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[0001]  AZWIJE T ROCHRPRIEARGUR . HARED K —IE T EE YKL 5 A AL
/ TR SR ACREG RO 5 1) il 26 S LA BB P (R

BREA

[0002]  AEMBE 24 AR W] LULE 73 1 A0 LK S BEAT 505 18 73 B M2 W, 92 x4 e 4
AL o ZORERET — BT AR AR B OB 7 BE 7 40 i A R8-S5 75 19 15571 B
B AR A B AR AL o b n] AT 1B BRI 52 Bk B 40 M Y HA B AR T Rl BE R T30, 2K
2R T RES FEAR AR M (0 A LT3, I HL/N RUST BE A8 B2 (30 DR 1) wig 2 B[R], AS [ 1 B A% 571
A DL R B2 AR R R, AR )R B BEVR AT & S W] RE . BT LR AT AR AR
FIZHRORE 1 Ja 5 B 3 B0 G5 A 40 M5 () g 3 e 48 1 15 (A EL 0 40 A 1 1) 2
BERAT ERIE X

[0003]  {EUAT IR AED BB, 9Ot gk RIS A P i3 20 2 A . AH
ECANLTOE, BA & & R d BT S5 AR B TG R EC A ) B A IR S e B B, K
I FE T AL A4S ] AR 78 oy X 0 SR R A i e, BE AR T i) WOCHEAT SR, I R A5 i AT
A G T TR) 2 F AT O 5 8 SEPOUME 5 X0 I RASR sl (1 5 e B A R BUR 5%
[0004] R, K22 B ) B2 P S VD WE L B R H T i /A PR R e PR AR R RE N 40 M, S B
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F o A4 B 1 AR A S 1 AR 4 K KL 1 IR TS, A7y il ik e f bt 1
RN T8, RO - n] IR ERE P RS eI AT A 4R 1 B O C B
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b
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\ A
©
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[0020]  AfARH /7 N/ (CNEAR) 5 TrCl, « 3H,0 41 2— LAIE SR MUK VR A 5
(3 ¢ 1, v/v) AL N 18-24 /NET, 15 31 (19— ST A TR A4 5 2 SE M IR AT 2B M) 7E — 5 T bt
SRERREET 2 0 1, v/v) FElE 3-6 /AN, 285 IS B IR =R Hi ke 1-3 /et
Ji » BE RS, F 15 [ R A 2 AT 7 v 00 3, RIS 31 Bk B v VR K &4

[0030]  b. AU A4 H B T AAAL RGN T & AR

[0031]  E AN 7S e B IR AL B s A0 U AL B IR R 5 60-90 °C #1122 v T
P s M IEAEIR L B8, 7EAH R BE T i #E 2-3 /o 415 21 VR A3 i dEAT #hvE,
FH 2K b, ¥ 15 BRI UTHE N2 R R A L BE IR A, 50-80°C In it # 10-24 /)
IS A5 2 VR S AT Hh Uk I e E k%, RIS B L S A KR 1

[0032] . AU BHEE H I AT ] T AR P A A B E R R AR IC S A A — SR AR G KOk 1 1)
FRPREITT -

[0033]



CON 102604628 A OB P 4/8 5T

A
0 A
h S O‘C—N/\/\SI/S\ \N PFg |l Qo7
N @ | / \\ (0] SI\O/\
= /N Pz 0 e \\C_N/\/

Ir. \\ \ 7 H O/\

F’FB\N NH I ® ) A~
| | 2 THF, 80je ' SN g o™

2 ~ 2 0 A

N
(ARET
AY

ALk
323

[0034]  HL AN 7 o5 nT WoOGYu [ B R R L & 5 5 R IR N 2k = A IS b e MY
SRR 80-100°C R W 24-72 /NI, 45 B I HCC & PRk bt 5 — AR GRoR T 7E DU Sk
Mg VR A, IR PEEE 10-24 /NI, H B 2B 0 R AR IE R b BB PR B R S R
P2k = AR, RIAF 21 FIR v H T A4 g g e m] 8 7 LAk — ik

[0035] T SH - Hb BRAR AN S B LRI AR, T TR I B A S R 0 DB AR B I
BORTT % HAREEG i TR E , 40 M A S i o R S8 S it 451 AN BRI A % B
[0036]  SEjiifsl] 1 < i Ea m]IAAKBL SV 4

