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s BHRHA
[ & Arm B x 5448 8]

B A AR
ABRAEMAMBEX 1H-sk ok 3 [4,5-c]®mg-2-K1tb
Mo BRBENLASDEALEZ AT %8 BE MW B RGFE
gk BB XRZAR
[ % A7 & 45 ]
BAR R
AHASAAEMS 1H-ok & 3 [4,5-c]lhg-2-K 214
Yo BER-RSER R SR/ L F R K Akt (FF
A BE A d KB B 2ERHE REATENES
HECL W2 BREADARERARARALE DA RBER
M & % 2 # % (Liu et al. Current Opin. Pharmacology

3:317-322 (2003)) -

mE AT (e RTC)EERET RS ERR
BBt RER VL EEBFAABE)NERRBE L
HREZAELE - HEOARCEGERS RAE XRNATH
ittt S AN AR ATCEBREAY - LA
A B H 4 Bel2 & Bel-xp, Z %R 0 &l & &4 8 % #H
HlapAtheabAtt  F—F @ WHewAtiBHw
Bax #% Bad Z &% # ¥ s # #| % & & %&£ © (Adams et al.
Science, 281:1322-1326 (1998))- 3t &l M m o L * Z A 4T &
REGHABMZFME G (caspase)-1 AR FH K e B
B FHEFOH-T FHEFOB-SAFTHESH-I XA

5



200523262

4+ (Thornberry et al. Science, 281:1312-1316 (1998)) -

B Bs & WL 8% 3°-OH % 8 (P13K)/Akt/PKB i &2 # 7 4 J&
A fF /e &t 6 A EMFHEE E E (Kulik et al
Mol.Cell.Biol. 17:1595-1606 (1997) ; Franke et al, Cell,
88:435-437 (1997) ; Kauffmann-Zeh et al. Nature
385:544-548 (1997) Hemmings Science, 275:628-630
(1997) 5 Dudek et al., Science, 275:661-665 (1997) - % & B
F ol hRITEZAE KB FPDGF) - & A KRBF
(NGR)#t ik &, £ £ K B F-1 (IGF-1)» " & MK #H T #
¥ HE PI3K B M m iR & = pe £ F (Kulik et al. 1997 -
Hemmings 1997) - % 4t &9 PI3K ¥ 4% # % 8 A5 & AL &
(3,4,5)-= % & @ (Ptdlns (3,4,5)-P3) R B EH_ A4S F R & &
% & (pleckstrin) Al R (PH)-sh e it X 4 e s /& ¥ B &
¥ 8§ Akt & 4 3 1% & H % 1t (Franke et al Cell, 81:727-736
(1995) ; Hemmings Science, 277:534 (1997) ; Downward,
Curr. Opin. Cell Biol. 10:262-267 (1998) ; Alessi et al.,
EMBO J. 15:6541-6551 (1996)) - P13K = 4 £ & # %] & &
Y2 G AKt/PKB# E B EAABRAFARA FREE
BEZRELEFFM - AAWSH XKB T PI3K Z % % #
[LY294002 & % € % (wortmannin)]#| A L % ¥ 8 3 M@
Akt/PKB #FH - b4 Na B EF¥HER AT H BRI T
ZHEHBHT SIANBE@ERFHEZ PI3K & Akt/PKB # X & &
12 # 4w B8 A 1% (Kulik et al. 1997 » Dudek et al. 1997) -

ABHEBYZ At 2 E oW BT A2 BAR A HF 5 5
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£ % (J. Q. Cheung et al. Proc. Natl. Acad. Sci. U.S.A.
89:9267-9271 (1992))# 8% B & (J. Q. Cheung et al. Proc.
Natl. Acad. Sci. U.S.4. 93:3636-3641 (1996))5% # + X & &
R FAH#i  &BHR A3 AL B ABEARE & B KR
(Nakatani et al. J. Biol. Chem. 274:21528-21532 (1999)) ¥
ABAR - BHEFT AKt-2 7 2%2F L BT AREFAR B
Akt Z ¥ E S0%Z R bHEB FARLEY - &7 Akt F
o 4 $L BE B 42 W 4 48 B (Bellacosa, et al., Int. J. Cancer, 64,
pp. 280-285, 1995)- & K #& 4 (Sun et al. Am. J. Pathol. 159:
431-7 (2001))s2 i » I E ~ FRBEER/RBERAE ¥ - Aktl
HMEG TN

B & B i # PTEN- 45 B M 3 % & Ptdlns (3,4,5)-P3 X
BB —HEAAAB A ®E ) PI3BK/Akt g £ 2
& M ¥4 B (Li et al. Science 275:1943-1947 (1997)
Stambolic et al. Cell 95:29-39 (1998); Sun et al. Proc. Nati.
Acad. Sci. U.S.A. 96:6199-6204 (1999)) - PTEN % jr éa f2 R ‘
B O ABEEBZEB v EH A KE(Cowden disease)t#y & B
(Liaw et al. Nature Genetics 16 ; 64-67 (1997)) - PTEN £
AL GOABBER PR ER > FEhskH PTEN X B
4o BB Bk BE T 8 E 1b &) Akt 4 & ¥ pu(Li et al. B A7 ; Guldberg
et al. Cancer Research 57:3660-3663 (1997) ; Risinger et al.
Cancer Research 57:4736-4738 (1997)) -

HEREES PIBK/AKt R R EBBH R TR LR
XABATHAELEHLRERLAE o
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WE A SRR/ AERERES T B X
Akt/PKB 2 % Y= R B & & % & ' 4 % 4 % Aktl/PKB
a ~ Akt1/PKBB ~ & Aktl/PKBy - 5 R A AR F % -
BAUAREGBBECEDERELZER - K E Aktl/PKB #
HFAMNRE PIBK 2 8814 A A% 16 - P13K # B AL
Bt RS AT R BEL 0 A AR EALE 345-Z 8% E a5
Bs BE AL BY 3 4-¥ B BB Y F 48 HELHERXSR
Akt/pkb 2 PH sh e 3 & 4 -

Akt Fa R A FHR X H TH S X8 & (H
LY294002 % % € ¥ )3 4] PI3K m & & > & M » PI3K # #
REAEZERVERTRRAA=ZE AR S® > THE
% # Pdtlns(3,4,5)-P3 (5] 4o 8 Bk 8% # 88 2 Tec % )&) & 4 &
PHHAH RS ZARAY> F2 Tt AF THXKBT
Akt T H# A R4& 8 PI3BK 2 &£ K%k ® F 1L -

B AR Akt FHTAH A H L2 Mss PDK1I 7% F
B Hp %] o4t 4 4 UCN-01 & 3% 32 % = PDK1 3y #| # (Biochem. '
J. 375(2):255 (2003)) - & & > # %] PDKI1 j # & & &K #
PDK1#) 2% & H Mtk () 4o JF 2t A &9 PKCF & SGK »
. S6 ¥ & )k ¥ #] (Williams et al. Curr. Biol. 10:439-448
(2000)) -

M FAKtHHBTRERNRSGEER  AARABRAZFLL
Akt # (#l 4% PTEN B R £ 4 ras R # 2 i) - PTEN
HAKt R AHAER KRN HFSEBEETFTREX > %
ERECHEILBRABRAERE HEB A BF@ERE - AR
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B OE & B & £ B 4% & K & 1% # (Bannayan-Zonana
syndrome)(Maehama, T. et al. Annual Review of
Biochemistry, 70:247 (2001)) - & % K # (Parsons, R.;
Simpson, L. Methods in Molecular Biology (Totowa, NJ,
United States), 222 (Tumor Suppressor Genes, Volume 1)
147 (2003)) -~ A % # & K & (Lhermitte-Duclos
disease)(Backman, S. et al. Current Opinion in
Neurobiology, 12(5):516 (2002)) - Akt3 W& 2 s ¥ £ £ &
ZHBERAERFRANIBERE T O LAGH S A2 AR
W RGP REFTRERR AL N F B T HH

Natl. Acad. Sci. USA 84: 5034-7 (1987)RA L & ¥+ &% L A

(Staal, Proc.

# (Stal et al. Breast Cancer Res. 5: R37-R44 (2003)) - B it
My F AR HBRBRM AN ERBEREARAREEHEY
ZHE Akt B ATANRE—F 2B ERBEL -
AH A ZBHAENRME A AK/PKBIp 4l #l Z M H L &
My o
FHERZBHTAEANRBLOSLBRABABMANLRHA
FEERHLLHZBREEaRYD -
ABRALEBEUNNANRBEBRBEZI N .  HFh ke
EREEYE AKt/PKB & & 39 4] # -
AFRHZBEHTENRBEGEMB X FE - S F %k
L35 3% 8 3% % AKt/PKB & M 3 % #] -
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AERAAMAIFMBLEYBIEE

4-(4-FX KX -1-X & o2 -4-K -1H-%k =& # [4,5-c]ab o€ -2-
A)-=k b -3-K B

4-[4-3-8 -FX X )-1-X & % = -4-% -1H-v = 3 [4,5-c]
wooZ -2- 4 ]-ok 5 -3- K B

4-T1-3-Bk £ -2,2-=F B A K)-4-3-K-F £)-1H-=k =&
B[4,5-c]mg-2-%]-vkos-3-K B 5

4-[1-CE @& T £)-4-(2-F % X £)-1H-% = 3 [4,5-c]
o vz -2- 5 1-1,2,5-9% = ok -3-8F

4-[4-2-R X K )-1-(ZR R A F 5 )-1H-%k & ¥ [4,5-c]s
o -2-%1-1,2,5-98 = ok -3-5% ;

4-[1-3-M £ -2,2-= F £ & £ )-4-% % -1H-vk o ¥
[4,5-c]vth o -2-% ]-"k 5 -3- K B ;

