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-R°\RT.R™\RPRPR*\R™ FI R® % A 7 ik B —CH,—C,H; —C,H, . —C,H, —CH,0H, —C,H,0
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-A & 0S0,CF, FIE 1 ;

-n & 12

—b J& —1 ;1

-y 2 2(EW3) .

5. MUK 1 IR, b ik 5 BA K 1, K,
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-RNRARLVRRTR 4 A A2 -H
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-+ EQ
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-n A& +1;
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-y & L(HEW6) .
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14, BOMZEK 1 &, K prida 5y HAa 1, Hdr,
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-M 2 Pt*
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—R! 7%@
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26. BUMIESK | g%, Hrp ke S RA A T, K,
-M 2 Pt™
X 2R T ;
RV MR &K HE-H;

R R R S —;»L

-R° & CH, ;

-R" J& —C,H,0H ;
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ATRTEENSBITERE N- RRFEZSYNAYAE
CEY)

[0001] e I E AT
[0002]  ACHITEE SR 2009 4F 10 H 28 HELAZ WG G #5415 61/255, 667 F1 2010 4F 2
H 5 AT K I B s 52 61/301, 752 (AL 2e AL, @it a) g4 3A S,

K gy

[0003]  ACCHEAR T EAHE)EN- TR ER G (carbene complex) KIZYIA G i
#INEJE N- MR EZR ST A AT &8 N- 2 R =S5 (RFERIT AR )
iOppre

[0004] Y&

[0005]  T4H S HLAT A AE S bodes 0 Ll O IR S TP v T MR T B i &
W, BHEE T &KL &4 [L. Kelland, Nat. Rev. Cancer 2007,7,573 ;C.F. Shaw 111,
Chem. Rev. 1999,99, 25891 . ££ L~ 30, E4RIEXR T4 (11) < (1) Fisgx (I1D) W22 R
()2 R, BFRISE T2 8 Rr e 4 (T11) 1A bUE IR e p R e =
sz fHAS M. Coronnello, E.Mini, B. Caciagli, M. A. Cinellu, A. Bindoli, C.Gabbiani,
L. Messori, J.Med. Chem. 2005,48,6761]. 4 FATHT &0, IR ai fu s v (11D b 54461
a1 [Au (bipy“~H) (OH) ] [PF] (bipy™H =2 iiF4k 6- (1, 1- —FHIFEREE ) -2, 27 — BRILIE ) |
[Au (dmamp) C1,] [dmamp = 2- ( —FIFLEIEFIL ) ZKIE 1 A4 (111) P25 FEnkmk [C. -M. Che,
R. W. Y. Sun, W. -Y. Yu, C. -B. Ko, N. Zhu, H. Sun, Chem. Commun. 2003, 1718], .3 B A &2
R 78 T o

[0006]  Yam Z& [J. Am. Chem. Soc. 2009, 131,9076 ;US 2009/0278453 Al] fRi& T & FhEfr &
JE < (ITT)N- Z8 IR G -& DG BRI B SR, 75 SCRRH 58 2K X 2828 59 1) A4
Py ML, R ) B 1 B

[0007]  HEEtC A &AH w- FIEREAAK TSRS (1D 254 92 BU8E DNA 1 & )8 ik A
s PR A P T < e gt A P B R O AR - A - HE UM BLE B A8 N DNA B
3 % 2 [A [Chan, C.W. ;Cheng, L.K. ;Che, C. M. Coord. Chem. Rev. 1994, 132,871, |~
Z W5t 2 8 R [Pt (terpy) (0] (terpy = 2,27 167,27 - = WL 0E, X = & 1k ¥,
2- A L EEALY) (2—aminoethanethiolate),2- 3i3& 4 L g, 2- I 4 EBEAL Y
(2-hydroxyethanethiolate) BCEPEEIR ), [Pt (N'N) (en) J*"(N'N = 1, 10— JERE kB 2,
2" — BRIENE sen =& &) A [Pt (ONN) (X) 1" (ONN = 6- 2R Jk -2, 27 - Bknibne, X =nitng,
4= G FEMERE BN, N’ = XU (Rl 2E ) -1, 6— & — %) Tl ik A DNA R ILA0 M 55 PR v [ (a)
Howe—Grant, M. ;Lippard, S. J.Biochemistry 1979, 18,5762 ;(b)Lowe, G. ;Droz, A.S.,
Vilaivan, T. ;Weaver, G.W. ;Park, J. J. ;Pratt, J. M. ;Tweedale, L. ;Kelland, L. R. J. Med.
Chem. 1999,42,3167] . 1 (I1) -G HA L EHAERI DN, B BN E ) ) 44
5E, AL T K, AR BRGRAT T ATE A MK S8 . PPt (I1) 2591 dn ik
GER T T s — YEAIR HERR (R SN ES 5 05 IR IC AR5 U terpy JN™N B3 ONN [R5 7 PERTR /) 4
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AR (I1) &l Bk 5 DNA 455 I fE

[o008]  HLLHF N- 23R R 5 (NHC) FA 24 F R i) T A eSS (azolium) 465 MART A
GBI E ), X 2 HOfelefl Wanzlick 76 1968 SEF4f. #F 1991 4F, Arduengo 2k
A RS E B RS NHC, B 0 H AR I U 6 8 2 & W I Bk [Arduengo, A. J. 11T ;Kline,
M. ;Calabrese, J.C. ;Davidson, F. J. Am. Chem. Soc. 1991, 113,9704. 1. MIASLL)G, 3k 1E
WL b 4B =LA [Herrmann, W. A. ;Kécher, C. Angew. Chem. Int. Ed. Engl. 1998,
36,2162. (b)Bourissou, D. ;0livier, G. ;Francois, P.G. ;Bertrand, G. Chem. Rev. 2000,
100,391, 3% H 172 NHC 4E A B i F Tt il - WL 6 ) e A0 550 1 A0 A, T NHC P A 9
KBt (phosphanes) BT & (4 N FH S [l (B Be AL, T, /K HEAUE AT £ ) . &
J& -NHC 2% & W) i 5 X #, 25 S FE S F2 %2 [Herrmann, W. A. ;Goossen, L. J. ;Spigler,
M. Organometallics. 1998, 17, 21621, P 1fij - 52 it 14 55 <62 J& 5 (¥ I5C A7 7T 7 17 58 i A0
[P T HEAT o AZRRAE IR AR O B 688, A O/ 2 30 AR M0 55 5~ 77 A2 1 NHC B 1
¥k 3% 4 )8 4% & 9 [(Herrmann, W. A. ; Kocher, C. Angew. Chem. Int. Ed. Engl. 1997, 96,
2162]. &8 -N- MR ES G Y O HEMATH T 2 i 4 SOV, A G #5570 (Heek) |
IR AESE (Suzuki) FIRE H (Kumada) RISV, 44 &2 45 i, ik S A [Huang, J. ;Nolan,
S. P. J. Am. Chem. Soc. 1999,121,9889]. — fix, NHC P 4 22 7] J 1), Hsm 2k o Refik 5
Ji BC A% AH 8L [Herrmann, W. A. ;KOcher, C. Angew. Chem. Int. Ed. Engl. 1997,96,2162], {H
J&, AR S0k AR DA PtY-NHC 2844 [ (a) Unger, Y. ;Zeller, A. ;Ahrens, S. ;Strassner,
T. Chem. Commun. 2008, 3263. (b) Liu, Q. X. ;Xu, F.B. ;Li, Q. S. ;Song, H.B. ;Zhang,
7.7.0rganometal lics 2004, 23,610. (c)Fantasia, S. ;Jacobsen, H. ;Cavallo, L. ;Nolan,
S. P. Organometallics, 2007, 26, 3286. (d) Fantasia, S. ;Jacobsen, H. ;Cavallo, L. ;
Nolan, S.P. Organometallics,2007,26,5880. (e)Liu, Q. X. ;Song, H.B. ;Xu, F.B. ;Li,
Q.S. ;Zeng, X.S. ;Leng, X.B. ;Zhang, Z.Z.Polyhedron 2003,22,1515. (f)Quezada, C. A. ;
Garrison, J.C. ;Tessier, C.A. ;Youngs, W. J. J. Organomet. Chem. ,2003,671,183. 1, H &
SR — S A S RSB IARE U 6- 2705 -2, 27 - BRILIE

[0009] A&

[0010]  FICZEHH T AR B i FRAEaA , LRI AN R B — L6 07 [ R R AR AR . 1R AN
S ARG . FEBEAR B AEAf i A R I SR B ek g ME T R AR B AR RUR A B )
YO o SEA VIR, 2R HME— B i DA SR T s A R W B — 2o, 7R 0 T 30
HH ) SE TR R (R AT o

[0011]  ASCHTREIA I K H TR T RIER A5 e 8 N- A R =SS AmA S
/P

[0012]  7E—/NSEhti 7 Sb, T E0E 340 M A0 T 30 5 48 F 8 G sl 46 Hb 57 e e PR g A
BT TSRS HHER SR RESSWINASY S TRERTRN S . rid i e)E
REGAEW /AR S (111 88 (1) gaWukL2y2: Fal 21, ksS4
&5 TV TTL TTT 80 IV AP — R 2 A aRoR

[0013]

14



CON 102741262 A % OB B 3/29 7

- I P
- Tn
yAP
[o014]  Hh,
[0015] Mk HEEE T Ad® B Pt™
[oo16]  —X & HkJR FERE R T ;
O/
[0017]  —R'. R®.R™. R'. R® Il R® 4% [ k7 ik A —H\© ©
A - o ;

[0018] _RZ\ RB\ R4\ RS\ RQ‘ RlO‘ RM\ R15\ Rlﬁ\ R”\ ng\ RZO‘ R21‘ R22\ R27\ RQS\ RSl jﬂ] R32 %’ EZETL
ik B -1 F1 -NO, ;m& BE6T R AR ;R AR R® AT R™ R FIRY ,R™ AR ;R™ F1 R ;R* Al
RZ R R (R A R MO B B LR S 5 . S o

< ax N,
[0019]  -R°\R'\RU\RP\RP\VRPR™ AR % ARSI [ —CHys —CoHyn —CoHy  —~CHg ~CH,0H. -
C,H,0H. —C,H,0H. —C,H;0H.

15
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[0020]

Jil

[0021]  —R* Il R™ £ [E k7 ik E ~CH,~ —C,Hy— I —C,H,—

[0022] - AN A Zﬂif@ﬁ?ﬁ’?i—fﬁxﬂﬁfi %? ;

[0023] -n %%%{ 0% +4;

[0024] B -4 FE -1,

[0025] - él n >0 Wy % n/b L5 F1

[0026] - n ZT 0B yA" NIETES

[0027] X484 (T11) MEA (I1) 4GRS TR T EE, I H B Eo il R By H
HUEEPUEEE. Ak, RS E A MBI IR S WX Lo A0 8 2 1) I PR R A o
[0028] [ fiiR

[0020] [ 1 BRARMETEMNHEREN- MR EXEGY) (HEW 1-10) B,
[0030] ¥ 2 B RA K HE THRNEE N- 2 R RS G (851 11-25) R4,
[0031] K] 3 BIR&EY) L LAY 14 KRN DU IE.