[0037]  a)5- A3k —1, 10— A1 FEME R AR ] 4%

[0038]  {E[AJELEHET A 5g 1, 10— SBAEMEIRIK A1), DN 30m 1 HRAT BV A 4R Jim 14835
N 15m1 R MRAH I, NP i AE FoRL RS AR FEAE 160-170°C, [ MV [RIAE 2 /N o OB 5EHE, {4
HIZR R, 2 JF R s e N VKK IR EE R 10 % I S 8 AL R pH R 4 3. BT HE I
FEYIIE N =), #hyE, SRR L 8. 153 58 (88% ) Wk A ll 1. GC-MS (EI-m/
z) RRAE 225, FiS{E :225. 2,

[0039]  b)5- 2 Jk —1, 10— SBIEMEHK (apt) [IHH#

[0040]  #£1.0g 5-fifd&k -1, 10— SBIEME MRS AAAE 30ml JL/K ZBEH, A 0. 2g 5% Pd/C
e, FEESARY FINAE] 70°C, RIGZEF I 10m] TE/K LB 10ml KA BHE S B3R
SN Bho [N 58 G, Ve H) A E L, i E R Pd/C AL, FH CBEVEREUR . B IE s £
KRGy LTE, V10, B H S LA, Shk, T8, 19 5 (1A (0.67g,76% ) o 'H NMR (400MHz,
CDC1,)9. 21(d, 1H), 8. 95(d, 1H),8. 28 (d, 1H) , 7. 99 (d, 1H) , 7. 66 (dd, 1H) , 7. 52 (dd, 1H) ,
6.9 (s, 1H) ,4. 3(s,2H) .

[0041]  ¢) BiE 1 ([Tr (dfppy) ,apt] PRy ) I

[0042]
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1 Ir(dfppy).apt]*PFg
[0043]  FREL 2-(2' ,4' - ZJFEHEE) MERE 3. 3mmol, 1rCl, » 3H,01. 4mmol K2 S H, AN
A 2= CEIECEERKIREY (3 0 1,v/v), 100-120 CE AR BRSOV 24 /J\HTZ-EE
W R AR R VA E 22 = AR S DTE IR, K OB Bk, 159 2 A R Bk
WAL EY .
[0044]  FREUEK — S M4 0. 15mmol Fi1 5— Z3E —1, 10— ABIEMEME (apt) 0. 375mmol fp A
B N, B 16ml CH,CL, FIFFEERRGER 2 0 1, v/v), BEBEFE R R, 3-5 /)
I, BRI, N 5 5 A /S TR R R (KPF,) , RS FEL) | /NI i, IR e 2% 1 25
F), A AR IR S T4 10ml 19 CH,CL, A 8 15 25, VB IR R e 7% e 2=
WG TR E RN (&R R/ A ) 7 EsfgElait, % 67%. 'H NMR (400MHz,
CDCl,) : 6 =6.98(s,4H),7.05-7. 12 (m, 3H) , 7. 48-7. 51 (t, 1H) , 7. 70-7. 73 (m, 1H) , 7. 79 (d,
1H) , 7. 93-7. 99 (m, 4H) , 8. 21 (d, 1H) , 8. 26 (d, 2H) , 8. 42 (d, 1H) ;MS Maldi—tof) [m/z] : I ik
{8 :768. 435 M-PF,) , BB {H :767. 775 M-PE,) ,
[0045]  d) BCE) 2([Tr (ppy)apt] PRy ) HIHI A S ECEY | AHIA

[0046]

2 [Ir(ppy).apt]'PFg
[0047] 7 F 71 %. 'H NMR(400MHz, CDCl,) : 6 = 6.91-6.94 (m, 4H) ,6. 97-7. 05 (m,
4H), 7.09(s,1H),7.42-7.45(t,2H),7, 68-7. 73 (m, 2H) , 7. 84-7. 88 (t,2H) , 7. 90-7. 93 (t,
2H),8.12(d, 1H),8. 22(d, 2H) , 8. 37(d, 1H) , 8. 39 (d, 1H) ;MS Maldi—tof) [m/z] : M ik 14 :
696. 516 M-PF,) , BLI2{E :695. 813 (M-PF) .
[0048]  e) FLEH 3 ([Ir (tha)apt] PFy) Kl T7ESEAY 1 AHF.
[0049]

