1 -

E 250mL = 158 A i N 22 S0 36 M i B IR B 3. 3g (10 mmol), 5 A B2 4R 2. 5g (12
mmol1), FAEE 10 mL, 2K 10 mL, £ 130 CHATIBIR SN 10 /A, 38 2473 E I 4 1 6g
CIRIIAE R TR R 500D I Bl A, YA ZIF NN 3— IRALIE 1. 6g (11 mmol), BEERAR
0.3g (1.1 mmol), =ZJi#% 1. 1g (1.1 mmol), JNFENAL 15 /N, ¥R 48, FEZHTH C bt © LR
Ll (AR ) =5 o 2 BREGWFIER AR B, 1579 2. 34g, Y% 60%.
[0015] %541 128~ 130°C. 1H NMR (400 MHz, CDCI3) &: 1.05 (s, 3H, 19-CH3),
1.08 (s, 3H, 18-CH3), 2.04 (s, 3H, CH3C02), 3.51 ~ 3.58 (m, 1H, 3a-H), 5.39
(d, J=4.7 Hz, 1H, 6-H), 6.00 (s, IH, 16-H),7.22 (dd, J1=4.8 Hz, J2=7.8 Hz, 1H,
Py 5-H), 7.66 (d, J=7.9 Hz, 1H, Py 4-H), 8.45 (d, J=4.6 Hz, IH, Py 6-H), 8.62
(s, 1H, Py 2-H),

[0016]  A<J BH IR St a1 2 -

7E 250mL = 1B N 2% &0 36 B 5 B2 B 3. 3g (10 mmol), S A BE 4R 2. 5g (12
mmol), 7 AEE 10 mL, 12850 mL, 7E 50 CHEATIEJ5UR MY 15 /NI, & 4 EUIA 4> 0 1g, 3
Momw 2g (FIRHE A EFD AR m A K, YA 5B NN 3— JRIERE 1. 6g (11 mmol),
BERRAL 0. 3g (1.1 mmol), =W 1. 1g (1.1 mmol), JAalyi 15 /NI, W45, ¥ 2T
ft CEROTE (ARREL) = 5 0 2 FHRA W FIENRITH o maifl, 1579 2. 34g, UK
60%,

[0017] AR B S 3 -

7E 250mL = 168 Hh hn N 25 S0 38 HE I 166 R 15 3. 3g (10 mmol), ¢ A B 4H 2. 5g (12
mmo 1 ), A EE 5mL, 2K 50 mL, 7 150 C AT IR IR S B 5 /N, 38 2474 E1 0N 73 10 3g, ik vk
+ 9g (RIBSAE AT EFIFI 5D TR K, A EIF I 3= JRukhE 1. 6g (11 mmol),
BEESAR 0. 3g (1.1 mmol), =2 1. 1g (1.1 mmol), JIFIElE 15 NI, W45, A EHH O
Bt o SRR O (RRRLL) = 5 0 2 MIRAETEN RITH o B alidh, 1379 2. 4g, % 61%.
[0018] A%/ BH Y SHtf] 4 -

7E 250mL =[S i N 2= &0 36 B 65 B2 B 3. 3g (10 mmol), S A BE 4R 2. 5g (12
mmo 1), FAEZ 10 mL, F2K 10 mL, 7E 130 CEATIRJR MY 10 /N, @& S A HIA 4 11 1g,
TE TR 3g (P9 3[R B AR D TR 50D i ml i B K, AHT TN\ 3— iRtkiE 1. 6g
(11 mmol), BEEE4E 0. 3g (1. 1 mmol), = ZJ% 1. 1g(1. 1 mmol), INFA[AIE 15 /NN, Wi, A
Bk © SBROlE (L) = 5 0 2 MIREEFIEN IR Ealith, 1579 2. 3g,
I 59%,

[0019]  AJHH IR SE it 31 5

7E 250mL = 1B N 2% &0 36 B 5 B2 B 3. 3g (10 mmol), S A BE 45 2. 5g (12
mmo1), 5P EE 5mL, 2K 50 mL, 7E 110 CHEATIRJE SN 5 /NI, 18 474 EUIMAN 20 -1 1. 5g, i
P Ag (B BRI 29 TR 50D AR m A i 7K, ¥ 5B NN 3— JRENE 1. 6g (11
mmo 1), BEEZAE 0. 3g (1.1 mmol), =ZJi% 1. 1g (1.1 mmol), i[RI 15 /NI, Wi, 712
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IR CRE © CIRCER (RFRLL) = 5 & 2 BIVRAEFIVER BEIFFI 2> B4, 1574 2. 4g, 1K
K 61%,
[0020] AU B IR SEif) 6 -

7E 250mL = [958 Hh hn N 25 S0 3R HE I 166 R B 3. 3g (10 mmol), ¢ N B 4E 2. 5g (12
mmol), 5 ANEE 10mL, 2K 50 mL, 7F 110 CHATIEIR KAY. 5 /N, 3 478 U 73 1 2g, ek
et 6g, MR 6g (ZEIRIBAE A TEEFIFMETD TR, A EIF I 3- Rk
Mg 1.6g (11 mmol), BEFRAE 0. 3g (1.1 mmol), =% 1. 1g (1.1 mmol), IFElAL 15 /)
I, s, AL ENIIR Okt - CERAEE (ARILL) = 5 ¢ 2 IREEFIVE N IR B 4lidk,
13779 2. 4g, YLFE 61%,
[0021]  FIRRYEARSE T R IR B PR, 208 T U A A U AR N 71 RE A% PR AR A
R, AN BRI AR A A2 6 A R B AR R PR il 5 B R A B T 48 70 RS ok BT A HE R A
AT S [F) AR BEERAS A , 278 AN AR R BHAR AP IR E