[0032] P& 4 B REEH) 1.2.3 FIl CPT XHHEIMRHE DNA (3 MBS 1- A SR

[0033] [ 5 WoxS5¥h4b AR T-DNA AH EAE RIS E4 1 15> 224, R4t g 1 H
Wk EKR, HHEEE G, 1 DNA HaEE 6, BAESEY | R,

[0034] FERR

[0035] N FF T HTHAIT IR AL G, S 10 8011 RGBT &8 N- 2238+
TEEAY, N4 (TT1) [ Au(TT1) 8k Au™ B A ] R4E 8 N- 24 IR R =8 A sk E 1 (1)
[8Pt(ID) sk Pt" 8Pt ] B4 )8 N- MM R RS EY . WA EWT&A/ 2 b—MiTE)R
N= ZeR-RE=E G4, U 280 T o v Mo an s 5 40 M Z0 T P00 40 M 35 5 L F0 09 b =
Tl / BiEEAL (poison) $RFM RABEI EAFTE.

[0036]  WIASCHREN, “FA 48 N- AR EGEW” 185 A AR N- J4H-R =R S
B (10) kg (1) B Fakdigys: bal 82k, frdk /7ol 4R 1 11111
B IV 2R -

[0037]

16



CON 102741262 A % OB B 5/29 T

I . I1 .
[~ R13 an
R R18
14 . 16
R N | = R N
R1S h’/l’x/ rR7 R lN, R yAP
X | _X
R23-N\=/N\ R20 M/ A R22
—p24
I 1
[0038]
RZQ
R30 Ab
g IO, |
R 'N\=IN\ M/ . R31
R34/N\_-—.-dN—R
- v
[0039] B H: 2y Bl i, Hd,
[0040] -MiEEHSEE T A B Pt
[0041] X EBEKR FERERT ;
O/
[0042]  —R'.R®.R™.R™.R*™ FI R® & [ 7 ik { —H\© @
S N " ;

[0043] —R*.R. R\ R’ R RO.R™.R®.R®,RV. R R R R®.RTVR®.RY HIIR® % B ASr
Hbk B —H A -NO, ;B AR RP R R R A R R AR ;RM FR™ SR AR ;R 1 R* R Al

R* SRR R R AN R o7 SR — R B . w2 G
T %, X
7 ’
[0044]  -R°\R'\RU\RPRPVRPR™ IR % ARSI ] —CHys ~CoHyn —CyHy ~C.Hg ~CH,0H. -
C,H,0H. —C,H,0H. —C,H;0H.
17



CON 102741262 A % OB B 6/29 T

[0045]

Ki

[0046]  —R* Al R™ & a7 ik E ~CH,- ~C,H,— F1 —C,Hy-

[0047] - A A zmimﬁi’iiiﬁixm&%? ;

[0048] —n %%;F& 0%F +4;

[0049] R -4 -1,

[0050] - ‘é’n n >0y % T n/b L H

[0051] - n ZT 0 B yA" NAELES

[0052] G FH T-ARSC, AR¥E “ AR F5 = - B FHUR / RAEHURE 2, 6- 2855 nkme
(R 3Ch CNC) EoAkBi s — B B HUX / ﬂ%%ﬂzﬂlﬁﬁﬁ 6- L -2,2" —BkukmE (TR 3CA CNN)

Pt A ONC e AR Al FR il S 1 2
[0053]

18



CON 102741262 A % OB B 7/29 7

[0055] AT CNN B A4 (1 HE B il 1 s 46 2 -
[0056]

19



CON 102741262 A % OB B 8/29 T

[0058]  ASCAEHIHIATE “N- MR 52 ” $R BT UL MLE2 40 2 — ik
[0059]

vIv wany

N"N R
RLN)\N/RZ X, - \RS/N,_N,
==/ 2

[oo60] A :
[0061] R FI R £ B bk H HA 1-5 MR T I BE B a1 —CHyy —C,Hsy —CoH, —CH,,
H A 1-5 AN 5% J& 1 1 % B ) 41 —CH,0H. —C,H,0H. —C,H.,0H. —C,H,OH, HX £ f 5% 2 {51 1

2 Ao

[0062] R°iEH BA 1-5 MR T IEEFEWI Ul —CH,——CoH,——C,Hs— AT —CHe—o #E—NSL
JEF, N- AR RS S (1D 841 (D) & 7R

[0063] MG EEAARIE, — — FIES ¥ ONC FARBEE — B+ ONN Eofkm] 54 (I11) 5% (11)
BT ERAEP AW . B, A4 (TT1) 880 (T1) 851 L[99 1E s ] K ONC 5 CNN
BRI 20t s . A8 T T 20— AR - BT 50 & N- M R ES G
BCAL T HL g R . BRI, AR SCAE FH ) 2% BT B2 K 2h 7 AR AT L ERG JB N- 2%
WREHEMS R - B TR

20



CON 102741262 A % OB B 9/29

[0064]  {EING)E N- MR EW— N SEr Ed, n 2% H 1.2.3 f14 KL
[0065]  AXSCATHI AT I — VB + 748 5447 IE A& 8 N- R R S W4 G 13 1
S35 FA A BRI S A A 5% o 25 00 G SR A A AR R B SRR 2L S BEIR £ s =
PR AR s QIR L SR EL s R R SR s SR FIALY 575 IR Eh A 7S SR TN WAk 420
[0066]  7E—AMSLiti Ty S, M8 N- 24 RSN A n] itk (L TR 1T 8
Fk (XTI A1 TV) . bk, 3RE 8 N- v IR R =R/ AWl VN B0 B R B D +
(BRERAK ) A71E,

[0067]  ASCAY A0 T 2577 LRl 32 B 801 i HR IR SO BURT 1K) A8 BEAT LA L v Bl
735 [H 2 sl e i A A 25 8 ) H T30 L3040 HL R R A B R s ik
B BV G o 252 AT 3252 I PR 1R Al PR A S 49 B A, 491 KRR 98, L8 3 < A
TG BORIE B o AR AL G YIFEIK N 25 250, 2200 K o SRV DL S R 2 Rl A H
T 7KV TT FH A A O, R ol A i AL

[0068] 1 bSCHRH, A B KA TR E I 2 A A&

[0069]  7E— NSty Srh, AR LA Tl i S 40 i 4l st T (AR EAR T
JHT2) SRIBITRIE 259, T e iE v T 7 B RE 45 TR R M I I X 3 A R 0 — Pk
LRI EJE N- R RS SMAED.

[0070] 75— NS T S, AR B K T T8 e 0 e 4 e S B R R T g AE R 254,
P IEhE Ve T B RG24 T N T L B A S Em I — a2 MR &8 N- 2R3 R
EYAED .

[0071] 7B —ANSEHE 7 &, A B T30 i 09 41 7 4 B BB AL R 4D S Fa il ok
TRTTIEIE 259, PR JEiE VT 7 BLRR 45 TIRE RN I T XL 3 A R G — P B 2 Pl 4
J& N- MR ES S EY

[0072] AR WIEHIEN & )8 N- 4N RES GV G 0 T 1T, 11T 88 IV Ao i) — el 2 A
oo, BON LA R BT N

[0073]
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CON 102741262 A % OB B 10/29 T

I ‘ I
. R13 7 n
A R18
14 - R16
) N X > 19 » 21 b
R15 M/ F R17 R '}l’ AN R yA
- A —p24
L \RZS/N—N R

=
e
2\2\7

yAP
N*N~R33
R34/ \—/
|\ AR

[0074] w2522 bnTRez ik, Hop,
[0075] Mk EHGEE T A B Pt™
[0076] X & H#K R FEEIRT 5

O/
[0077] —R'.R°.R™.R™.R*® F1 R* & g h 7k 5 —H\Q ©

Y e o ;

[0078] _RZ\ RS\ R4\ RE\ Rg\ RIO‘ R14\ R15\ RlG\ R17\ ng\ RZO\ R21\ R22\ R27\ RZS\ R31 ﬂsn R32 % EZEETL
Hi 3k B —H AL -NO, ;B E BE4F R AR ;R FI R SR AITR™ ;R™ FIR™ ;R FIR' ;R A R ;R* AUl
R SR*T RN R® SR* AT R™ JhSr MR AE— i uﬂéﬁiwﬂ “;»»> % ,,w<\ o2,

N/
o

-7 )
[0079]  -R*\R'\R'\R™\R®\R*.R™ fl R* % {57 % [ ~CH, ~CHen ~CyHy « ~C,Hgy —CH,0H . -
C,H,0H. —C,H,0H. —C,H,0H.
[0080]
22
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CN 102741262 A 11/29 11

[0081]
[0082]
[0083]
[0084]
[0085]
[0086]
[0087]

ﬁl

—R* 1 R* % G AT ik E ~CH,- ~C,H,— F1 —C,Hy~
— BEAS A ST M A 25 J:TEXE/J& Féﬁ% ;
neBEE 0 2 4
bR -4 & -1,
=% n > 00y % n/b LA A
- 2T 0 B yA" ANAEAES
FE—ANSEHE 7 P, AR I KR T IE 5 S 40 BB T 30 40 B BE T L 04 $

SR/ SRS ARG T TR AE I AL, A S A A T e N- 2
MRS GYEL 25 Eal ez v, o,

[0088]
[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]
[0096]

M A& AU

X IR T

RUVRARLGR AR & H A H

—R® F R" % H 42 —CH, ;

-A & 0S0,CF, B 1~

-n g+l

—b J& -1 ;H1

-y & LAY D .

FEYS — ST R, AR I K Tl 1k S A i ae T 0k 40 B s L I I

DB/ SRR A A BERIG T AE R AL G, LA S AAER A 11T e
N- 28R G et 255 Bz i, o,

[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]

M & AU

X EWRIR T

-REMR® % HE H;

_R14\ R15\ RlG\ RN\ ng\ R20‘ R21 jFH R22 % E 7\% _H ;
-R® I R* & H 42 -CH,

-R* J& —CH,—;

—A & 0SO,CF, BB F ;

—n g +2;

—b 5 —1 ;1

v A 2085 2) .

TE 5 — AN ST &, AR B9 K T I8 75 S 40 B A0 T 0 40 e S

PP AIBERT / SRR IR I ARG T TR WAL G, A S A AEN A 11T &R
N- 28R IR G L 255 Enl iRz i, o,

[0108]
[0109]

-M 7% AUS+ H

X B R T

23



CON 102741262 A % OB B 12/29 T

[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]
[0117]
[0118]

RPFIR® & HZ H,

R RPVRCRTLRPIRCVRT MIR® £ HE -

-R¥® 1 R* & H & -CH, ;

-R*® & -C,H,~;

-A f& 0S0,CF, B 1~

-n 4= +2 ;

—b J& -1

-y & 2( 55 3) .