4-[4--R X £)-1-(E A £ F £ )-1H-v o % [4,5-c]u%
o2 -2-%1-1,2,5-92 = ok 3-8 ;

4-[4-F -1-(F A £ F £ )-1H-vk = 3 [4,5-c] % & -2-
£1-1,2,5-95 — ok -3-8% ;

4-[1-(B A A F £)-4-3-"% % £ )-1H-v = 3 [4,5-c]=
o2 -2-%1-1,2,5-9% = ok -3-B% ;

4-[1-(5-B /& % )-4- % & -1H-=k = 3 [4,5-c]® =& -2-
$£1-1,2,5-92 — ok -3-8% ;

4-[1-(6-Bc & % )-4- % % -1H-vk o ¥ [4,5-c] % = -2-
$£1-1,2,5-5% = ok -3-8% ;

4-[1-(5-8 /% £)-4-(3-& £ & )-1H-5k =& 3 [4,5-c] % =&
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2-41-1,2,5-92 = ok 3-8 ;

4-[1-(6-% & % )-4-(3- £ ¥ £ )-1H-vk o % [4,5-c]"% =
2-31-1,2,5-98 — ok 3-8 ;

4-[1-3-B £ -2,2-= F £ & £)-4-(3-F & ¥ £)-1H-%
o 3 [4,5-c]=b 92 -2-K ]-vk ok -3- K Bk

4-[1-(5-B % % )-4-(3-% % £ )-1H-v =& ¥ [4,5-c]% %
-2-31-1,2,5-9% — ok -3-F%

4-[1-(6-B% & £ )-4-(3-F % % )-1H-o o ¥ [4,5-c]% =
2-%1-1,2,5-92 = ok 3-8 ;

4-[4- X £ -1-3-N B B F A)-1H-% =& % [4,5-c]%
o2 -2-%1-1,2,5-7% — ok -3-8F ;

4-[4-G-R 2 £ )-1-CG-~x &= £ F £ )-1H-% 4 %
[4,5-c]mb oz -2-%1-1,2,5-78 = ok -3-8% ;

4-[4-(4- 8 £ £ )-1-CB- N B g & F & )-1H-= % 3
[4,5-c]wb oz -2-%& ]-1,2,5-9% — ok -3-8% ;

4-[1-(3-8c A % )-4-(2-8 % & )-1H-%k o ¥ [4,5-c] =
-2-%41-1,2,5-98 = ok -3-8% ;

4-[1-(3-8x & % )-4-(1-% 8 =92 % )-1H-=k = 3 [4,5-c]
ooz -2-% 1-1,2,5-9% = ok -3-BF ;

1-[2-(4-8% Kk 6 -3-%)-1-T R -4-X K -1H-w 4 ¥
[4,5-clab s -7-%]-1-3-Bk E g g-1-%K)F &7 ;

1-[2-(4-B A ok ok -3-%)-1-2 % -4-% % -3-5 -1H-5 &
¥ [4,5-c]wg-7-%£]-1-C- A n%x-1-5)F 8 ;
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1-[2-(4-B & vk ok -3-%)-1-T & -4-a o -1-% -1H-ok =&
#[4,5-c]boeg-7-K]-1-C-BE BB w-1-X)F 8]
1-[2-(4-8% K ok o5 -3-%)-1-2 K -4-w g -3-K -1H-=k =&
¥ [4,5-clhg-7-£]-1-3- A g =-1-%)F # ;
1-[2-(4-p Kok v -3-%)-1-2 K& -4-"k % -3-K -1H-=k =4
#[4,5-c]nr-7-%£]-1-C-B A5 B =-1-K)F & ;
1-[2-(4-B K vk o5 -3-%)-4-£-1-2 % -1H-vk =& 3 [4,5-c]
oo -7-%]-1-C-B A kg w-1-K)F & ;
1-[2-(4-B % ok o5 -3-%)-4-(1H- % -2-%)-1-2 £ -1H-
ook ¥ [4,5-clw g -T-R]-1-C-EEA®wBR-1-%)F 8 ;
1-[2-(4-Bg R vk ok -3-£)-1-Z £ -4-(2-F & X £)-1H-=
o 3 [4,5-clwR-7T-K]-1-C-E g R-1-%£)7 8 ;
1-[2-(4-8% % sk o6 -3-£)-1-2T % -4-(3-£. - % £ )-1H-=k
ok 3 [4,5-clw®g-7-K]-1-C-AwB=R-1-5)F 8 ;
1-[2-(4-8 Aok ok -3-%)-1-T A -4-7k % -2-K -1H-%k =&
*[4,5-c]w-T-%]-1-3- A g g-1-£)F 8] ;
2-(4-B B vk -3-%)-1-2 K -4-X K -1H-5k & 3 [4,5-c]
oo -T-F B [1-(4-R-F £)-2-82C X ]-8 8
2-(4-B K vk o5 -3-%)-1-2 X -4-(3-f -F X )-1H-% =
#[4,5-c]wg-7-F &[1-(4-K-F £)-2-8 T K ]-8 &%
2-(4-RBe B vkvb-3-£)-1-2 % -4-(2,3-= R -% & )-1H-%
3 [4,5-c]hg-T-F &[1-(4-K-F £)-2-B T % ]-8 & >
2-(4-BE B vkos -3-£)-1-2 A -4-2-f-% £ )-1H-% =
¥ [4,5-clwwg-7-F & [1-(4-K-F £)-2-B Z £ ]-8 B
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2-(4-% & vk vb -3-%K)-1-2 £ -4-(2-5%8 % - ¥ £ )-1H-%
ok 3 [4,5-c]ubg-7-F #[1-(4-R-F £)-2-%C X ]-8 &

2-(4-H A vk o5 -3-A)-4-(3- K -% £)-1-2 & -1H-%
¥ [4,5-c]og-7-F 8 ot % o -3-% & B

2-(4-R K wkvb -3-K)-4-F 5 -1-2 £ -1H-% = $ [4,5-c]
o oog -7-F B % ow-3- 4 8RR

2-(4-% & vk o5 -3-%)-4-(5-f -FE % -2-%)-1-2 £ -1H-
ok ok ¥ [4,5-c]w oz -7-F & % g -3-% & K

2-(4-B A vkvb -3-%)-4-2-m A -F £)-1-¢ A -1H-%
e [4,5-cl R -T-F BB R -3-B MR

2-(4-R B kb -3-%)-4-3-m A -X £)-1-2 %X -1H-=
ok 3 [4,5-c]ub o -7-F B % R -3-5 & B

2-(4-B & vk ob -3-2)-4-3-#-F £ )-1-T A -1H-%k =%
i [4,5-c] oz -7-F & % = -3- K & A%

2-(4-B K vk vh -3-%K)-4-(1-% £)-1-Z K -1H-s = &
[4,5-c]bog -7- F & =t % % -3- & & B

2-(4-B & ok %5 -3-K)-4-(E % -2-%)-1-2 A -1H-% =
I [4,5-cl oz -7-F 8k wb %% o -3- % & B

2-(4-B A vk vk -3-%)-4-3,4-H F R X A)-1-T %
-1H-wk ok ¥ [4,5-c]t®-7-F 8 b %% o -3- 4 & B >

2-(4-B & sk o5 -3-%)-4-(3,5-— R -X %)-1-2 A -1H-%k
ok 3t [4,5-c]wb o -7-F B %% ® -3- 5 & &

4-[7-[3-m B -1-wg R A)H A]-4-C3-8 X £)-1-(K
BoA P R)-1H-9k ok ¥ [4,5-c]o 9z -2-% ]-1,2,5-95 = ok -3-
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- 3
4-[7-[(3-B A -1- g R X )R R ]-4-(4-B X X)-1-T %
-1H-ok ok 3 [4,5-c] e -2-%1-1,2,5-98 = ok -3-% ;
4-[7-[3-B & -1-nB R X )R K]-4-2.4-= K X £ )-1-
Z A -1H-vk ok ¥ [4,5-c]s & -2-%1-1,2,5-78 = ok -3-% ;
4-[7-[C-m & -1- w2 RE)RKX]-I-THE4-(XE TR
B )-1H-wk ok 3 [4,5-c] g -2-41-1,2,5-9% = =& -3-8% ;
2-{2-(4- Bk & -1,2,5-78 — ok -3-%)-7-[(3- & -1-% %
o EVBE A ]-1-T K -1H-sk ok 3 [4,5-c]eg-4- K} X &
4-[7-[(3-m A -1-wg=w 2 )R A]-4-2-R X %)-1-2 &
~1H-vk ok 3 [4,5-c] o2 -2-%]-1,2,5-93 — ok -3-8% ;
2-{2-(4-8 £ -1,2,5-92 — & -3-%)-7-[3-B & -1-m %
XE)HEA]-1-C K -1H-2k & 3 [4,5-c]wR-4-K} X K)F
8
2-{2-(4-B& £ -1,2,5-9% = ok -3-£)-7-[(3-8% & -1-% %
X A)BR A]-1-T A -1H-wk ok 3 [4,5-c]mg-4-K}-4-8 X
&
4-(1-2 & -7T-{[3-(F B &2 )-1-wg g X A }-4-X %
-1H-vk ok 3 [4,5-c]wb oz -2-4)-1,2,5-98 = =& -3-8% ;
4-[7-[G-m E-1-ws = H5)R E]-1-2 £-4-(4-F £ X
£ )-1H-vk ok ¥ [4,5-clvg-2-4]-1,2,5-9% = ok -3-5F ;
4-[7-[(3-Bx & -1-m g R A)HR £ ]-4-2.5-= R X %)-1-
Z % -1H-wk ok ¥ [4,5-c]ob o2 -2-£]-1,2,5-°% = ok -3-B% ;
4-[7-[3- & -1-w % A )HR &£ ]-4-(1- % & & % -2-
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£)-1-T & -1H-5k o 3 [4,5-c]% = -2-%]-1,2,5-95 = =& -3-
B

4-[1-2Z % -4-F X -7-(4- X & w & & & )-1H-=k ¢ &
[4,5-c]nt o -2-4& 1-1,2,5-9% = ok -3-B¢ ;

4-{7-[3-B A -1- R )R A]-1-2 £-4-[4-(F £ &
B)Z B ]-1H-=k ok # [4,5-c]w o -2-4}-1,2,5-2% = ok -3-8% ;

4-{2-(4-Bk B -1,2,5-92 — ok 3-K)-7-[3-B £ -1-% %
wRA)B A ]-1-2 & -1H-sk ok $ [4,5-clbw-4-KX } X &

4-[7-[3-B A -1- g B ) K ]-4-(4-R £ £)-1-T %
-1H-vk ok 3 [4,5-c]w ' -2-%1-1,2,5-75 = ok -3-5& ;

4-[4-C-8 £ £)-1-2 A -7-(4-x B oz K § £ )-1H-=k
ok 3 [4,5-c]wb o -2-% ]-1,2,5-73 = ok -3-B% ;

2-(4-8 A -1,2,5-9% — o -3-%)-4-C-R X £)-1-(R &
EFE)N-{2-[(RAFEA)BS]IC A }-1H-%k o2 £ [4,5-c]®
®-7-F & B

3-2-(4-B A -1,2,5-58 = ok -3-%)-7-[(3-% & -1-% %
R AR)RA]-1-2 & -1H-o ok ¥ [4,5-c]® R -4-% } X 8

4-{2-(4-B & -1,2,5-58 = ok 3-8 )-7-[(3- % & -1-% %
E)BA]-1-2 A -1H-wk ok $ [4,5-c]lwg-4-K} X F B >

1-[2-(4-B K vkvk-3-K)-4-F £-1- X & xg-4-%K-1H-
ook 3 [4,5-clm®-T-R]-1-C-H A% R-1-£)F 8 ;

4-(4-3-R XA )-1- A -7-{[3-(FE£)-1- B R E]
$ A }-1H-wk ok % [4,5-c]n g -2-%)-1,2,5-0% = ok -3-8% ;
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4-(4-(2,5- = R X £)-1-T £ -7-{[3-(F B £ )-1-% % %
A18 A }-1H-uk ok 3 [4,5-c]t ®-2-4)-1,2,5-73 = ok -3-8% ;

4-[4-(2,5- = L %X % )-1-2 £ -7-(4-x &% = & &
£ )-1H-vk ok 3 [4,5-c]ok oz -2-%1-1,2,5-v3 — ok -3-8% ;

2-(4-8 £ -1,2,5-92 — ok -3-A)-4-3-£L X A)-1-(F &
27 A)N-[B-(=FmA)A A ]-1H-ok =& 3 [4,5-c]®=®-7-
¥V & Bk

4-[7-[3-B A -1- g w A ) £]-1-2 £ -4-(1H-= %
-2-%)-1H-%k ok 3 [4,5-c] vz -2-%]-1,2,5-9% = ok -3-5 ;

4-[7-[C-Bm & -1-ws w2 )R A]-4-(4-R X E£)-1-2 5
-1H-sk ok 3 [4,5-c] vz -2-4 ]-1,2,5-98 = ok -3-1¢ ;

4-[7-[C- A -1- B R E)RE]-4-X £ -1-(4-X & %
w2 & )-1H-wk ok 3% [4,5-c]wt g -2-%1-1,2,5-5 = ok -3-4%

4-{7-[(4-8 T A)E X ]-1-T % -4- %X % -1H-= % &
[4,5-c]wb =g -2-% }-1,2,5-75 — ok -3-§& ;

4-{1-Z A -4- X £ -7-[4-x B sx X F E)A K ]-1H-5%
ok 3t [4,5-c]wb ok -2-% }-1,2,5-03 — ok -3-B% ;

4-{4-G-R 2 £)-1-Z % -7T-[4- X B EF E)R
% ]-1H-vk ok 3 [4,5-c]ob oz -2-% }-1,2,5-75 — ok -3-8k ;

4-[7-[(4- T HA)R £]-4-C-L X A)-1-2 &5 -1H-= %
i [4,5-c]w 9 -2-%]1-1,2,5-98 — ok -3-8% ;

4-{7-[2- T H)R £ ]-1-2 % -4- X % -1H-=k =% &
[4,5-c]utog -2-%& }-1,2,5-98 = ok -3-5% ;
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4-{1-T % -4-Z £ -7-[C-wrRETFA)REA]-1H-%k %
$[4,5-c] oz -2-% }-1,2,5-7% = ok -3-B% ;

4-{7-[3-m B/ X )A £ ]1-1-C %X -4- X % -1H-% 4 &
[4,5-c]wvg-2-% }-1,2,5-08 — ok -3-B ;

4-(7-{[(28)-2-m £ -3-2 A R AJRA)-1-CA-4-X %
S1H-wk ok 3 [4,5-c]wb 9% -2-4)-1,2,5-98 = ok -3-8% ;

4-[1-2 % -4-X A -7-3-x S ® & R B)-1H-% & &
[4,5-clm oz -2-4]1-1,2,5-v8 = ok -3-8 ;

2-(4-Bc £ -1,2,5-92 — ok -3-%)-1-Z £ -N-¥ £ -N-(1-F
£ -4-x Botog £)-4-% K -1H-% o B [4,5-c]®n=-7-F &
B

N-{[2-(4-px % -1,2,5-7F — ¢ -3-%)-1-2 K -4-¥X % -1H-
ok ook 3 [4,5-cla R -T-A]F £)-N,1-= F £ -4-X 8 R &

4-(1-Z % -4- %3 5 -7-{([2-4-~x B E)T B 1R
£ }-1H-uk ok 3 [4,5-c]w o -2-4)-1,2,5-9F — ok -3-8% ;

4-{1-(4-B T A2)-7-[C-m A2 -1- xR E )R E]-4-X &
-1H-wk ok 3t [4,5-c]wt o2 -2-% }-1,2,5-98 — ok -3-8& ;

4-(7-{[QR)-2-B A -3- X A A AJR A }-1-2 5-4-X %
S1H-wk ok 3 {4,5-c]mt®-2-%)-1,2,5-93 — ok -3-8

4-{1-(4-B T £)-7-[C-EA-1- B R E)RE]-4-X 5
-1H-%k ok ¥ [4,5-c]t o -2-% }-1,2,5-73 = ok -3-B& ;

4-(1-(4-B T £)-7T-{[3-(FHmA)-1- vt E]IRX}-4-
% % -1H-vk ok 3 [4,5-c]ob o -2-%)-1,2,5-98 = ok -3-8%

4-{1-Z & -7-[4-FA-1- XN &4 £)F £]-4-X %
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-1H-%k ok 3 [4,5-c]# o€ -2- % }-1,2,5-98 = ok -3-& ;

4-(1-T A -7T-{[3-(F e A)-1l-wxx Al K )-4-X &
~1H-wk ok 3 [4,5-c]wog -2-%)-1,2,5-9% = ok -3-8% ;

(3-m % -2,2-—F £ & £){[2-(4-8¢ & -1,2,5-7F = =& -3-
B)-1-T A -4-F K -1H-sk ok $ [4,5-c]w®-7T-K]F £} 8

4-(T-{[3-(=F R A)-1-s g £]F £}-1-C % -4-
K -1H-wk ok ¥ [4,5-c]®-2-%)-1,2,5-95 = ok -3-} ;

4-(1-2 £ -7-{2(Fm A)-2 2148 % }-4-F % -1H-=
o 3t [4,5-c]w o -2-4)-1,2,5-9F = ok -3-B% ;

4-[1-2 % -4- 3 2 -7T-(2-(FEAF A )BRAITE IR
#)-1H-vk ok 3 [4,5-c] @ -2-41-1,2,5-95 = ok -3-5 ;

4-{1-Z A2 -4- X R -7T-[B-" A% FH)AAK]-1H-% %
#{4,5-clubog-2-% }-1,2,5-93 — ok -3-8 ;

4-{7-[(5-® A 2)R £ 1-1-2 B -4-X 5 -1H-=% =% &%
[4,5-c]wb o -2-4 }-1,2,5-98 = ok -3-B% ;

4-(T-{[3-(=F B £)-22-—FEARE]IA X )}-1-T % -4-
£ 2 -1H-sk ok 3 [4,5-c]m®-2-5%)-1,2,5-9% = ok -3-BF

1-(4-8 T A )-2-(4-% A -1,2,5-25 — =% -3-%)-4-X &
N-{2-[(X A FA)BRA]C A )-1H-ok & #[4,5-c]n®-7-F
& B

2-(4-B% £ -1,2,5-98 = o2 -3-%)-1-(1-F X 2 £)-4-%X &
-N-3-wt w8 oz & -1H-wk ok 3 [4,5-c]® % -7-F 8 & >

4-(7-(3-(F e A )-1-w 2 £ 1% £}-1-(1-F B C
B)-4-% £ -1H-vk ok 3 [4,5-c} g -2-%)-1,2,5-% = =& -3-

X
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B

4-(7-{[(38)-3-m A -1- gz A]F £}-1-2 5-4-X &
-1H-ok o 3 [4,5-c]mb 9z -2-%)-1,2,5-98 = ok -3-8% ;

4-11-7 £ -7-(N & -1H-1,4-= v Z B -1-%& F % )-4- X
B -1H-wk ok 3 [4,5-c]®-2-%]-1,2,5-8 = ok -3-8% ;

4-[1-2 X -4-F K -7-(1-x B o F & )-1H-% & %
[4,5-c]ob o -2-41-1,2,5-93 — ok -3-3% ;