TE 55— SE 7 b, AR e A Tl 15 S 4 e pe T 0 40 M 35 5 L SR

PR EEAT / SE AL IR AN R A EER IR TR A A G, A S A AEN A T R
N- Z8p RS G YL 2% Lz i dh, 2,

[0119]
[0120]
[0121]

[0122]

[0123]
[0124]
[0125]
[0126]
[0127]

-M IElL: Au3+ H
X SEIR IR T ;
-RLRALRLR* AR & H A& -H;

—R°HIR™ % H

|

~A J2& 0S0,CF, FIES 1 ;

-n f& +1;

—b 4 —1 ;0

-y & L(EM D

PE S — N SEE 7 e, AR B K B b5 S A O A0 T L 0 40 M 3G 5 L D

AR/ SR A R BRI TR A G, B S AR ENA T E)R
N- 28R RS GBI 255 EnliRsz s, Jh,

[0128]
[0129]
[0130]

[0131]

[0132]

[0133]
[0134]
[0135]
[0136]
[0137]

-M 7EJL: AU3+ H
X kR T
RNVRARLGR AR & A H

® E):i

wany
[}

.
)

-A & 0SO,CF, BB 1 ;

-n & +1

—b & ~1 ;0

vy 1(EE5) .

PE 7 — S S, AR BRI e T IE s S 40 B ZE T 000 40 e B 5 J il 4m

24



CON 102741262 A % OB B 13/29 T

A B/ BEALIR D A BERIG T R AE A S, KA S AMENA 1T &R
N- IR G e 252 Bl B2 ik, Ho,

[0138] M4 Au” ;

[0139] X KR T ;

[0140] -R® %@

]

[0141] -R°MRC K AL -H;

[0142] —R" FIR™ % A& —CH, ;

[0143]  —A J& 0SO,CF, B & 7 ;

[0144] -n & +1;

[0145]  —b J& —1 ;01

[o146] vy & 1(Z5Y6).

[0147] 7R —ANSEHET7 S, AR W S M T 0 15 S 4 0 T L 30 40 i B 0 L F0hi4h
AL B/ BEAIR N R A BE R IG T A AL G, HA S AMERN X VTR
N- IR G ai L2y EalEez i dh, o,

[0148] M /& Au”;

[0149] X BHRIA T ;

[0150]  —R* I R* % H %@

o
[0151] -R*.R*®.R* FIR" &% H4& -H;

[0152]  —-R*® FI R® & H & -CH, ;

[0153] —R™ J& —CH,—;

[0154]  —A J& 0SO,CF, B & 1 ;

[0155] -n ;& +2;

[0156]  —b J& —1 ; Al

[0157] vy & 2(&EW D .

[0158]  7E5— ALy S, AR B J Tl 0 185 S Al I A0 T L 0o 40 e B 0 L #0 okl 4h
A EEA / BRI R B BT R M A A Y, KA S A MEN L I TR
N- FRIF R e G a2y Bl dh, o,

[0159] M /& Au®;

[0160] X BHKIA T ;

O/

[o161] -R' %@

wwwv
t .
)

25



CON 102741262 A % OB B 14/29 T

[0162]  — REAT R I R®, I R* Al R e edi— i UB LSy 7 .

)

[0163] -R° FIR" & H & —CH, ;
[0164]  —A J& 0SO,CF, FH & 1 5
[0165] -n J& +1;
[0166]  —b 4&: —1 ;fN
[0167] -y & L(%EW8) .
[0168]  7E 55— ANSEHty b, AR B TR S 40 M A0 T D 40 i R SR
B/ BEAIE $D A B RIB T I E R A S, KB EAMER A 1T e )8
N- IR G e 252 B2 ik, Ho,
[0169] M & Au”;
[0170] X 2HKJR ¥ ;
O/

[0171] -RUFR® & [ &

WAV
[} .
b

(01721 — AT R AR ;R A R SR 1R SR TR Mt REUE S 7

[0173] -R*® FIR* &% HE -CH, ;

[0174] -R* & —CH,—;

[0175]  —A J& 0SO,CF, &+ ;

[0176] —-n J& +2;

[0177]  —b 4& -1 ;0

[0178] -y 2 2(%EW 9.

[0179] {553 —ANSEHt 7 =, AR W1 S a0 e 3 40 i A0 T S 40 i i R 0
R /) BEA R R BERIGTT B A A S Y, HAESAMENA 11 e
N- IR G a 252 EalHez i, o,

[0180]  —MJ& Au®;

[0181] X BRIA T ;

[0182] -R® %@

1 .
;
[0183] -R’J& -NO, ;
[0184] —R"“ & -H;
[0185]  —R" FI R™ £& H & —CH, ;
[0186] —A J& 0SO,CF, & 1 ;
[0187] -n & +1;

[0188] —b & -1 ;M1
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CON 102741262 A % OB B 15/29 T

[0189] -y & 1 (454 10).

[0190]  7E5—ANSEHE Ty S, AR MW K M Tl 0 15 S Al 0T L S0 40 e B B L F0 k4R
B/ BRI A BRI R M A AT, KA S A MEN L I TR
N- FeIF R e S a L2y Bl iz dh, o,

[0191] M /& Pt*;

[0192] X BAUR T ;

[0193] —R'.R.R.R* AR & H H;

[0194] -R°FIR" % H /& —CH, ;

[0195]  —A J& PF® [ B+ ;

[0196] -n J& +1;

[0197]  —b 4& —1 ;0

[0198] -y & 1 (&4EW 11).

[0199] 755 —ANSEHli Ty =, AR W o T a0  5 3 40 i A0 i 40 B i B 0 E
AR/ BRI AR VG T BRI A G, KA A REN L 1 TR
N- MR G e 2% BBz ik, Ho,

[0200] M J& Pt*";

[0201] X 2%+ ;

[0202] -R'.R*.R.R*AR & HEH;

[0203] -R°FIR" & H2 -CH, ;

[0204]  —A J2 PF° I T

[0205] -n J& +1;

[0206] —b 4& —1 ;fH

[0207] -y & 1(&EW12).

[0208]  7E 55— ANSEHE 7 b, AR B S TR S 4 M A0 T D 40 iR SR
A BEA / BRI AR G R M A A ), KA S A MEN L I TR
N- e -R = G e 2y Bz i)k, o,

[0209] M J& Pt™;

[0210] X 2&JR T ;

[0211] —R.R.R.RAR KLHEZ H;

[0212] -R°FIR" % H A& -ClH, ;

[0213]  -A J& PF° BE T

[0214]  -n J& +1 ;

[0215]  —b 4& -1 ;f0

[0216] -y J& 1( &) 13),

[0217] 53— ANSEH T &, AR W K Tl T 40 M AE T | S s B S0 A
B ) BRI R A BRI T R M A AW, HESAMEN L I TR
N- FRIF R e S a2y EalHez i dh, o,

[0218] M J& Pt™;

[0219] X REJR T ;
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CON 102741262 A % OB B 16/29 T

[0220] -R'.R*.R*\R'FIR° &% H 42 -H;

[0221] -R°FIR" % A& -CH, ;

[0222]  —A J& PF® (B 1 5

[0223] —n f& +1;

[0224]  —b 4& —1 ;0

[0225] -y & 1 (&M 14) .

[0226] 715 —ANSEHt 7 =, AR WA K A T T 40 A0 T I 40 i R
SRR ) BEL IR A BRI T R M AL A ), KA S AMER K 1T e/
N- FeI R e G e 252 Eal ez i, o,

[0227] M J& Pt*;

[0228] X Z&RF ;

[0229] _Rl?)\ RM\ R15\ R16\ RN\ RIS\ ng\ R20\ R21 an R22 % E 7\E11: _H .

[0230] -R* F1 R* & H & —CH,

[0231] -R* J2& —CH, ;

[0232]  -A /& PF° IS 7 5

[0233] -—n /& +2;

[0234]  —b 4& —1 ;f0

[0235] -y J& 2( 45 15) .

[0236] 7155 —ANSEHt Ty &, AR W S H TR T 40 M A0 T 40 S R R
A BEA / BEAIE D A BRI T RE R A S, KB EAMER 11T He)E
N- MR G e 2% BBz ik, Ho,

[0237] M J& Pt*;

[0238] X Z&R T ;

[0239] _R13\ R14\ R15\ RlG\ RN\ RIS\ RIQ\ R20\ R21 jF[] R22 %’ E XEILZ _H

[0240] -R* FI R* & H & —CH,

[0241]  —R* J& —C,H, ;

[0242]  -A & PF* 17 ;

[0243]  -n J& +2;

[0244]  —b 4& —1 ;f0

[0245] -y 72 2( 4459 16) .

[0246] 755 —ANSEHl 7 =, AR WA S TR T 40 M A0 T R 40 i R R
B / BRI R BRI RIE R A SV, KBS A MEN I &R
N- R G a2 Bz, o,

[0247] M J& Pt*;

[0248] X 2&UR T ;

[0249] -R! %@

|
I

[0250] -RLRLR' AR FHE -H;
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CON 102741262 A % OB B 17/29

[0251] -R°FIR" & HZ -ClH, ;

[0252] -A & PFCHES T,

[0253]  -n 4% +1;

[0254]  —b 4& —1 ;0

[0255] -y J& 1 (&G 17).

[0256]  7E 55— ANSEHl 7 Z b, AR B S T IR S 40 M A0 T D 40 i B L S R
B/ BRI D R R G R M A S ), KA S A MEN L I HE&RE
N- Fe R G ei L2y Bl mdh, o,

[0257] M & Pt™;

[0258] X &R T ;

[0259] —R' 7%>‘\©/’<

v
[

[0260] -R*.R*.R* MR’ &% HE -H;

[0261] -R°FIR" & H 2 -CH, ;

[0262]  —A J2& PF° I T

[0263] -n 4% +1;

[0264]  —b 4& —1 ;f0

[0265] -y & 1 (451 18).

[0266]  7F 55— ANSEHl 5 b, AR B TR S 40 M A0 T D 40 i SR
R BEAT / BUEALIE $h A B R IB T I A S, KA A MER K 11T e )R
N- R G e 25 Bz 13k, o,

[0267] M & Pt™;

[0268] X &R T ;

[0269] -R" FIR'" % [ 1E11:©

[0270] —R™.R",R®.R.R".R*.R* I R* £ H&E -H;

[0271]  —R® fIR* % (42 -CH, ;

[0272] -R* /& —CH, ;

[0273]  —A j& PF° BT 5

[0274] -n J& +2;

[0275] —b J& -1 ;f0

[0276] -y 72& 2(4EH 19) .