4-(T-{[2-(=F B A)Z AR A }-1-T K -4-X X -1H-%
ok 3t [4,5-c]wt 9% -2-%4)-1,2,5-98 = ok -3-B& ;

4-(1-27 % -4- % £ -(7-{J(28)-2- & = £ F £ ] &
# y-1H-wk ok 3 [4,5-c]vg -2-%)-1,2,5-9% = ok -3-3% 5

4-(1- 2 A -4- % £ -(7-{JQR)-2-% % =2 £ ¥ X ] &
B )-1H-vuk ok 3 [4,5-c] ® -2-4)-1,2,5-78 = ok -3-8% ;

2-(4-8 % -1,2,5-7% = o -3-%)-N-G-% & £)-1-(1- F
A T K)-4-K K -1H-wk ok ¥ [4,5-c]w®-7-F & 8%

2-(4-B A -1,2,5-% — = -3-%)-1-(1-F A T %)-4-X %
-N-2-7 H-1-% -1H-%k & 3 [4,5-c]w o2 -7-F & B >

2-(4-B £ -1,2,5-9% — ok 3-%)-1-2 £ -N-[3-(4-F H# %)
A Al-4-R A -1H-skok ${4,5-clwu-2-7-F & % >

2-(4-8 % -1,2,5-95 — ok -3-%)-1-2 % -N-[2-(1H-%
4-B)YT A ]-4-F% A -1H-ok ok 3 [4,5-cluug-7-F & &

2-(4-B % -1,2,5-72 — ok -3-%)-1-2 £ -N-[3-(4-F £ -1-
N B E)AH A ]-4-% K -1H-vk ok 3# [4,5-c]®-7-F &
B
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4-[7-[3- A E)R A ]1-4-2-R X £)-1-T £ -1H-% =%
¥ [4,5-c]b oz -2-54]-1,2,5-75 = ok 3-8 ;

4-[7-13- & A)E A 1-4-3-L X X)-1-T K -1H-%k =4
#[4,5-clw o -2-%]1-1,2,5-08 = ok -3-5% ;

4-[7-[C-E A E)RA]-4-4-A X £)-1-T £-1H-% =%
i [4,5-c]w 52 -2-% ]-1,2,5-98 = ok -3-B% ;

4-{7-[(3- R E)R L ]-4-[S-R-2-(FRAAB)XK]-1-
Z A& -1H-wk ok 3 {4,5-c] g -2-4 }-1,2,5-73 — o -3-8%

N-(1-{[2-(4-8& £ -1,2,5-98 — ok -3-£)-1-Z £ -4-% %
-1H-wk o #[4,5-c]hg-7-R]1 £}-3-wB R &) N-F LT
& Bz

2-(4- 8 % -1,2,5-98 — o 3- £ )-N-[3-(=F & K)A
£1-1-2 A -4-% K -1H-vk o 3 [4,5-c]wug-7-F & B >

2-{2-(4-8 % -1,2,5-93 = = -3-K£)-7-[3-%& A £ )R
R1-1-2 % -1H-wk ok & [4,5-c]®-4-5% }-4-f X &

4-[7-[3- A A)RA1-1-2T % -4-2-w® K )-1H-%k =&
#[4,5-c]mt o -2-%1-1,2,5-98 — ok -3-5% ;

4-(T-{B-(=FmA)m LR £ }-1-2 5-4-X K -1H-=%
ok ¥ [4,5-c] ®-2-%)-1,2,5-78 = ok -3-% ;

4-(1-2 £ -7-{[3-(4-HHh EX)R AR £ }-4-X £ -1H-=%
ok 3 [4,5-c]mbo®-2-%)-1,2,5-93 — ok -3-B% ;

2-(4-8k & -1,2,5-93 — o -3-%)-1-% & & -4-K £ -N-3-
o og uz & -1H-wk ok 3 [4,5-c]w o2 -7-F & B

4-{7-{B-m A -1-t B R A)B A ]-1-F XA -4-X &
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-1H-vk ok 3t [4,5-c]wbwg -2-4 }-1,2,5-98 = o -3-5% ;
4-(1-% A A -7T-{B(F B A)-1- w5 REIRE}-4-F
$ -1H-%k ok 3 [4,5-c] % -2-4)-1,2,5-98 — ok -3-8 ;
4-(1-2 % -7T-{[3-(F R E)AA]JA L }-4- XA -1H-% %
i [4,5-c]sor-2-%)-1,2,5-28 — ok 3-8
4-{1-Z £ -7- (G- A A E)A A ]-4-F A -1H-sk %2 ¥
[4,5-c}ot o2 -2-% }-1,2,5-98 = ok -3-8 ;
2-[(3-{[2-(4-mc % -1,2,5-7§ =& -3-%)-1-T £ -4-F &
-1H-%k ok 3 [4,5-clmR-7T-R]RA AR E)RE]T 8
4-(1-2 £ -7T-{3-(EA)n £ ]R A }-4-X K -1H-w =%
i [4,5-c] o -2-%)-1,2,5-98 = ok -3-8& ;
(3R)-1-{[2-(4-B: % -1,2,5-7% — ok -3-%)-1-Z % -4-%
A -1H-wk ok 3 [4,5-c]og-7- £ 15 X }-3-1 % 2 &
2-(4-8 £ -1,2,5-9%2 — o -3- K )-N-[3 (=2 ®E)R
£1-1-2 A -4-F A -1H-sk ok 3 [4,5-clmR-7-F 8 B S
2-(4-B £ -1,2,5-98 — o -3-%)-1-2 & -N-[3-(2-F % -1-
NEBE®wRE)HE]-4-FX K -1H-sk & # [4,5-c]wR-7T-F &
B
4-(1-F A -T-{3-(F B A)-1- w2 AR A}-4-F5
-1H-vk ok 3 [4,5-c]% % -2-% )-1,2,5-55 = ok -3-5% ;
4-{7-13-me A -1-w 5 R E)RK]-1-F £ -4-X & -1H-
ok ook 3 [4,5-c]wbwg -2-% }-1,2,5-98 = ok -3-8% ;
4-(1-T R -T-{B-(FHE)-1- B AR E}-4-X %
~1H-%k ok 3 [4,5-c]wt & -2-%)-1,2,5-93 = ok -3-% ;
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447 [G- A -1-mB R E)RE]-1-T £ -4-% & -1H-
ok ok ¥ [4,5-c] % -2 }-1,2,5-8 = vk 3Bk ;

4-[7-[G-m A1 g E)RE]-1-(4-REH)-4-% 4
“1H-o ok 3 [4,5-0]% % -2- & ]-1,2,5-58 = vk -3- 5%

N-(2-B & % )-2-(4-% % -1,2,5-95 = ok -3- £ )-1-(4- &
R A)-4-% £ -1H-% o ¥ [4,5-c]% & -7- F 8 B ;

4-{1-(4-B £ A)-7-[CG-m A -1- w2 X)) A]-4-X %
CTH-o ok 3 [4,5-c]wh & -2- % }-1,2,5-78 = ok -3-8% ;

1-{[2-(4-Bk £ -1,2,5-9%8 = o -3-%)-1-2 % -4- % & -1H-
ook 3 [4,5-c]% % -T-B R &} -3-(4- Bk £)-2-% B ;

N-[2-(4-% & -1,2,5-95 = o -3-%)-1-2 £ -4- ¥ & -1H-
ok ok ¥ [4,5-c]% R -T-% J-4-7x £ %R T 8B

4-{7-{3-(= F B £ )-1-w B A JHR & }-4- X %
“1-(2,2,2-= R & & )-1H-vk o 3 [4,5-c]% ® -2- % ]-1,2,5-5%
—ok 3B

4-(1-2 £ -7-{[2-(4-BHh K)T HE]& £ }-4-F X -1H-%
ok 3 [4,5-c)o & -2-%)-1,2,5-98 = ok -3 ;

4(1-2 B -4- % B -T{B-(-x B = B)ABIR
A)-1H-% o ¥ [4,5-clw®-2-%)-1,2,5-% Z k3-8 = AL
% e

2-(4-% A -1,2,5-8 = ok -3-%)-1-2 % -N-[2-(1- F & -2-
W R A B4 R - TH-sk ok 3 [4,5-c] Rk -7-F & B 5

1-(1-{{2-(4-B% £ -1,2,5-%% = o -3-%)-1-2 & -4- % &
CYH-ok ok 3 [4,5-cl ok -7- % 1% & }-4-x B w £)-1,3-2
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8 -2H-X 3 ok ok -2-89 ;

1-{[2-(4-8& % -1,2,5-78 — ok -3-%)-1-2 £ -4-% & -1H-
wkoop 3 [4,5-c]lmb g -T-K]HEA}-3- N B ww F &K

(-8 T £)(2-{[2-(4-8 £ -1,2,5-9%8 — ok -3-%£)-1-27 %
~4-F K -1H-wk ok 3 [4,5-c]mg-T-R R &£} )8

4-(1-Z % -4- % £ -7-{[2-(1-x &% 4 £ )T £ ]8R
B} -1H-wk ok 3 [4,5-c]ob 9 -2-%4)-1,2,5-v3 = ok -3 ;

4-(7-{[2-(4-z @& X -1-X B wH B)Z AR E}-1-2 %
4-F K -1H-vk ok 3 [4,5-cl oz -2-4)-1,2,5-9% = ok -3-BE =
Re#s

4-(1-2 & -T{[3-(4- F £ -1-x B ot £) @ £ ] &
B )-4-% K -1H-wk ok 3 [4,5-c]® = -2-%)-1,2,5-98 = o -3-
B
4 (- A 4R ART(B-(I-x At E)A AR
A }-1H-ok ok # [4,5-c]m oz -2-4)-1,2,5-9% = ok -3-5% ;