[0277]  TE5—ANSEHE T b, AR BP0 & TR 35 S 40 B o0 T F0 0 40 B 5  H0 i 4h
B / BUEAIE $h A B RIB T IE IA E ), KA A MER A 111 e )R
N- e -R = G e 25 Bz iy, Hr,

[0278] M & Pt™";
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CON 102741262 A % OB B 18/29 T

[0279]

[0280]

[0281]
[0282]
[0283]
[0284]
[0285]
[0286]
[0287]
[0288]

X 2R T ;

R RS 45

R R R RTLRCLROVRT AR K HE -H;

-R® 1 R* & {42 -CH,

-R* & —CH, ;

-A J& PFC B 1

-n f& +2 ;

~b J& 1

-y & 2 (45 20) .

TE 7 — A0 7 Srb, AR BRI e FH T 18 15 S 40 B PR T 00 40 B 1 5, il 4

IR EEA / SIS R BRI RIE A A S, LA S A RERN K T R
N- 28R G et 2y Bz i, o,

[0289]
[0290]
[0291]

[0292]

[0293]
[0294]
[0295]
[0296]
[0297]
[0298]

-M & Pt*
EZ&F?
-R' & -H;

— BXF R?RIR®, LR R R R® JERAE— LB LSy

I\

-R° IR % A& -CH, 5

-A & PFC I 1

-n & +1;

—b & -1 ;f1

-y g2 L(8#EY 20 .

T3 — AR 77 b, AR W K T 35 S 40 MO0 T H0 i 40 B G A I R

FPABEA / SRR A BRI TR AE I A G, A SR 11T e
N- 28RS G eI 2% Enliesz sk, 2,

[0299]
[0300]
[0301]

[0302]

[0303]
[0304]
[0305]
[0306]
[0307]
[0308]

M & Pt*
X BRI T ;
-R” FIR"® % B 4& -H;

_ !:Xj‘ R 35[] R15 R'6 3‘3'] R17 R %ﬂ R u& R2! %ﬂ R% % EE iuﬁ’ﬁm“ //)

—R* R % H A ~CH, 5
-R* J& —CH, ;
A 52 PF° [ ¥ 5
-n J& +2 ;
b J& 1 0
-y 2 2( /AW 22) .
30



CON 102741262 A % OB B 19/29 T

[0309] 715 —ANSEHl Ty =, AR W K H T A T 40 A0 T 40 i E R
R/ BREEAL IR AR VG T EE M A G, KA A HEN L 1 e/
N- FeI R e G e 252 Eal 2 i, o,

[0310] M J& Pt*;

[0311] X 2% T ;

[0312] —R.R.R.RHMR &HZ -H;

[0313] -R° & /@\

[0314] -R" J& -C,H,0H ;

[0315] -AJEPF°IHE T,

[0316] -n /& +1 ;

[0317]  —b 4& -1 ;0

[0318] -y i 1 (454 23) .

[0319] {553 —ANSEHt 7 =, AR WA K 120 el T 40 W A0 T S 40 S R
AR/ BRI A AR R VG T EE M A S, KA A HEN L 1 He)E
N- FeI R e G ai 252 EalHez i, o,

[0320] M & Pt*;

[0321] X Z%UR T ;

[0322] R.RMR &HZE-H;

[0323] R fil R® @& AE— LUK EEMN(\ 7%:

[0324] -R°FIR & H 2 ClH, ;

[0325] —A & PF° FHES 1,

[0326] —n f& +1;

[0327]  —b 4& —1 ;0

[0328] -y & L(4EW 24) .

[0320] 7R 55— ANSEHl 7 b, AR B T IR G T 40 M A0 T D 40 i R SR
e i B A/ BUEE AR $D R AR IG T EIE M A G, KA S A M ERN X T )R
N- Je R G e 2524 Enl ez i, o,

[0330] M & Pt*;

[0331] X 2% T ;

[0332] —R.RHMR &HZ-H;

[0333] —R* fil R® iEREAE—E LI Elzw(\\ 7”»»:

[0334] -R°J& CH,;
[0335] -R" f& —C,H,0H ;
[0336] —A & PF® [ 1 ;
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[0337]  -n J& +1 ;

[0338] —b s& —1 ;fH

[0339] -y & 1 (%45 25) .

[0340] il & 40 b ATl M 42 @ N- Z8 IR =G 7 VI8 ¥ AT IR G SR 45 505 N- 2%
HRENEY SN LG IR 8 N- 83 R =S5 12— AT S8, Irid & )8
N- J8 IR =S A YEE W F Hle8 4 N- 2838 R = A G 22 AR 5 1 25l 146 N- 2934
REAAEME GEN G SN ES SR .

[0341] R[N LAG, AT iR F1 <6 J8 N- 22 BR R 5245 W8 A2 eedt , n SR 5d -5 Wi ik AR 451 4k
FARN R B R4 G, 8 AU AR G AN 7Vl I 28 R I AR A
B/ B S R SE I P NGl (workup) FT4difh

ST 5

[0342]  SCJfAf] 1 IL4JE N- ZUIRR Ea S il o 1R AT

[0343]  SEjif L iBHZE T (TID) (B D T4 (ID (K 2) )8 N- 2 RS
E YA R AE .

[0344] 4% & W) 1 : % Au(CNC) C1 (40. 00mg, 0. 087mmol) « B 4k N, N” — — FF JE ik M 4
(20. 61mg, 0. 092mmo1) F1KOBu (11. 20mg, 0. 100mmo1) 7F 25mL CH,CN I 7EME 14 K Bl it
o 24 /NI I CH,ON H (1) Li0SO,CF, YA, ¥R A WITE R T i HiH: 30 73%h. &
TR AW, TR IR B IEIIRAE £ 2 5ml, AL & B0, BHE SR FFE< 10C 1
Ko %ﬁi/ﬂiﬁ@lﬁlﬁgo LI&K :49. 32mg, 82. 6% o C23H19N303FSSAU E‘Jﬁ*ﬁﬁ‘ﬁﬁ :C,41. 13 5H,
2.83;N,6. 26, SZ I {H :C,41. 06 ;H,3.01 ;N,6.56. '"H NMR (400MHz, (CD,),S0) : § 3. 84 (s,
6H, —CH,) ,6.94(d,2H, ] = 7.09Hz),7.31(t,2H, J = 6.70),7.37(t,2H, ] = 7.18),
7.83(s,2H),7.99(d,2H, J = 7.51Hz),8.06(d,2H, J = 8.03),8.25(t,1H, J = 8.01)."°F
NMR (400MHz , (CD,),S0) : 8 =79. 32. FAB-MS (+ve, m/z) :522[M'].

[0345] 854 2 ¥4 Au(CNC) C1 (100mg, 0. 217mmol) « M4k 1,1" - WAFEX (3— 1F T 3k
KIS ) (56. 20mg, 0. 109mmol) FTKO'Bu (25. 80mg, 0. 230mmo1) 7E 20ml. CHyCN Hr7EM5 4R
TEFE R TE T BT R S 8E 1 IR AT, 45 Hig b TiEd . 1
#:0.10818,72.5% o CsHygNgOsFS,Au, [R50 #7 THARAH <C, 43, 41 5H, 3. 29 5N, 5. 96, SEIIAA -
C,43.62 ;H,3. 335N, 6. 08. 'H NMR (400MHz, CD.CN) : 8 0. 62 (t,6H, ] = 7. 36, —"Bu) , 1. 03 (q,
4H, ] = 7.53, "Bu), 1. 62-1. 66 (m, 4H, ~"Bu) , 4. 03 (t,4H, ] = 7. 11, —"Bu) , 6. 73(d, 4H, ] =
7.34),6.83(s,2H),6.91 (t,4H, ] = 7.39),7. 14 (t,4H, ] = 7.60),7. 41 (d,4H, ] = 7.73) ,
7.47(d,4H, ] =8.04),7. 69 (s, 2H) ,8. 02 (t, 2H, ] = 8. 02Hz) , 8. 09 (s, 2H). F NMR (400MHz,
(CD,CN) : 6 =79. 33. FAB-MS (+ve, m/z) :1261 [M+0S0,CF,] .

[0346] 854 3 44 Au (CNC) C1 (100mg, 0. 217mmol) « 4k 1, 2- WIHHEEXL (3— 1E T Emk
44 ) (57. 73mg, 0. 109mmol) F1 KO'Bu (25. 80mg, 0. 230mmo1) 7F 20mL CH,CN o 755 1t /< 4%
TSR . R EEE. BEEHS%EY 1 RS0 AT, 455 H i e yiiEy.
I 0. 11638, 78% o CasHsoNsOFsS,Au, 43 A7 11 5HAH :C, 44. 23 5H, 3. 50 5N, 5. 84, SLIME -
C,43. 96 ;H, 3. 49 ;N, 5. 90. 'H NMR (400MHz, CD.CN) : 8 0. 69 (t,6H, ] = 5. 64, —"Bu), 1. 13(q,
4H, -"Bu) , 1. 66-1. 67 (m, 4H, —"Bu) , 2. 43 (t, 2H, ] = 6. 28) ,4. 04 (t,4H, ] = 5.00),4. 19 (s,
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4H) , 6. 83 (s,4H) , 7. 14 (s, 4H) , 7. 23(d,4H, J = 5.90),7. 47 (s,4H) , 7. 69 (s,4H) , 7. 74 (s,
4H) , 8. 14-8. 15 (m, 2H) . "*F NMR (400MHz, (CD,CN) : & =79. 311. ESI-Q-TOF-MS (+ve, m/z) :
570 [M1%,

[0347] #4444 4 ¢ ik A# B Au (CNC) C1 (22. Tmg, 0. 049mmo1) « K 22 (24. 9mg, 0. 049mmo 1)
HTKO'Bu (5. Tmg, 0. 051mmol) , 54 &9 1 FEAH) T7 KR A e WAl (B 8 4. e -
28. 1mg, 54. 7% o Cs,HeoN,0,F,SAu [ 73 BT 5541 :C, 58. 39 ;H, 5. 76 5N, 4. 01, SEill{l :C, 60. 18 ;
H,5.93 ;N,4. 29. '"H NMR (400MHz, CDC1,) : & 1. 56 (s, 36H, —CH,) , 2. 06—2. 19 (m, 6H, —CH-),
6.30 (s, 2H),6.81(s,2H),7.38-7.44 (m, 2H) , 7. 46-7. 52 (m, 2H) , 7. 71-7. 76 (m, 2H) ,
7.86-7.91 (m, 2H) , 7. 97 (t,2H, J=7.74), 8. 26 (s, 2H). "°F NMR (400MHz, (CDC1,) : 8 -72. 33.
FAB-MS (+ve, m/z) :917[M'],

[0348] 4% 44 5 : % Au (CNC) C1 (40. 00mg, 0. 087mmo1) « B A% [ A 44 K M2 $45 (20. 61mg,
0. 092mmo1) H1K0'Bu (11. 20mg, 0. 100mmol) 7 25mL

[0349]  CH,CON " AEME 4 R IR 8. 24 /NS S BN CHLON H ) L1 0S0,CF, M AT »
BIRAYAEEIR T HHFE 30 238h. =L IERAY), FHFICERIETR . B IEIR G 22 Sml, il
NIt & B0, IR A WIRFFE< 10°C 1 K. JERIEITERE A, IF 49. 32mg, 82. 6%,
[0350] “EW6:545W 1 KL 7 LK E R 4 2. )% 93, 1ng,69. 4 %,
C,.H,,N,0.F,S,Au F 73 #7 11 8 {8 :C,58. 39 ;H,5. 76 3N, 4. 01, 52l {& :C,61. 38 ;H,6. 27 5N,
4. 18."H NMR (400MHz, CD,CN) : 8 3. 85 (s, 6H, —CH,) , 7. 02-7. 07 (m, 2H) , 7. 11-7. 23 (m, 7H) ,
7.31(d,4H, J =6. 17),8. 37 (s, 2H). "F NMR (400MHz, (CDCL,) : 6 —79. 33. FAB-MS (+ve,m/z) :
606[M 7.

[0351] 2857  SEEY) 2 SN T7 ARG BRAL o T R AR E [ 44 o CogHsoNsOgF6S,Au,
K1 4y M b 5 {H :C,44.93 ;H,3.325N,5.33, £ I {H :C,45. 36 ;H, 3. 59 ;N, 5. 65. 'H
NMR (300MHz, CD,C1,) : 8 0.89-0.97 (m, 6H, —"Bu) , 1. 31-1. 47 (m, 4H-"Bu) , 1. 79-1. 89 (m,
4H, -"Bu) , 4. 13-4. 21 (m, 4H, —"Bu) , 6. 64-6. 68 (m, 21) , 7. 14-7. 20 (m, 8H) , 7. 28-7. 63 (m,
10H) , 7. 95-8. 06 (m, 8H) , 8. 61 (s, 2H) , 10. 28 (s, 2H) . FAB-MS (+ve, m/z) :1429 [M'+0S0,CF,],
1279 M7,

[0352] 4% A 484 H 4 & K& - LA § K (extended) Au (CNC) C1 (104. 5mg,
0.1566mmol) « M 4L N, N’ — — F £ Bk M 55 (36.9mg, 0. 1644mmol) F1 KOBu (20mg,
0. 1700mmol) , 54559 1 AU 77 Ak & ORI AL B T8 BB 8 [ k. 3R <106, 8mg,
77.6 %o CagHaN;0,F,SAu ) 73 7 3H 08 :C,51. 94 ;H, 3. 44 ;N, 4. 78, SZl{f :C 53. 27 ;H,
3.63 5N, 4. 89. 'H NMR (300MHz, CD,CN) : 6 3. 81 (s, 3H, —OCH,) » 3. 85 (s, 6H, —CH, {ERE ),
7.09-7. 18 (m, 3H) , 7. 27-7. 29 (m, 1H) , 7/50-7. 58 (m, 3H) , 7. 67-7. 72 (m, 2H) , 7. 84-7. 96 (m,
3H) , 7. 99-8. 06 (m, 3H) , 8. 20 (t,2H, J = 9.92),8.49(dd, 1H, ] = 8.61),8.54(d, 1H, J =
7.73),8.80 (s, 1H). "*F NMR (400MHz, (CDC1,) : & —79. 31. FAB-MS (+ve, m/z) :728[M].
[0353]  Z% &) 9 AF A AP AR L S 3 - BUAC A9 K Au (CNC) €1 (123, Omg, 0. 1843mmol)
AL 1,1 - R (3— IF TR K M4 ) (47. 6mg, 0. 0922mmol) 1 KO'Bu (22. 4mg,
0. 2000mmo1) , 54554 2 FAL 77 Aok G AL B . T Ry 8 6 ] k. SR 1147, 2mg,
43.7% o CgHyeNOgFsS,Au, F 73 M7 1 548 :C,53. 29 3H, 3. 75 3N, 4. 60, SEIH :C, 55. 08 ;H,
3.92 5N, 4. 72. 'H NMR (300MHz, CD.CN) : & 0. 47-0. 52 (m, 6H, —"Bu) , 0. 85-0. 96 (m, 4H, —"Bu) ,
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1. 79-1. 85 (m, 4H, —"Bu) , 3. 87 (s, 6H, —OCH,) , 3. 90-3. 96 (m, 4H, —"Bu) , 6. 66—6. 69 (m, 2H) ,
6. 76-6. 78 (m, 1H) , 7. 05=7. 15 (m, 6H) , 7. 26-7. 37 (m, 3H) , 7. 48-7. 60 (m, 7H) , 7. 75-7. 88 (m,
6H) , 7. 95-7. 98 (m, 4H) , 8. 05-8. 11 (m, 4H) , 8. 24 (s, 2H) , 8. 39-8. 42 (1H) , 8. 52 (dd,
2H, ] = 8.66),8.84(s,2H). ""F NMR(400MHz, (CDCl,) : 8 -79. 33. FAB-MS (+ve, m/z) :
1674 [M'+0S0,CF,], 1524 [M'],

[0354] 44440 10 A A AR AR FE I - R 1I9 K Au (CNC) C1 (129, Tmg, 0. 1958mmo ) ffifk
N, N— — FEmE k44 (48. Omg, 0. 2056mmo 1) F1 KO'Bu (26. Omg, 0. 2300mmol) , 54444 1 28481
(177 AokA AL R o T it (i . 1038 1125, 8mg, 73. 5% o Cy,H, N,OsFSAu )43 A7 it
SAH :C,46.74 ;H,3. 12 3N, 6. 41, SEE :C,48. 07 ;H, 3. 48 ;N, 6. 58. 'HNMR (400MHz , CD,CN) -
8 3.84(s,6H, —CH, fF & % I ),3.87 (s, 3H, -0CH,) , 7. 08-7. 16 (m, 3H) , 7. 56-7. 60 (m, 2H1) ,
7.79(t, 11, ] = 8.02),7.94-7. 98 (m, 2H) , 8. 06 (d, 2H, ] = 7.90),8. 16 (s, 1H), 8. 28 (d, 1H,
J =6.47),8.31(d,1H, ] = 8.18),8.46(d,1H, ] = 8.67),8.79(s,1H),9,12(s, 1H). “F
NMR (400MHz, (CDC1,) : 6 —79. 33. FAB-MS (+ve, m/z) :725[M],

[0355]  —f&i &, T (1) WMEE N- 28 RELSEY (K 2) nldd i 4 7E
PP E AT N, N’ = e Rk eSS 4k ) (CBedE M i k4 = —CH, AT T, (EAA 1) 5—CH,CH,
AT, (Bifk 2) s—CH,CH,CH, 1 Br, (ECAA 3) ;—CH,CH,CH,CH, A1 Br ( BiAAk 4)) B4k 1,
17 = WBEEEX (3— 1E T AERKMEES ) [0. 5 a5 fedk =W 3L, (BdA5) s WA, (FELfk6)]
Py Mgy 6 55 55 R R R T BRI 4 S8 R AT Ak [Pt (ONN) CL] 4459 MY, 43 B AH R K]
BRI (1) %59 .

[0356]  [Pt", (CNN), (NHC) 1™ & &4 i) A3 Bri 76 T SC o -

[0357]  Z%-&W) 11. K :70. Img, 84. 0% o CpH,N,PFPt FIZMHT it 3548 <C, 37. 78 ;H, 2. 85 ;
N,8.40, =Zill{H :C,38.01 ;H,2.95 ;N,8.29. 'H NMR(400MHz, CD,CN) : & 3. 82(s,6H, —CH,) ,
6.47(d, 11, ] = 7.40),7.05(t, I1H,] =9.86),7. 11(t, 11, ] =9.15),7. 31 (m, 2H) , 7. 60 (m,
2H) ,7.88(d, 1, J = 8.14),8.00(d, 1H, ] = 8.01),8. 11 (t, 1H, ] = 8. 05), 8. 23 (m, 31). "°C
NMR (126MHz, CD,CN) : 6 39. 03 (Me) , 120. 54, 123. 82, 125. 29, 125. 92, 126. 59, 129. 59,
132.51,137.72,141.68,142.57,153. 44 ( & 5 ). P NMR(400MHz, CD.CN) : & —144. 52. "“F
NMR (400MHz, CD,CN) : 6 =73. 12. FAB-MS (+ve, m/z :522[M] .

[0358]  £%E W) 12. WK :40. 1mg, 85. 1% o Cyl,,N,PFPt I M7 1SR :C,39. 71 ;H, 3. 31 ;
N,8.06, SZllfE :C,38. 77 ;H, 3. 50 ;N, 7. 82. "H NMR (400MHz, CD,CN) : 6 1. 35 (t,6H, CH,, ] =
7.28),4.28(q,4H, —CH,~, ] = 3.64) ,6.44(d, 1H, ] =7.01),7. 03 (t, 1H, ] = 7. 40) , 7. 12 (t,
IH, J] = 7.55),7.37(m,2H) , 7. 59 (m, 2H) , 7. 88 (d, 1H, ] = 8.10),7.99(d, 1H, J = 7.96),
8.12(t,1H, J = 8.05),8.22(m, 3H)."°C NMR(126MHz, CD,CN) : 6 15. 87 (Et),46. 59 (Et),
120.45,120.76,125.32,125.93,126.51,129.69,132.51,137.97,141. 71, 142. 58,
153. 27 (F 2 ).%'P NMR(400MHz, CD,CN) : & —144. 52. F NMR (400MHz, CD,CN) : § —72. 46.
FAB-MS (+ve, m/z) :550[M],

[0359]  Z%&W) 13. UK 170, Img, 78. 6% o Cosll, N,PF Pt HI/3HT 144 :C, 41. 49 ;H, 3. 73 ;
N,7.75. SE ) {4 :C,42. 36 ;H,3.95;N,8.07. 'H NMR (400MHz, CD,CN) : 8 0. 74 (t,6H, J =
7.39, —CH, f£ -"Pr ), 1. 82(/NHEIE (sestet),4H, J = 7.33, —CH,~ {/E —"Pr 1), 4. 24(t,
4H, J = 7. 11, -N-CH,~ 7€ -"Pr - ),6.41(d, 1H, J = 7.36),6.95(t, 1H, ] = 7. 38),7. 03 (¢,
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1H, J = 8.04),7.50-7. 52 (m, 2H) , 7. 61 (d, 1H, ] = 7.59),7. 70 (t, 1H, ] = 6. 49),8. 00 (dd,
1H, J = 5.34),8.15-8. 19 (m, 2H) ,8. 32 (t, 1H, J = 7.88),8.38(d, IH, ] = 5. 35),8. 47 (d,
1H, J] = 8.03).”P NMR(400MHz, CD,CN) : & —144. 25. F NMR (400MHz, CD,CN) : 8 —73. 66.
FAB-MS (+ve, m/z) :578[M'],