4-(1-2 & -4- %X % -7-{([2-(1-x &% A£)T X IR
B }-1H-wk ok 3 [4,5-clm-2-£)-1,2,5- 3 — o -3-BE = R T
%9 |

(3-{[2-(4-8% % -1,2,5-98 — ok -3-%)-1-2Z % -4- %X &
-1H-wk o 3 [4,5-c]®m=2-7T-A R A}AH £)[2-(=F ®EE)L
A]F AR S

3-[(3-{[2-(4-8& £ -1,2,5-78 — ok -3-K)-1-T X -4-X &
-1H-wk ok $ [4,5-c]mwx=-7T-B]RE}A HX)K K]-1,2-A =
B ;
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N-(3-8 & -2-8 & £ )-2-(4- 8% £ -1,2,5-95 = o -3-
£)-1-2 % -4-¥% £ -1H-vk o 3 [4,5-c]n®-7-F & A& >

N-(2-8c % -3-8 & £ )-2-(4-m% £ -1,2,5-7% = =& -3-
A)-1-T X -4-X % -1H-wk & # [4,5-c]we-7-F & A& >

N-(3-{2-(4-8% % -1,2,5-v% — = -3-K)-7-[(3-Bk A &) &
£1-1-2 % -1H-sk ok #[4,5-c]lmr-4-% }F £)-N-X K & >

3-{[2-(4-Bk £ -1,2,5-9%8 — ok -3-%)-1-2Z & -4-% % -1H-
ook 3 [4,5-clwg-T-R]R£)-1-/ 8

(4-{[2-(4- B % -1,2,5-93 — o -3-%)-1-7 £ -4-% &
“1H-vk ok 3 [4,5-c]mr-7-5 18 £ )-2-XN Bt £)F 5

4-11-Z £ -7T-((3-(FH A A)F E]-1- N &= AR
B)-4-% % -1H-v=k ok 3% [4,5-c]o o2 -2-% ]-1,2,5-98 = o -3-
B

4-(T-{[3-({2.4-¢(FTHEALXAITA B A )R &]
f B Y-1-2 A -4-F A -1H-vk & 3 [4,5-c]®®-2-%)-1,2,5-
of = ok -3-fE

(28)-2-[(3-{[2-(4-Bz % -1,2,5-9% — ok -3-%)-1-Z % -4-
XA -1H-%k ok B [4,5-clnz-7T-R 1R E}RE)EE]-4-F 5
1-7% B

1-[2-(44&'&.-1,2,5-"%:.ug-3-§)-1-z,g-7-¥§£-4-3§
% -1H-sh ok $[4,5-c]mtR-6-%£1-1,2- M -_F#& - & &

4-(2-(4- B A -1,2,5- 9% = =% -3- % )1- 2 %
T{B-(2-[4-(FRARA)ERIZ A ) A)A AR £ )-1H-
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2k ook 3 [4,5-c]wb g -4-5)-2-F £ -3-T % -2-8
BRI A BB LETHEL 2B - K4 Y -BHEBRTARREY -
A(MebpaesnrgRABRAaRMF  ENEXEHN
Fix b EA AW 4-[1-TE-T-(x B we-4-% 4 %)-1H-
skook B [4,5-clmeg-2-K]-%s-3-ABBABENLRAS
2
AxmAz TeaRrRARzas, & "TE&RHX-0H, ¥
# & H T A R K A K £ ) w Theodora W. Greene,
Wiley-Interscience, 1981, New York % "Protective Groups
In Organic Synthese” ¥ & i Z F o mBE T AR I HH
XHER-OHAN - 258 GREAZIBEILEHTTRNF
BHBERHLODIUNGTHRATHASLR -
RIEFZAREZ  FRIAXAHAZ"5E, —AEHL
F1EZM4ERBETFTRAARERLF 22 BBRTFIRERK
SAFAA RERETHA B UFAESFEI W
ERETFERETHALH BRI ARESTHEI AR
BF EBRFHAIE  UFBRBELAFEI>RBARERT
BREBRRTFHABAIAB BT ERBLAES—BRRT -
REZARE  FRAXMAZL TC-Co 53 &, — 4
EHER B 34 HTF R FH g~ HE - EHR
o - ok ok~ oy vk~ g o wbek o Rk~ w3 ek o
Bocoabef v 1,3-= B -2H- X ok~ REEXp R Wk -
BRIEBARR FRAXAAZ TE@RKR, —AEH
SIMAL2AMAFIEATLERABZI K SARAE
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-CO,R?*+ % £ - -C(O)NHS(0O),R?*+ -NHS(0),R*’~ gz ;x & -
%ﬁ.%‘-C(O)NR“R”‘ﬂ:ﬁsﬁ%‘ﬁi‘ﬂ?&%"FBQJ;'E
B LERE R RAR - XTER - BB KT MK

REREBEE RAXC-CoFx A ==X EARE-ZCTE
Ci-CLY #K BB CCrL3 % B4 C-Co3% =7
A -N-mAmL - B@L - -(CHy),C(O)OR? - -S(0),R* >
HE wek - RE -BEA - BFR=ZAFE - AT A0
26 RPAHEXRE R HKHEBEAER C-Cilth 5 AR
ZATFEA R'AR"ABLEEER  C-Colt b - F 4
RZRFHE nBOE2-

AxXHABZ THREL, —AEH-ORE AT REL
A XA # © &3 -OCH; £ -0C(CH;3),CH; -

BRIFEATRR > FRAAXAAZ "ERE, ~HAEH
T ARz ERR S ERK C-Cip

AXAAMEREAABCRRIEREEIRAREZIN
Heaests: gk 4-82L-B K -2-2582% 8% 4- '
FTEZFOLE 4-FERBECA - 4-n LR L -BER/EAR
A e

BREZARAR  FREAXAAZX T2 12 48R
FzEREA R "T4F 123 EARRTF2ERE ¥ F
BAAIZN2EARERTFAMGI)SF " Zw@ARR T &—
EZHEBRFZIESR AP RBPZRERKS EK
® BRERRFEA IS BEFTKRLSEFEI>OBER
FHEAARET TS F 12 4888 TF2RRE, &)
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EHBTHRL 2 UFSABELFIELZBRET ¥
BRITEAIE UFRFEBELFE I RERRETRAER
BIHAHAS - SRS HKBELAE)—BRRET -

AXHAZAAE 1248 RF2ERE -2H 12
3EERTFIRERE BRAXLF 1 Z4BAERTIR
RAERBRAZALE 1 2 3 ARATFIEAREZITHME
PEE Y LT T I RTINS SN B D F S S 2
NBwF K - moek v XN H o RE RSB

AxHARz THEAAL, —HEH-OCO)KRE £ ¥
BREAwAXAE - AXAMAZBAREARREZIR GG
# : -OC(O)CH; » -OC(O)CH(CH;); # -OC(0)(CH,)3CH; »

AXHFRARZ N-BABE, —®EH-NHCORE
Ed i xmb-AXAAIN-BABRARREZK
#l & #% @ - N(H)C(O)CH; » - N(H)C(O)CH(CHs), # -
N(H)C(O)(CH,);CHj -

AXHBZTHFAR, —HEH-OFEA HFPFESR
¥4 - 23 34 HTF oA XA wRELXBESE - KE
AEEHBETHADZ XS ERAERR K&~ #
A -REAEA - ZATA BEAE EA -N-BEEAEE -
52 % - -(CH;),C(O)OR™+ -S(O),R*” - B £ - R & - B £ &
E@R#¥EZ-OH - A ¥ g B 0FE 6 R”BHKXKEE n Ak O
F2-AXAMAZFAARREZIRMAE C FAE - 4-
AEXAEREEBELE -

AxmRZ "HBRET, —WEHAK - AXHE
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AxmAz THKF, —AEHEKLRLEY > BAEH -
it AA L ZRAE -

AXHRABINAEHB(EHEdH T -(CH)py " -(CHy)m
FRezrba)F"REAE  REMTAYD EEKERKS
ik MR AP IEMe REFTIE FTRIZHRK
%4 12 12M3RF-AXAMAIRLEARERRIREF
RN %2 KH &4 -CH; » -CH,-CH; » -CH,-CH,-CH; »

I

-CH(CH3), -~ -CH,-CH,-C(CH3); ~ -CH,-CF; ~ -C
C-C(CH3)3 > -C = C-CHz-OH > fﬁ 73] ;E. ? &

-CH,-C(CHj3),-CH,-NH, ~ -C = C-C¢Hs ~ -C
C-C(CHs),-OH

-CH,-CH(OH)-CH(OH)-CH(OH)-CH(OH)-CH,-OH ~ X # %
%= A 7R - FAXHE T A -~ -C(CH3); ~ -(CHz)3-CH;3 »
-CH,-CH(CH3), ~ -CH(CH;)-CH,-CH; ~ -CH=CH, » £ -C=

C-CH3°
AXmAZ TR, AREMNMALALAEHERATHLRLER
.}iﬁ.;ﬁ- °

ARAEFIBIAAXIK  CELRFARAEHNRE
HEYFE  EA2HAZHHBAELTIRETSF -

AXHRZ "HRE RENALFAERTERRAR
ARRBABGHER YA A4 BHHIARILD XK
ERRRE2BRERYUMNEF -BHF "THRAKE R
EMELFAEERBRARBELZEIHRESL > TELE K
B AAERBFRAMBEZER AR R - KA F
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EBRARIAAEILEREFIEME HELEAFETRN
EARBRNZETHARHEER -—BREEZSE -

A(Dtbs et AERBRAaRMT ENEXFHA
FEFHEB AHEA-COOHKX-OHA MY > THEAEBR L
THEL2E8E e AN-COOH2ZF A -ZA-=F4C
BATEE  RAMN-OHZ L #HB&ERBREE » RIUFARK
EFPREHEBRIARBRETRABRUEAFTIERXATRREDY
S ARBMAZHERER -

RI-I-IIR/IVZHACLAHHh TXKER K1
E13mF o RARARBBMIE TREH A " Het, &
"Ry FRREIP N K I-IITIITRIVFZRE  BZX
% "Het; i "Ry BRAFXGHEERAB A 1 2 13 £
FREBHAIEMRRE MERBHAHBAT ETH R
BRERFEHEBATIATETRZIRALWETELIRRR

ﬁ&ﬂﬁl

NO,
I — -0
e ogt — NHEt T N
OEt
Br Br
1 2

! BocNH ! BocNH N N)—2§"
I e NS TR N\)__2§N 1 A5 m
— N’o —— \N’é RS N N e

N o )
ok S

6 7
Ph Ph HzN
3 NO " Z ; N-Q
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(a) Br, » NaOAc ; (b) Et,NH » EtOH ; (c¢) SnCl, » HCl; (d)
A ®TE > 190C ; (¢) NaNO, » HCl; (f) NH,OH ; (g)
Et;N > =2 % ; (h) (Boc),0 > DMAP » w9z ; (i) n-BuLi >
THF ; (j) B(OMe)s ; (k) H;0, > NaOH ; (1) 4-% £ -1-% & =%
% T8 1,1-—F & 28 > DEAD > £ % & # & 4 = PPh; -
CH,Cl, ; (m) PhB(OH), > Pd(PPh3)s > 2N Na,CO; > EtOH/
¥ % ; (n) TFA » CH,Cl, -

At TRERRBRX 1mrsFxFREA -
AR EMNERHR B 3-HEA4-CREUR(I-RER
X DBEATBRILRE > 58 3-2-4-TRE-S5-HERRL-K
EREX D - LB ERBEFLEARERTIEFELARTRLAR
BAXHE HEFSZIERALANBEARSAHHAT
#] 4« Larock, “Comprehensive Organic Transformations,”
VCH,N.Y. (1989)- g " EHE EM(Hw T 8#)F > R —&
B ZBR)EHRTCEAL B 3-REBX 1 21446
o RREBEBT  ZRBTHERHNFAHFAEATENS - R
# Kelley et al. J. Med. Chem. 1995, 38(20), 4131-34 # i
22Xk RABACGEIDEAHAEAZERAHIARLE -
EHBZ 5-82-R oA RRBERIEHORELT
MLEES HENBRREHFLRALRARE > FHok2E
oz B e 4-R EE KX 1 # K HCl # » 2 NaNO, K & >
MAeRREABRRE RAEE REBERBTRHBI =T
B EATEABALCRARRE BBkt do 5-RAR
X 1l- HAR-_ BB _F=TEREFERL  FHHE
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ZHmATHE=TE 6-REBX 1 - HHFLAZEA
+@m T ARTREAFSARARELS REAFXTHRSF
XHAZRBRAEFT -BAZI AGEGERBE R
WETAE)ETA K- 2B XHBRE - EEFEBET
BPHERETAZELEHARTTABrME=TFTH)RE " &
LB ERLEB(HLBALE  DABERT)EAFT T E M
BEsAft > Bkttt gEBERA T-REBKX 1- £ A
Mitsunobu, Synthesis 1981, 1 & 2 F %k » A B € & #l &
4-8 K -1- XN B obog FaE 1,1-— F R OB #ATH KRR
B 2 Bt Ao RS A 5] BEH Bl o 8RB B R Lo & 4 R A (R
AR =ZEBE)RBRWI R ENR=ZCR)FAT £ @
ERBAA Y H T ERACH)P AFABMBRMW P ERE
WME)ERARRE > FHEZF AL DM 9-RAEER KX
l- R BREHM R TFR)T  RAAFTHRRS I RE
Fliw=foREpFEEAZEIR FEAXDEESEIH L
10-x BB X 1-

R H K 2
Gl BocN &  H
"\&}*° \y}*b Y L
7 N N-O -_— P N N~ _— P N—O
on ) oH ) BooH._~_0
7-ERmX1 1 2
Ph H,N Ph o HN
| b — N A
BocNH_~_0 ; HN A0 )
3 4

(a) TFA> CHClL s (b) G- A X)) AT&®& 1,1-=F X T
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& » Cs,CO3 ' DMF; (¢) PhB(OH); * Pd(PPhs),’ 2N Na,CO; »
=2 % ; (d) TFA » CH,Cl, -

EFE TUATHAEANS L T-REBRX 1 A R Y
BADEEY PEHEBHNBI L _RTFR)F - RARXT
BB HIREWPO=ZALHR)EIRFHEE > F B LR
B I-REB X 2- R B (H Cs2CO3)E X& X
-OH £+ H Fit > RN EEEHM(H 4 DMF)Y - £ RE ¥
REFTEHALQC-REAEA)REATHR 11— FEALEFUAR
At HHHBLEHRMN 2-REB X 2 RENFH (R
BAR=_EXBE)A BBl R EMNR=ZTB)FAT  £8

-8 NCIRCIEA N AL AR T ¥ - IC.EB ¥ 3§ JE X §3
B BEHRZIZF AL DB 3-RABKX 2- AEBERE
BMBAe—RFR)YF AR TFTRABEIREMBFHL=ZRT
H)EAFEEZ TR FHXOEESE AL 4-KEE KX

2 .
R & H X 3
@&ﬁ ﬁ“»? - ok
Br\/\/o
7-RRRX1
Ph
,(:r\/“\/\/o ;
HNO,S
4

(a) PhB(OH), » Pd(PPh;)s’ 2N Na,CO; > —» ; (b) TFA >

CH;Cly; (¢) — & &% » Cs,CO3 > DMF ;5 (d) 4-(2-% T %)
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¥ % B > DMSO» 95C -

EF  TRTHMEYFA L T-REBRBX 1 At ER
HERXDILAH - HERBREAF =AM E)R i (H o5 &
MEZCB)FAT  £ABEEHWo=—-5K)¥F > AT A
ME WP XFEMB)RE > FHHAZIF ELSHH 0 1-
REBX3I- RAELEEHNBI_RFIR)F &R A F8&XK
BIREMW =R LB)EHRAER > F 2 okk E st
Bl 2-R BB X 3-4 A & F & (# o Cs,CO3) & ¥ & 2 -OH
FH T RENBEBREEMNWH L DMI)¥ - ABETRE
FEHB_BRBERETFTRAREL FHY B0 I-RE
BX3-"EEEZMWr_FEa)?Y RATRARARH L
4-Q-BLE )R E—R2pE FHADMDEESHH P 4-K

@A 3
RE®E X 4
!t BocNH Ph  BoeNH Ph Hy
N\ f’ N N\ \f’q N N\}}N
NS " N NO Z~N NO ¢ A~ WO
N. N-. ) N )
b 0 ) O
v ¥ N
Boc Boc H
I¥TTEX 1 2 3

(a) Pd,(dba); > ¥ <& o& &% (xantphos) - 1-X B =t F & 1,1-
— ¥ % ¢ & ; (b) PhB(OH), > Pd(PPh;),’ 2N Na,CO; > ¥ ¥
/EtOAc ; (¢) TFA » CH,Cl, »

ZE  TURTHAEALH P -REBX 1 A AR
# X (1)1t & % - #& # Buchwald et al. J. Org. Chem. 2003,
68(25), 9563-73 & i 2 F ik » A ¥ (&4 A Pdy(dba)s)#F
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AT BEML l-x R i 1,1--FACE)RE >
BREABBZEAWH b -REBX 4o 2B H (R4 AHH=
EMEVAR P oA BMAKZCR)FAT 2R EEMR
AW (Bl FERAEONY » A AMB(Ho XEAWM®)R
B BHBRZFACO DAL 2-RRBR 4 HEBERE
ML —RIFR)P BRI FRIABIRBEHH =R
B)ERFHEE BHADLS Yo 3-RERK 4-
R &8 & 5

S BocNH
€l BochH Cl  BocNH AN
N =N
NN SN ap NN AN o ] ‘)—g\' d
I h —— Y L — Z~N NO e
Z N N-© Z N-©O L
& ) cop eocNH-O' o

G-ABRK Y 1 '

2
Ct Ci
BocNH HN
N -~ N ~
NN Sy e o eV
Z~N NO Z~N N©
\_ _

o o
3 4

(a) n-BuLi> THF » -100°C ; (b) CO3 5 (¢) 3-wt % % X Bk &
7& 1,1-—F & ¢z & » EDCI» HOAt>» NMM; (d) (3-& X
%)% &% > Pd(PPhs),’ 2N Na,COs3, F ¥ ; (¢) TFA» CH,Cl; -

3E TUPHMAEANH 6-RERX 1 AT Y
HRAMELH  -NAEBERMB o THE)F > % A B F & (F
WETEE) PERBFTRAEFREFSLAXERE A
AXBRBT > UCO&LRAB REHBIHEH W 1-
EEBRNX S b@BA B (Hl i N-PRAERK)FAT > UNBE
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RE (B4 EDCDF R F/ RABRBEREMW o 3-E=R
ABRAEATER LI FRALE )ES /YR IBERH W
3-RERA S - t AR BZEAFAEAARBERIELA
RELABEALTAH L BEFTALIERKLENRESA K
A& ® #% # & # 4 Larock, “Comprehensive Organic
Transformations,” VCH, N.Y. (1989) - A S ¥ (& & A & =
EBE)R (Ao BMX=CB)FAEAT E£REE MW