[0360]  4&&4 14. JIE Bt,0 S48 BN CH,ON PR RT3 i X- SRS e
i K. IR 170, Img, 78.6 % o CyyHy N,PEPL 43 BT 1 54K :C, 43. 14 5H, 4. 135N, 7. 46, 5E
A :C,42. 86 ;H,4. 26 ;N,7.51. "H NMR (400MHz, CD.CN) : 8 0. 75 (t,6H, J = 7. 36, —CH, 7F
"Bu | ), 1. 22( NEWE (sextet),4H, J = 7.50, -CH,~ 7F —"Bu I ), 1. 79 ( /NI, 4H, | =
7.53, -CH,~ 7F —"Bu I ), 4. 19-4. 26 (m, 41, -N-CH,~ /F —"Bu I ),6.47(d, 1H, ] = 7.43),
7.03(t, 1H, ] =6.78),7.12(t, 1H, ] = 7.52),7. 32-7. 36 (m, 2H) , 7. 60 (d, 2H, ] = 6.74) ,
7.88(d, 1H, J = 8.09),7.99(d,1H, ] = 7.90),8.12(t,1H, ] = 8.06),8. 23 (m, 3H). *'P
NMR (400MHz, CD,CN) : 8 —144. 52."°F NMR (400MHz, CD,CN) : 6 —73. 86. FAB-MS (+ve, m/z) :
606 [M'] .

[0361] %44 15. BIE¥ Bt,0 Z218 5 BN CH,ON P B n] A T B 5 X— S 4R A0 5 1 A
Ak, I 37, 2mg,82. 0% o C, H,NoP,FLPt, AT 1448 C, 40. 23 ;H, 3. 28 5N, 7. 99,
S2 I {H :C,41. 06 ;H, 3. 41 5N, 8. 18.'H NMR (400MHz, CD,CN) : & 0. 58-0. 64 (m, 6H, —"Bu) ,
0.99-1. 12 (m, 4H, —"Bu) , 1. 63-1. 78 (m, 4H, —"Bu) , 3. 93-4. 19 (m, 4H, —"Bu) , 6. 21 (d, 1H, J =
7.05),6.29(d, 1H, J = 7.56),6.33(d, 1H, ] = 7.56),6.65(t, 1H, ] = 7.42),6. 71 (t, IH,
J = 7.41),6.84-6.88(m,3H),7. 11-7. 16 (m, 3H) , 7. 22(d, 1H, ] = 7.42),7. 41-7. 45 (m,
3H),7.55(d, 1H, J] = 7.43),7.55-7. 61 (m, 2H) , 7. 80-7. 87 (m, 6H) , 7. 95-8. 00 (m, 4H) . '°C
NMR (126MHz, CD,CN) : & 13. 64 (-"Bu) , 19. 86 (-"Bu) , 33. 12(-"Bu) ,51. 40 (-"Bu) , 120. 36,
120. 59, 120. 98, 122. 59, 122. 77, 124. 07, 124. 37, 125. 42, 125. 73, 126. 71, 129. 07, 129. 34,
131.97,132. 18,136. 96, 141. 41, 152. 35( F5),162. 28 (£5 ). *'P NMR(400MHz, CD.CN) :
8 -144. 51. "°F NMR (400MHz, CD,CN) : 6 —72. 87. FAB-MS (+ve, m/z) :1257 [M'+PF,], 1112[M'],
[0362] 4% &) 16. T % :37. 2mg, 82. 0 %o CoH NePoF Pt FY 4> #7 i B 4E :C,41. 12 ;H,
3.50 3N, 7. 83, SZIIME :C,41. 06 ;H, 3. 41 ;N, 8. 08. "HNMR (400MHz, CD,CN) : 6 0. 62-0. 70 (m,
3H),0.75(t,3H, J] = 7.33),0.86(t,2H, J = 7.33),0.92-0. 99 (m, 2H) , 1. 04-1. 14 (m, 2H) ,
1. 17-1. 24 (m, 2H) , 1. 56-1. 70 (m, 2H) , 1. 76-1. 85 (m, 2H) , 2. 33-2. 50 (m, 2H) , 3. 98-4. 13 (m,
2H) , 6. 26-6. 31 (m, 1H) ,6.49(t, 1H, ] = 7.52),6.81(t,1H, ] = 6.89),6.85(t, lH, J
= 7.45),6.92(t,1H, ] = 7.65),6.99-7.09 (m, 2H) , 7. 12-7. 18 (m, 2H) , 7. 20 (t, IH, J
= 8.17),7.35-7.49 (m,5H) , 7. 58-7. 63 (m, 2H) , 7. 71 (d, 1H, ] = 8.07),7.80-7. 85 (m,
1H),7.90-7. 93 (m, LH), 7. 99-8. 07 (m, 2H) , 8. 09-8. 17 (m, 2H) , 8. 17-8. 24 (m, 2H) . **C
NMR (126MHz, CD.CN) : 8 13. 76, 20. 14, 23. 81,33. 12,51. 40, 51. 78,120. 43, 120. 73, 122. 38,
122. 84, 124. 47, 125. 27, 125. 97, 126. 44, 129. 55, 129. 96, 131. 21, 132. 46, 137. 93,142. 77,
162.47( F #),165.18( £ % ). ” P NMR(400MHz, CD,CN) : 6 —144. 53. "°F NMR (400MHz,
CD,CN) : 6 =72. 90. FAB-MS (+ve, m/z) :1285[M+PF,], 1140 M,

[0363] 4% & W) 17. W :75.9mg,94. 0 % . Cy,H,N,PFPt ¥ 20 7 +F & {8 :C, 46. 50 ;H,
4.03 5N, 7. 00, 20 {4 :C,46. 86 ;H,4. 28 ;N,7. 32. '"H NMR (400MHz, CD.CN) : 8 0. 81 (t, 6H,
J =6.15, —CH, /£ —"Pr F ), 1.80-1.89 (m, 4H, —CH,~ 7f —"Pr I ), 4. 19-4. 25(m, 4H, —CH,~N
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£ —Pr £ ),6.51(d,1H, J = 7.40),7.05(t,1H, J = 7.38),7. 14(t,1H, ] = 7.24),
7.34-7.38(m, 2H) , 7. 58-7. 66 (m,4H) , 7. 74 (d, 11, ] = 6.55),7.94-7. 98 (m, 2H) , 8. 13 (s,
1H),8. 23-8. 28 (m, 3H) ,8. 41 (d, 11, J = 7.98)."C NMR(126MHz, CD,CN) : 6 11. 28 (-"Pr),
24. 64 (-"Pr) ,53. 34 (-"Pr), 122. 71, 125. 45, 125. 84, 126. 63, 128. 62, 130. 37, 131. 58,
132.49,137. 94, 141. 61, 153. 20, 154. 82, 155. 77, 165. 33 (K5 ). *'P NMR (400MHz, CD,CN) :
§ —144. 54. F NMR (400MHz, CD,CN) : 8 =73. 79. FAB-MS (+ve, m/z) :807 [M'].

[0364]  £%EW) 18. WK :54. 1mg,90. 3% o CyoH N,PFPt HI #1158 :C,51. 31 ;H,5. 30 ;
N,6. 14, 52 9l {f :C,52.63 ;H,5.51 ;N,6.35. "H NMR (400MHz, CD.,CN) : 6 0.82(t,6H, J =
7.38, —Pr), 1. 44 (s, 18, —'Bu), 1. 80-1. 86 (m, 4H, —"Pr) , 4. 16-4. 25 (m, 4H, —"Pr),6. 09 (t,
2H, J = 6.31),6.51(d,1H, J = 7.39),7.05(t,1H, J = 7.41),7. 15(t, 1H, J = 7.55),
7.35-7.38(m, 2H) , 7. 58-7. 63 (m, 1H) , 7. 70-7. 73 (m, 2H) , 7. 79(d, 1H, ] = 7.69),8. 10 (s,
11),8. 22-8. 26 (m, 2H) , 8. 46 (d, 1H, J = 7.99)."°C NMR(126MHz, CDC1,) : 8 10. 77 (-"Pr),
24. 65 (-"Pr) , 31. 65 (-'Bu) , 53. 38 (-"Pr) , 122. 71, 123. 11, 125. 78, 126. 77, 129. 62, 132. 43,
137.81,149.67,141. 52, 148. 89, 153. 26, 155. 57, 159. 25, 165. 16 (K7 ). *'P NMR (400MHz,
CD,CN) : 8 —144. 73."°F NMR (400MHz, CD,CN) : 6 —72. 93. FAB-MS (+ve, m/z) :768[M],

[0365] 4% & ) 19. HC % :81.9mg,41.4 %. CylN,P,F.Pt, B 20 #r i1 5 {4 :C,
45.51 ;H,3.62 3N, 7.20, 5 il {H :C,45.82;H,3.72;N,7. 26. 'H NMR (400MHz, CD,CN) :
8 0. 58-0. 64 (m, 6H, —"Bu) , 0. 98-1. 38 (m, 8H, —"Bu) , 3. 89-4. 06 (m, 41, —"Bu) , 6. 20-6. 49 (m,
3H), 6. 67-6. 75 (m, 2H) , 6. 89-6. 93 (m, 2H) , 7. 12-7. 16 (m, 2H) , 7. 31 (d, 1H, J = 7.61),
7.39-7. 46 (m, 61) , 7. 50-7. 54 (m, 2H) , 7. 59-7. 67 (m, 4H) , 7. T1-7. 76 (m, 4H) , 7. 83-7. 88 (m,
4H) , 7. 98-8. 04 (m, 4H) ,8. 18 F1 8. 31 (m, 2H). "°C NMR (126MHz, CD,CN) : 8 13. 63 (-"Bu) ,
19. 86 (-"Bu) , 33. 01 (-"Bu) , 51. 29 (-"Bu) , 125. 67, 126. 91, 128. 41, 131. 72, 131. 98, 136. 87,
141. 27, 145. 21, 152. 29, 154. 46, 155. 52, 156. 24, 165. 45 ( K5 ). *'P NMR (400MHz, CD,CN) -
8 —144. 69. "F NMR (400MHz, CD.,CN) : 8 =72. 97. FAB-MS (+ve, m/z) :1413[M+PF,], 1268[M],
[0366] %% & W) 20. WX 2 :56. 6mg,52. 5 %o CrsHesNePoF Pt F 4 #7 1 & {E :C, 50. 56 ;H,
4. 98 N, 6. 29, LMY :C,57. 21 ;H,5. 09 ;N, 6. 43. "H NMR (400MHz , CD,CN) : & 0. 79-0. 83 (m,
6H, —"Bu), 1. 10-1.22(m, 4H, -"Bu), 1. 45 (s, 36H, —‘Bu) , 3. 52-3. 72 (m, 41, -"Bu),
5.93-5. 96 (m, 2H) , 6. 24-6. 30 Fl 6. 43-6. 48 (m, 2H) , 6. 85-6. 96 (m, 2H) , 7. 10-7. 19 (m,
2H) ,7.27-7.51(m,4H),7.53-7. 62 (m,4H) , 7. 89-7. 91 (m, 1) , 8. 04-8. 06 (m, 1H) ,
8. 14-8. 19 (m, 211) , 8. 35-8. 41 (m, 2H) , 8. 51 (d, 1H, J = 8.81),8.69-8. 71 #l 8. 76-8. 79 (m,
2H). "*C NMR (126MHz, CD,CN) : 8 13.61 (-"Bu), 19. 82 (-"Bu) , 31. 68 (-='Bu) , 33. 03 (-"Bu) ,
51.32(-"Bu), 126. 73,127.61,129. 41, 130. 72, 131. 98, 134. 31, 140. 69, 143. 34, 151. 07,
153. 85,154.97,155.63,165.35( £ % ).'P NMR(400MHz, CD,CN) : 6 —-144. 75. °F
NMR (400MHz, CD,CN) : 8 =73. 07. FAB-MS (+ve, m/z) :1637 [M'+PF,], 1492[M].

[0367] 4% &4 21. WK (113, Tmg, 75.9 %o CollooN,PEPt (K] 23 M7 1 & 4 :C, 49. 83 ;H,
4.53;N,6.46, 52 I H :C,50.07 ;H,4.72;N,6.51. 'H NMR (400MHz, CD.,CN) : & 0. 79 (t,
6H, J] = 7.36, —"Pr),1.71-1.91(m,4H, —"Pr),4.31(t,4H, J = 7.23, -"Pr),6.89(s,
1H),7.33-7.47 (m, 4H) , 7. 52-7. 56 (m, 1H) , 7. 83-7. 89 (m, 2H) , 8. 04 (t, 1H, ] = 7.58),
8.09-8. 19 (m, 4H) , 8. 21-8. 28 (m, 2H) ,8.80(d, 1H, J] = 6.32),9.01-9. 05 (m, 1H). "°C
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NMR (126MHz, CD,CN) : 8 11. 29 (-"Pr) , 24. 57 (-"Pr) , 53. 44 (-"Pr) , 120. 51, 120. 92, 122. 84,

123.93,126. 25, 127. 72, 128.69,129. 11, 129. 77, 129. 98, 131. 14, 131. 90, 132. 35, 134. 76,
135. 23, 136. 05, 136. 57, 141. 51, 147. 92, 151. 74, 162. 56 ( 52 ). *'P NMR (400MHz, CD,CN) :
§ -145. 13. “F NMR(4OOMHZ CD,CN) : 6 =73. 16. FAB-MS (+ve, m/z) :680[M].

[0368] 4454 22. 1@k A CH,ON/Et,0 7 &5 &8 JE i T FH T 50 i X— ST SR 5 1 o 0 i A

LR :56. 6mg, 52. 5% o CeellgNgPoF ,Pt, IR 22 HT 154K <C, 48. 06 5H, 3. 91 5N, 6. 79 SEIMAA -
C,48. 32 ;H, 4. 06 5N, 6. 85. "HHT °C NMR : K A 7557 FH AL NMR ¥ 751 Hb b BV A iy e v 315
FAB-MS (+ve, m/z) :1315[M'].

[0369]  £% &4 23. # [Pt (CNN)C1] (45mg, 0. 098mmo1)  JR Ak 1-(3— 5 - A 5 ) -3-(2,
4,6- = I JE - L) - Bk 44 (33mg, 0. lmmol) F KO'Bu (14mg, 0. 12mmol) VRS T
CH,CN (15mL) Ff[FIALE Ao TR B (V. NN CH,CN HP ) NHLPF, M AT, 3 7F 50°C
TR LN o RNVIRE M S8E Y 11 IR 7 AR B, R A A [ A H Et,0 BRI AN
BHATHE. R :952(86.2% ). 'H NMR(400MHz, CD,CN) : 8 = 2.05(s, 1H, —0H) , 2. 07 (s,
6H, —CH,) , 2. 35 (s, 3H, —CH,) , 3. 51-3. 56 (m, 2H, - WA %L -) , 4. 34-4. 43 (m, 2H, - WHE -),
4.52-4.57 (m,2H, - W A & -),6.70(d, 1H, J = 7.3Hz),6.85(s,2H),7. 04-7. 12 (m, 2H) ,
7.30(s, 1H),7.52(d, 1H, J = 7.5Hz),7.58-7. 64 (m, 2H) , 7. 80 (d, 1H, J = 8. 1Hz),7.90(d,
1H, J = 8.0Hz),8.05(t,1H, J] = 8. 1Hz),8. 15-8. 20 (m, 2H) , 8. 32(d, 1H, J = 5. 3Hz). "°C
NMR (500MHz, CD,CN) : 6 = 20. 89, 34. 02,49. 67,59. 36, 120. 76, 123. 16, 125. 24, 125. 45,
126.98,126. 36,129. 15,129. 67, 130. 23,132. 07, 138. 72, 142. 53, 155. 32, 165. 32.
FAB-MS (+ve, m/z) :671[M], C,H; N,OPFPt (G T HAE (% ) :C,45. 65 ;H, 3. 83N,
6. 87 ;S :C,45. T6H, 3. 85 ;N, 6. 98.

[0370] 5G4 24. A4 K [Pt (CNN) C1] (85mg, 0. 17mmol) V¥RAL N, N- — - IE — Py ZERK
5% (41mg, 0. 18mmol) 1 KO'Bu (21mg, 0. 19mmol) [KIVEEMEE T CH,ON (15mL) F[Fl7 it 1%
T RGBT B S T I\ CHLCN HP ) NHPR WA, 48 50°C R HERE 1 /i, 48 s BV iR
G E 2 ER, T OR (s A4, IR ok pEICER, [ A ] B0 PR A A . iR -
0. 34g(80.0% ) . "H NMR (400MHz, CD,CN) : 6 = 0. 81 (t,6H, ] = 7. 4Hz,—"Pr), 1. 72-1. 87 (m,
4H, -"Pr), 4. 25(t,4H, ] = 7.2Hz),6.50(d, 1H, J = 7.3Hz),7.05(t,1H, ] = 7.0Hz),
7.14(t,1H, ] = 7.5Hz),7.38-7. 41 (m,2H),7.64(d,1H, J = 7.0Hz),7. 76-7.92 (m, 2H) ,
8. 00-8. 19 (m, 5H) , 8. 75 (s, 1H) , 8. 95 (s, 1H). *C NMR (500MHz, CD,CN) : 6 = 11.27(-"Pr),
24. 61 (-"Pr),53. 25 (-"Pr), 120. 19, 122. 75, 123. 89, 125. 72, 126. 22, 129. 08, 129. 99,
131. 89, 132. 24,136. 64,137. 78, 142. 23, 156. 89, 164. 65. FAB-MS (+ve, m/z) :629[M'],
CooL,N,PEPt (1) JC 2 70 #r v B4l (% ) :C,45.02 ;H,3. 78 5N, 7. 24 ; SZ {1 :C,45. 12 ;H,
3.97 ;N, 7. 39,

[0371] 5G4 25. fiiH K [Pt (CNN)C1] (70mg, 0. 14mmol) ¥RAK N= 1E T 2 -N” - (2- &
ZHE) WEMEES (36mg, 0. 15mmol) 1 KO'Bu (19mg, 0. 16mmol) (K] VR-& ¥ T CH,CN (15mL) If
I . T RIS RS L. NN CHLON ¥ NH,PF, M ¥ Wi, 3575 50°C F itk 1
NI o AE TR A IV H) A2 B, 25 RS R AT BB A AR AR e T CHCL, R, il
WH EFABMETT BT E@?ﬁ’éﬂ“ﬂ"/ﬁﬂﬁi 5mL, AL & Et,00 ¥ BAE< 10°C
WA e T8 R (45 it [ 44, 30 1 SECEE, K [ AR B0 BRI S T 1o
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95g (86.2% ), 'H NMR(400MHz, CD,CN) : 6 = 0.72(t,3H, J = 7. 4Hz, ~"Bu) , L. 20-1. 29 (m,
2H, ~"Bu) , 1. 78-1. 87 (m, 2H, ~"Bu) , 1. 98 (s, 1H, —OH) , 3. 77-3. 86 (m, 2H, —"Bu) , 4. 25-4. 32 (m,
2H, - W. £ % -),4.46-4.52(m, 2H, - . £ #& -),6.49(d, IH, J = 7.4Hz),7.05(t, IH, J
= 7.4Hz),7.14(t,1H, J = 7.5Hz),7.39(s, 1H),7.45(s, 1H),7.63(d, 1H, J = 7.7Hz),
7.83-7.89 (m, 2H) ,8. 02 (t, 1H, ] = 7.6Hz),8.09(d, 1H, ] = 8.0Hz),8. 13-8. 18 (m, 3H) ,
8.75(s,1H),9. 03 (s, LH). ®C NMR(500MHz, CD,CN) : 6 = 13.76 (-"Bu),20. 23 (-"Bu) ,
33. 18 (-"Bu) , 51. 48 (-"Bu) , 54. 12, 61. 66, 120. 12, 122. 60, 123. 35, 123. 79, 125. 72, 126. 22,
129. 09, 130. 00, 131. 88, 132. 27, 135. 26, 136. 61, 137. 73, 142. 32, 148. 78, 151. 74, 157. 38,
164. 65. FAB-MS (+ve, m/z) :645[MT. CyH, NJOPF.Pt (1G4 it 1E (% ) :C,44. 11 ;H,
3.70 3N, 7. 10 ;SZI{H :C, 44. 36 ;H, 3. 81 ;N, 7. 15,

[0372]  SEjfifs] 2 A4 )8 N- Juh R4 AW AR/ Al g w5 1

[0373]  SEJtEf9] 2 $5IR T 48 N- 29I S0 5 8 AESE (cervical epithelioid
carcinoma) \ JH- 40 S « 5 L9 52 PR i 3L M o R 3 0R ARaie 10) Ak A1 At B 1k, HE A 3
e 4 ML %) 40 BB TR/ B0 e 4 L 1 4 o b 5 PRI R AT

[0374]  J@ik MTT W€, e &8 N- 22 RESK Y (1-25) Xf—2e T v i A4l
Mo R TG4 i (HepG2) <& 3 _E 2 AEs (HeLa) « b B2 (KB A Hs5 WA (camptothecin)
PriE4 i R KB100) (3E/N I fitided (NCT-H460) « (1555 (HL-60) FLA#SE (MDA-MB-231) | B
I (B16) FIEMAE (SUNEL) i, 4 (I11) SEWIH 1C, 18 (72 /M I 50 %
A EKTREME ) /£ 1A FTA [Au'™,(ONC),, (NHC) 1™ & & )il ik S 4 i 72 454
A7 BRI TENE, 1C, (EE5E A 0. 15-28 u MG N . ot I1C, M=, BNEN 55%
A WIEAFT =R (CPT) AHEL A A Mo me R . b, A0 L WA Al i &R (B
T KB LASh ) RIS = 40 R FE PR vk, HARIAEA ~ 18 &2 28 A5 140 f 85k o

[0375] AT i e 4T 44t e (CCD-19Lu) , ik A 4 S A e 4 MO i 40 Mo s itk sk 1 8
71N A B (1) 52 A 46t ) T LAY 0 v Ve A T S LT 8 0 T B XS s T A4 4 i 1 4 i
B R.