FEIP X A WBEMBoGCG-AEXE)MB)RE » /58
Lo 3-REBXXS-NBRERMMBI=—RFR)FT
EREFRIBIREW =R LEBE)TRFEE - & 2
KDL Eshtlw 4-REE X S

R B X 6
o 'L’jt d;t - 'ij e
co,er Eto,c EtO,C eoc _A_
fg.h N X N NS N)_}
Eto,c EtO,C HO,C
7
Ph Ph

N N\. }‘\N NN =N

i 7 )

7 N NO X o Z~N NO
]

(a) i-PrNH, ; (b) PhB(OH), * Pd(PPhs3), * Na,CO;, F ¥ ; (¢)
H,» 10% Pd/C> 1 R £ B » EtOH; ()R % ¢ & > EDCI >
DMF; (e¢) AcOH > ® # A0 # ; (f) NaNO, > HCl; (g) NH,OH ;
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(h) EtsN» =2 % ; (i) 6N NaOH > MeOH ; (j) 3-wt % = &
A P& 1,1-—F X2 & » EDCI HOAt» NMM » DMF ;
(k) TFA » CH,Cl, -

L TUREMREB X 6 72 F 84014
# o 4 # # Sanchez et al. J.Heterocycl.Chem. 1993, 30(4),
855-860 ¥ i = 4,6-— £ -5-A A -3-bw F R A B YL —
BEMWBPREABE)RE > B _REHw 2-REB KX 6-
REB(BEAR XM E)A (Ao RENRZTR)F
AT AHETHERN(B 7 R)F » &5 A (6 o XL W
BM)RBE FEHRERLIF A4 o 3-REBR K 6 i@ %
B (e 10% Pd EARLE)FAEAT > £BEEBR(H o
ECOH)¥ » " B ER Il & 1 KABT  »  AAKEHER
B > RIHEZT AU ETHw 4-REEB KX 6- bRLK
RZEFTHFAARLCER T ZLABTLAZREALH L -
BREFRZBEHRAENBRELF M S RAHHAE H o Larock,
“Comprehensive Organic Transformations,” VCH, N.Y.
(1989) - bR A — BB ENEEE B (Hlw DMF)¥
BERXB(Bw EDCHDF R FALAZIREA LB LITES KR
B RBEEBZHNMB L LB)Y B FEEH - S-RE
B 6 HFELRLRMAKRE > 52 8 2 keok i oo
o 6-R B H X 6 Kk HCl % > 2 NaNO, R & " A | 8
AERE BRE4EE HL¥ERBAERMWBZTLE)FL
THEARLRARRE A BEA %S 7-REE KX 6-
% R #k (4] &» 6 N NaOH)> 7 i ¥ 48 35 # (#l & MeOH) ¥ -
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BAUEZLELRE  FHHBZIB L S-RAEB X 6°
WENFERW o N-FAESKR)FLET ABLERH (W Lo
DMF) % » 54 i % 3 # (# &+ EDCI & HOAT)F ® %1t » &
MBEREMWw - g ABATHR 1,1-=F R L &)&E
Ao BHHBZHBEM L O-RAEE X 60 R IEEE A (H L
—RYR)YPCHEAEFREIRIREMBI =R LTH)ER
HFEE FHADMDLSG D H L 10-REB X 6
R A& B X 7

Ph Ph
NO,
N N0z
N7 NO, a Ny NO, b | " c
| —— | et S ~iPr —i
2 = N
NH NH Boc H
eoc A HOC A Nﬂ o
/

3-REBX6 1 2

N"Yo
Ph
N\N N
2 - \NH
N
Seals
/

(a) 6N NaOH +» EtOH; (b)¥ £ 3-(wegw )M & 7 8 1,1-
— ‘? JE Z & EDC>HOAT" Et3N ’ CH2C12; (C) Hz’ 10% Pd/C»
MeOH ; (d)# k& &8 £ > Etz:N > CH,Cl,; (e) TFA; (k4 ¥F
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& » EDC> HOAT > DMF; (g) 1H-%k o -4-F 8% » EtOH/¥ ¥ -
B A dw B o

ZE > TUAYHENI-REB X 6 ey HHESX
Wi a ¥ - NBEBRKLBEH(H 4 BEIOH)F - £ AR (H & 6
NNaOH)» #47 ¥ 82 ELR B BEHREH o 1-R B
BX T bBmARBERME EGNHEAET » 248 HKEHNH
4o CH,Cly) ¥ » X i % 3 # (#) & EDC & HOAT)F R 5% 4t »
EERBEBRMB P FEACHES A )BEATHR 1,1- = F AT
B AH N Rz BB 2-RE B R T @R ()
% 10% Pd > 7 & L)F AT » £ &€ % & (#H o MeOH)
PoRBERABL L AART  UARAEHEAER  #
HRBRZ AU S 3-REBX 7 - NFEBRH L
EGNAF AT - £BEEB (W4 CHCl))F » B K =
BRAEEAR(B oA BREBRI)ES  NBHRERT T &H
W TFA )G AT m#mESEE  EHAFLARLRAKAER £
RARARE FEAMELL Yo 4-REB KX 7 &
e AR -REBX 7TEECHBREH
(#) %« DMF) % 5 3§ % 3 # (# & EDC & HOAT)F R F 1t 2
BEBEBI o s FRIBETHELSARRE - "B HRESXE T
B (Bl TFA) R AT B A EE A ELERLBRAK
RE > BEHADEL Mo S-RARBRX 7 & »lE
BB A (W EtOH/F X)¥ » o B — Bk i@ & 8 (4
do TH-wk ok -4-F @)~ e otk > XA HH o 6-K
BEKX T
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R H X 8

EtO,C EtO0,C EtO,C

4-ZARX6
Ph Ph

\N\ /~NCbz N\N
de <N =N f )\ N

CszH~<:"" o HN{? (o]
4

®
()Z % & » F % (b) POCL» HCL; (0) 4-(Z T AT H R

A)-1H-wtok -1-F 8 £ & ¥ & > PA(PPh;),> THF > & # 4w # S
(d) 6N NaOH > EtOH ; (e) 3-8 sx A Bk X F 8 X A 7 & ~
EDC » HOAT » Et;N » DMF ; (f) H,, 10% Pd/C, EtOH -
ZHE TR FHMAEAHI-REBX AR EREA
Mitd -tk g @ o I-REBX SHFAAESLS =
BAEA®REF v 4-R BB X 6 ABFERB(F o= AR)T K
Hth o AEALRE(H i POCLLRE » # 3 #8226 £ -3 ®
bRl 2-RBE R 8- NEMB(BEALHE= EMe)
FAET ABEBRRMW e THO Y - B A& X5 A&
KBl o - (ZF AT E)- IH-wt ek -1-F sk X A 7 &8)R
B> FHHBZFELA P o 3-REB KX 8- i &4
& A () 4 EtOH)Y > 1 A #& (# v 6 N NaOH) » # 47 3% &
ZEERE > FEYHRERE  LBENBERH W EGNF A
T AaABEER (Bl DMF)¥ » i@ & X & (# & EDC X
HOAT) T A &b  t R ¥ B (Hl o - A A F & X
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EAV&B)ES BIYHREZERW -REBRX 8- AR
T R EE (B 10%Pd/C) £ i & & & (#] v EtOH)
¥o iR FRE FHADLEDH o 5S-REER KX 8-

BB X9
Ph Ph
No, _® NH, b oG (A0,
CO,Et EtO,C
1 2 3 4
Ph Ph
4 NN NN
—— | P —_— |l P
Cl NH
EtO,C EtO,C
-8 4-RKE X6

(AF A E B EGN F=T84 (AKX ETFA]A
— BT E ()= K& > m# ; (d) POCl;; (e) iPrNH; -

X TREMRBRBX IAFTZz ik U4 THMA
o A-REE X 6-BREHE-HBEH L 2-REE K I #%
NBAERMBP L E=ZTEFREGN)ZFLAT  FEETH AR
Mgl I-RBEBA X IRFREABRESTUESE - B[(T A
REFR]IA—_BR_LEHE 14 mARE HFEHEZ
MBS 3-REBB X I-NBEBR(Hl o XB)T o
HEBRARZULRH o 4-K BB KX 9 20 & 1t B (Hl o
POCLhH R » REHRBRI U EZEAR W S-REE KX 9 K
BE " BREBEAR)RE  BATHMEADH o 4-RE
M6 ATARBEBA(DLEH -
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R JEH X 10

Ph
N N _a N G N N X
— -—-—-———>
HO,C BocNH BooNH._~_N.; P
8- iﬁﬁﬁs

HN

Ph
N N>__2§N
. ¢i o

& N-©O
HN A~ ANH ;\

3
(a) DPPA » Et;N > tBuOH ; (b) 3-2 A A ) A & 1,1-=
¥ & Z & > Cs,CO;+» DMF ; (¢) TFA » CH,Cly o

FHE TRFIMAESLH 0 8-REE KX 6 4 XDts
Yo PEBAEBBH B EF=ZTHE)Y > XA 8BEA LR
e REREHE - 4T H A (Curtius) EH R B 1§ 2 & 4%
R -REBX 10-LRBRIERBXTEFSHFELLH
REZFZBAHABELBAHREALA LS - HEFHZILEH LA
AR RE A R 2H#A E H 4o Hassner and Stumer, “Organic
Syntheses Based On Name Reactions and Unnamed
Reactions,” Pergamon, N.Y. (1994) # i % 3% #| (#] & DMF)
FoRBAKRMI e CsCO3)x K Fb > BAUNBEETREE
tH (G- AaL)REAFH® ILI-—FRZH)FURE
ft T HAIERBEIEF 0 2-REB KX 10- REBEBRE
Ml —RFR)F AR TRIABLIREMWBI AT
B)ERAEE - FHADMDELE Db -RAER KX 10 -
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i X X
N i _ | _ B8r
N N N
1 3 4 5
HN HNBoc HNBoc
A~ N-O LA -0 A~y  N-O
Be ) Br ) OH )
6 7 8
HNBoc HN
bam$ o k | )
AN ONO_T # N-©
o (o}
BodO/ HNO/
9 10