[0376] % 1. [Au™, (CNC),(NHC) 1™ &84yt BT ik AT 40 ML 3R 1Y 1C, B (1M, 72h).

[0377]
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HepG2 HeLa KB  KBI00 SUNE! NCI  MBA-MD Bl6  HL60 CCD-
H460  -231 15Lu
ICp _(uM)
1 037 015 056 12 025 017 062 033 048 25
2 7.9 78 10 28 1.3 30 42 10 5.9 >100
3 11 24 23 12 3.0 12 17 22 26 16
4 19 27 36 45 55 62 37 77 11 1
5 26 35 4.4 40 34 9.5 13 2.1 1.2 11
6 18 39 20 94 0.7 1 8.5 33 71 48
7 20 56 15 6.7 0.9 12 8.4 n 82 20
3 10 05 042 18 026 018 0.9 056 013 0389
9 45 72 50 38 45 5.5 62 91 11 9.9
10 25 1.1 13 95 42 96 33 34 71 6.5
1 031 033 066 06 051 058 LS 31 058 57
12 13 048 089 077 032 057 12 18 052 21
13 1.1 005 014 013 016 018 028 042 056 12
14 077 005 004 008 014 009 004 015 008 10
15 9.4 8.0 nd  nd 6.4 nd, nd. na M 40
16 71 39  ad  nd 5.6 nd.  nd. nd M g
17 049 055 nd  nd 08 nd  nd nd. - nd 10
18 027 062 =nd nd 022 nd nd ad M 42
19 08 025 nd nd 053 nd  ad nd. M gy
20 011 046 nd nd 037 nd  nd nd. ™ g2
21 034 08 nd  nd 12 nd  nd nd M 35
2 125 25 nd  nd 12 ad  ad nd. ™ 6s
23 0.78 048 nd. n.d, 0.94 nd. n.d nd. ' nd 75
24 0.88 0.55 nd. nd. 0.71 nd nd. n.d. nd. 12
25 068 045 ad nd 088 nd  nd ad  nd 1
”ﬁﬁ‘%ﬂ 14.6 14.9 n.d. nd. 2.4 n.d. n.d. n.d. n.d. >100
[0378] n.d. =RIME
[0379]  SEjiffh] 3 A& JE N- ZRIA R A SRR N B M i
[0380]  SEJififf] 3 iR T4-E4 1 FIZk&4) 14 AN 40 o T ot 45 3 .
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[0381] % W & P4 40 i 25 1 A 70 40 M £ i B0, 30 ik A5 PR Bl A 2 T S A 6 245
YL KARN PR, AR AR AYZE Committee on the Use of Live Animals for
Teaching and Research (The University of Hong Kong) fit¥E. WK 3 So~, 5 EEXTHE
FHEE, ¥ BA PLC s (H4i ez ) MR B ZE G4 1 DL 3mg/ke/ FAI AL BE 28 K 2 2 H il
(47% ) Mg A, IR, fER MR 50 R AW 82 2 B 511 1- 5 S B e AIE AL dE
PET-RIAR B Ik o

[0382] X T4%54 14, M Pearl, Materia Medica Development (Shenzhen) Ltd SZ56 % 3k
19 4 JH W& HEME BALB /¢ AnN-nu /ML (BREL) o 4 BRI T DMEM BE IR 35 (1 i 40 . (1< 10°)
A RSN N AN 2R KN 2 50mm’ i, K sh BERL 2l 4 2 DAz b T,
B 2 RIS RS 20 % PET XTI (20% PET = 12% 3 £ % 400 56 % L 52%
T 20 580 % BEMR ERZZ I Eh K ) | Img/kg B4 W) 14, 3mg/ kg 44 &) 14 8% 30mg/ kg MBI o
3—4 RN R F . X sabe/2 TR IR (AR, Horh a FORMIE S b, BFE s ¢,
JiR BT, AR A £, Aok aRIR . 28 KT, /N AR BE, B i, I S L i

[0383] &5 FUEWIVEGT 3mg/ke 2454 14 48 NCI-H460 Jiieg A= 1< 2 4l 55% , T 1mg/ke
AR RERE (E3) . @ ElE S REZ 3 80 Ing/ke 2564 14 /N REA 8%
A4 T el A2 o

[0384] O 125 & Ak (1) AT 250 BB S B, 0 T [R)— e AR i 5, Wk B — AN YE 1)
S Sk AAFRNEHE R 7 — 88 S 8E I U R .

[0385] [ T {EERAE S LAAL, B 5 AR I OO, A5 WA T U B A RTROR) Sk A
I J 8 BRI R N 25 AR S5 R I A 80 R/ BRI AE P A 1 O N 28 0t RS
“Y7 e

[0386]  HAAA LA LU St 7 SAARE AN B, N BRI S , 0 T AR AR 52T S 7 5
AU B A5 I FL B RS O ARG RE B T o DRI, DY B AR AS SO0 T ) e BH = BA0RR 25 7 A\ B
BB SR 3 [l Y IR SRS 2

[0387]  SEjfifs] 4 8T IA G )8 N- JIR RS ST

[0388]  SLjifd] 4 iR T WoREEGW) 1 FIZ-GY) 14 ¥55 T SUNEL i i P T A 98 45
e

[0389] Al Ay J A 1) ARG 1 2 AN 52 48 i) 1) 48 i 189 3, I DAL 7 15 S R T2 AR 2 5 AN R
[J.C. Reed, Nature Rev.DrugDiscov.2002,1,111 ;D.W.Nicholson, Nature 2000,407,
8107 o {3 % ZARIC M BEEC B 1 V (AV-FITC) FIAL N EE (P , 040 ARG 30 4% &
Y 1 75 SUNEL 4R b (35 U TS fER 454 1 (60 u M) PR 72 /NN, I 30. 9%
SUNEL 4t g b T IR T RS o A I BN & (12w M 72h) 2564 L iE- T T
TR~ 90 % 35 4 ML AR 4 AV-FITC M PT Jet. 7R 1 BL 12w M(ICy, {5 ) AbTE ¥4 M b 41
T 3 BR AR IE 50 % 4 AR 3 AL FE ik () SUNET 40 e i) 2 K (A IR O'E A Assomm
XTI B IR ) , 78 12w MAKPSEE9) | INAEAE T A 4 AKIHIRES . g6 R4 A
GEOL HEA) 1 ACRAE 12 o M ADHE 40 M e, HAE S mnls (EP 60w M) 35S T,

[0390] i T AL MUK IR 2% 59 14 76 SUNEL di e P )5 SR T- M. fEHZ%EY
14 (10 u M) AR 72 /NHFH, B3 46. 4% () SUNEL 40kt TR HAUET 2R A BRI B &
(1M 72h) 454 14 BB ST M. TATKIN~ 90 % i 4 MoK B AV-FITC Il PT .
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AL, 28551 14 48 10 u M B ST,

[0391]  szififsl 5 4 (11D L&Y sl dn 3 B A

[0392]  sjtifd] 5 H5iA T LG4 | FEALFIHNHIE D A BRI AF5T o

[0393] HILEPEE EJE (alkaline comet assay) FEZE4) 1 ALFF) KB 40 g At A5 I
ZI| DNA SEIT Y, 20 2 48 s 4844 1(0. 50 M) (CPT (1w M) Fl 401 DNA 334572
A (Doxorubicin) (1w g/ml) AbFHE 3 /NE SR AR DNA |2 FIEERTRE (18] 4) » 75 55°CHS
TURIFE 10 2B 4 1 F CPT AN A 1 HAE Dox 1555 (1) DNA 24 il SR &) |
FCPT Wl A e 4h i h 40 S A B T 4RI 250 o FhFh R O A DU VAT 1 B 2240 g
BUBRZ — o NI FD AL P 50 BELRS 40 i R K T B D B, 7 A4 DNA BEIT 34, #5741 i
Hs ST AT CAESE LRI T4 1SR MR BH 25 1 FH DNA iR A 500480 4 [Pt (C'N"N) 17,
HX b R RS T RIS IEREE. TS G L4 Topol MEALIE I 152 M, I
HEZIE DNA ) Topol- /i SHIFAGTE. £54 4 1 UL AR T CPT RIU I, &AM s 4 1
DNA #A5t (B 4, B77 ) o BemikE (1o n M) szt #. E5A B CBERIBER L&
S (B4, F77) . EAHFRIRSEEACE T, BB U] 1 DNA [IA7AE, R4 | alid
it Topol fiE£3F DNA i .

[0394] 7 BkKIE (band depletion assay) 0 FH TIEM] Topol H]Z# 2S5 WHITE . 16
LI E S AR Topol-DNA W] R 53 4 WD AR A AR 4B B AEURS I B4 DAy 9 2 S I oty ) 12
Topol. 7F KB 4l g, 4544 1 (10 F1 100nM) FT CPT (1 1w M) LUK EAH 2 (1) 250 % PR AR Topo
A IR 5

[0395]  Ryift— YR Z 7RSS GH | A28 Topol— 4K DNA B -G 45 i BEat, AT H
ICM-Pro 3. 6-1 73 F A I - BUA BB (docking module) (Molsoft) » AKAERE:
SIRBE VGRS AW 1 DR T B (topotecan) 1977 5 Topol- %
B0 DNA 454 (B 5) , HEAREINSAER (W@t -34. 57 W4 &t ) o 1 0 mir oy
GEOYSHIRIE fE CNTC P 5 MR Ik G12. C112.K532 N722 )4 HLA28 &4 1 [
R IR N352,
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-+ 2(0S0,CF) : T 2(0S0,CFy)
N’ N N
O A'u O Au A' O O Iu
X
S ONONT Bu"N N/\N*M'Bu BuN™ NN /("\)\N\:N'Bu
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0SO,CFy S
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N P
LA SN C
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\QNEN?H\
5

o
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