(a) EtNH, ; (b) Bry » NaOAc > AcOH ; (¢)48 # * AcOH; (d)
A L ®TE  190°C 5 (e) NaNO,; (f) NH,OH; (g)=#
% — % = T & > DMAP> w9 ; (h) i - n-BuLi’ ii - B(OMe)s ;
(i) H;0,° NaOH; (jJ4-# A -1-XN 8w F& 1,1-—F £ C
B8 % 4 4 & 4 2z PhsP> DEAD> CH,Cly; (k) TFA» CH,Clye

& TUEMRBRBX 1l AR x4 XDOLE
o pHEERAZI R I-REBX 11 #FF &
BWHo ZE)RE > #eHBzEAREH 2-REEH X
11 ARG LEMNEHR  BITEBEERTZIBRLERE
HEHRBRZE R 3-REB XA Il- A& THEAED
TRARAHEZER HEHRAZ -_BEARRIH o 4-REE
RN - A—BREURBIEFFEAAER T EFTLAHABRIT R
BHEEATAHE BEFTEZEHAANBEESA MRS ARAH
A& F OB W Larock, “Comprehensive  Organic
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Transformations,” VCH, N.Y. (1989) - st L & Z & T % &
A  MEBEFGE R EFRLRARE > FEHEZ kLS
whoX 4 4w S-R & B KX 11 - » i HCl + > #2 NaNO, R /& >
MAeRBEABRRE  FHEE  #EnA el eFRLER
KEE > FREEXASEHw 6-REER X 11 # A L =% &
—RETEREAERSE  FHHRIEBEATFHRE=T
B 7T-REBRX 11- #H FHLBREAL®HET P bR TR
ARFAS ARG KRERE REAARATRAXAIAIRBEREF
BT - BEAZIANGEGERBLTR(BI 0BT EE)ES
BRE-2BX#BREB  ALEFEARRT GCHBRRETFTREY
HMBEFR (P oM = FERE)RE > FUXBE AR (H Lo
BARMLE AP ARERTIEARF A MEE K 52 2k
Eabog BEHE B k0 8-R B X 114 A Mitsunobu, Synthesis
1981, 1 &2 F ik RBETHEF o 4-BHA-1- XN A®RTF
B 1,1-— FA LB EA RN BRI RE o A E
BEHw 9-REEB X 11l - REEEHWe—RFR)F
ERETFEIIBIREMWB =R CB)ERRFEEZE
B FEAMEESHH o 1-REE KX 11 -
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R & B X 12

t

o]
NO, N
NSO s N T b N c NI
l & : ' P a N LN — NI —_— F CN
OMe H NPth & u/\/\m,m LL
NPth

1 2 3
e S oo Y BIE § o
\\\‘NPth NPth N

4

e

5 ] 7

H,

(a) 1-#2 & -3-8K & & B & % * Et;N» EtOH; (b) SnCl,» HCI ;
(c)f X Z & ¢ & ; (d) PhB(OH), * Pd(PPh3)s * 2 N Na,CO3, ¢
¥ % 5 (e) NaNO, » HCl: (f) NH,OH ; (g) Et;N » = o2 8 ;
(h)B » THF -

BFE > TUBUREBRX 12 AxF 22 ADOLsE
h o BHEETLERAZI R0 I-REB X 12 28% — &
B 1-BA3-RBEHARIRB > FEHHBZHELAYR
Rl 4w 2-R BB X 12 4 A KA ADE - X R R B & 3
AEAEAE  AREALBLESHES HAHSKS R BETEL (]
MARE  FEHBEZ k2 Em R 4-RER KX 12 7
B (BREABZ_EAHE)AR(HoRBENR=ZTE)F L
F A2BEBRAW T R)FP AT EAMB (B o REMER)
BRE > HEHERZFRALAYH L 5S-REB X 12 AR
HCl ¥ - @ NaNOL R & " M REEABRE » F 2 %55 -
HEmBELBEFRERARE  BEBEEAXREH L 6-R
EE X 12- @ ExBMH THY - g A E R HA
zxEBR - HFEAMLsbHp 7T-RER KX 12-
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REH KX 13
OH
G HN
<y e !
BocNH_~__ O '
BocNH _~_O HN ~©
2-ERH X2 1

(a) 2-F £ -3-T % -2-8 > Pd(PPh3), > iPr,NH> = «Z 3¢ » 100
C 5 (b) 30% TFA/CH,Cl, -

& TR HEMURBBX 3 mrrazEaXDOts
Yo RPEERMB O _RAB)FAT ABELZBEH(H =
FR)FP RBEEAE (Bl o = XM ) R AmEnRg EF
EXRALHH 0 2-REBX 2> FEF AR 1-R
BEX 13- "B ERMBL—_RTFR)Y &80T FE&X
BHREMB=RLEB)ERFHREZ LB 48 X (DL
bl 2-R BB X 13-

RREREAEAKNADE S D T > R/F THMATHA

4-(7- % -4- £ -1- T % -1H- wk o 3 [4,5-c] = =& -2-
£)-1,2,5-98 — ok 3-8 > AT K 18 ()l L 2 F H
A o

2-(4-B A -1,2,5-98 — o -3-%)-1-F £ -4-% £ £ -1H-%
ok ¥ [4,5-clm=g-7-F&# > BT o fH 98 () HHmxF
B E ¥ o

REHEAFAIADEA S Y  E/FTHENBATHAE
4y o
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4-8-5- K -6-X A -3- g FHLE > A TwxH 98
LB FTHED -

28ANFRAFHEAEIXDELEL D R/ZABRBLETER
2B -KREH BRALCVWATRENI Tk ST HCHE
M OA-R-S5-HE-6-XEX 3-wgFE®LERILAXDIES
Y RERFTEZEABRABRLEITHSLSZIE - KEW > B R
S RATREY -

ABEATEFMRMEAKXADIL LY - R/ZA BB LETH
2B - Kbh BHALAYVRANEBEMI TN L ST kG
K OA4-(T7-3% -4-F -1-2T & -1H- = # [4,5-c] % & -2-
£)-1,25-5 — ek 3-mBAEAKX(DLE Y - REART ER
HRABR I THL2H - KA W -BREHITREY -

ABARAFMEBAADEALA Y - R/ZREBRELTH
X228 Ko BHALMANRBEYZI Tk AT HE
O O2-(4-BE £ -1,2,5-72 — ok -3-K)-1-F A-4-X £ -1H-
wkok B [4,5-c]mg-7T-FEBILAEKXADL S Y » RARE
ZHAEBRLETHREZHE - XEH - BHEHIARER
M o

AEHAmA T —R{KA  RAEMAELBREE D EX
i AKT 924l t4 W REANERBE(CIELERZE
AREFREZ)IBANECHANHE XX E-—FFHRRTZIA
HMERKREAIAZIT-HEERR - AXMARZE—FF
AT —FNEALNBRAETREAABERME X2 K &8
BB AAFAARTZEMLEDRERE - Pk
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Fledffeg BEAZELAY UKL EABLHFGRR
FTHRRE-BHF  BELCLLCYURFTEBRHMEERALERE
o — LW ARBEREGE F AW TE KR -

BAN HAELEBRIBRERBREAFTMNZEMTHRER
MY TRAFAIBELGR T —RE&ER - ZFHLAZITH
R i #» V.T. Devita #£ S. Hellman (4 # # )z Cancer
Principles and Practice of Oncology, 6' edition (February
15, 2001), Lippincott Williams & Wilkins Publishers - # ¥
AR BATIREZE R WA TIRBEIHNEILR A
A HER2ERHEBLS  ANFEHAILEARERER
O HARYN RABEFR A B ELTRARELE R 4
s KABHGAIFR ~F VS KARHKE
Do A K - R =ZRHEBR A KB B ER K
(anthracyclins) + % & & % & # & M % (bleomycins) ; 46 #
E B M I # # # # » £ @ R a6 F ¥
(epipodophyllotoxins); % A& # # #l 40 & & & & = 8 & # &
FLEBLAY  BHEHS [ 3B EHE BER
BEBRDY  REBAERABWHN FLRBRERRKUB L
EHmAEWHE S LAERE ReRACTH Rk AM
G IR R

sl gy AKT élts b RERIE—F
FHERTXIRBABLERRA

A ERHIRAFAS4TEB N HeBBEH M X4 &5
R ez s ER eI ESERELA
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(phase specific agents) - M EF R X K H &4 > X R -
MERRRALED & -

MABRARROBEER » TN mRREHZ G/M K
BRFAIBEBELAER - —RABEHRETH AR
EHL-MEBREOHLAMBAMEZBS-HEFEREORER -
AT AN FRHF A4 o RBABRLE HAWBRET-
BERZITXHES  BARD EUEHRABUDARE S
(docetaxel) -

A B 56,20-8 8 %-1,2a0,4,78,108,13a-x a4
RAZ-11-9%-9-8 4,10-— 2 % 2-KX F % # (2R,35)-N-R 7 &
E-3-X AR G mmz 13-88 ;5 %48 KXKFHFEHBH Taxus
brevifolia 7 B H X P HE L EH TETREAEHALE
 TAXOL®; R A B BMEB R EZRE - R EN 1971
# % % # Wani ¥ (J. Am. Chem. Soc., 93:2325, 1971)» &
BR - BEHARLBEI LA X HR{ELEFTEEZRLE
e HERZ - RIBANEVEARETZTaLLGR
Ao K wmip s & @i . &k o Schiff et al., Proc. Natl, Acad,
Sci. USA, 77:1561