Prs I
6
N
///H’//
@\N

|/

NH,

2

3 [Ir(thg),apt]"PFg
[0050] % 63%. 'H NMR(400MHz, CDC1,) : 6 = 6.35(s,2H),6.85 (s, 1H),6.92(d, 2H),
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7. 17-7. 21 (m, 4H) , 7. 37-7. 41 (t, 2H) , 7. 54-7. 59 (m, 4H) , 7. 77-7. 87 (m, 4H) , 7. 98-8. 07 (m,
4H),8.31(d, 1H),8. 71(d, 1H) ;MSMaldi-tof) [m/z] :808. 375 (M-PF,), ¥ it {H :
807. 986 (M-PF,) »

[0051]  SEjifsl) 2 . HA AW A& DhRe B &G ] Y8 L A AR G KRL - (1) il &
[0052]  HLAAGE R+ 7S e ik R A i i A A S AL B B AR S R, 80 °C n A 2 Vs T
T IO\ IERE R 208, ZEAH FIVE R I 2-3 /NI o K15 3 TR A i A T ik, 7F
2K P, B S B DTS MBI SRR 2 (1 ¢ 12, v/v) KIVREWR A, 60°C hnduiif i
B, W45 B (IR -G ST T Hh I8 I ) Z VR 19 B0 B e AR B AL = A g Kok,
SHNERTE , Ri427E 70-100nm, FLA2Z1 4 3nm £24

[0053] HEKEC G5 R IR NI = SIS AE VUSRI 80°C M. 3 K, #4453 2 [ 4K
BCEttle 5 Fk — A A Kok 75 DY SR RS, iR HE 24 /N, TR B 5
LPEERIER EIEKBC AR 80 N5 = SRR, RIS 2] BB mT i/ FLgh
K ZAA IR, RiARAE T0-100nm, FLARZY4 2-3nm /Ay

[0054] S 3 AKECA PRI RS — 7] WOGIE IR (FUE 20 u M E S — & P
8, FE 2m] FELA PSR T 9O G I, 73 AR B SR 41 - m] DL R OGS, Wik 1a.
[0055]  SEjifhl] 4 AKECA P ZEOCR FHOCIEINE B E 20 u M S — R FRE R,
FE 2ml FLA YIS TG, 23 Bl 5Ot R SHG i K, 1k 2a.

[0056]  SEJfif 5 : FC & WA — A ARG KR 1 K2R 40 — W] WIS IR <AL E 0. Smg/
ml RIS Al — AT G KR KV, AL B 2ml Bl W0 v T2 He L, 43 1l
RECE YIRS - AT WR OGS, Wik 1b,

[0057]  SEJifA] 6 LA M)A A — A AR G KR (1) 56 R S G ISR <& 0. 5mg/m1 (1]
e & W2 B A RE AN KR 1 7KL BB 2m1 RS-0V T 9¢ ' Ee e L R, 43 S 0 7 i
G BOCR S EE K, i 2b,

[0058]  SEjddl] 7 LA A AL AR ARG RORL 1) 40 i A5 S

[0059]  RHI 1ml [¥I4H B s 7R BC il 2mg HIPC G P A — ARG R 7, W 2mg/m1 .
HY 100w L #0225 AT i W FE 1100 0 g/ml o 23 EX 2m1 5005 & 41 i 8 /NitJs H PBS 2%
MRIH VRGN MY 3-5 UK, A 405nm AR 48 AL SR EE g, 7 A%, IR EER R (A
T ARG 7 B R 40 M 2 0 M, 43 AT 70 40 M 5 X Bk

[0060]  SEjfifs] 8 [ ALt S ALRELN KR TR ME S

[0061]  HUGTZCHA ¥ A 5988 40 i USTMG B2 FirE 96 FLAN B 7l b (1 X 10° M40 / £L)
1E 5% C0,, 3TCFIFE 24 /Mo FLADIAA S ALEEGIKR - (1001 1/ fL, & 1% HEPES)
437 EL 50, 100, 150, 200 b g/ml [ BE I B SL 50 AH 40 rh o #5751 % HEPES ) MEM 35 5%
(100w 1/ 4L) MBI A48 b o 4 MUAE 5% CO, 37°CRERELFE 24 /N 5, B Al
BIA 101 1 MTT (5mg/ml), £ 5% CO, 37C T HIFE 4 /ARG RALINA 10% SDS (100 1 1/
L), ERIRTE 12 /M. HZIhBEREFRIY Tecan Infinite M200 Jl5E 690nm 7 K T kR
55 ALY 0D570 (WROBHE )

[0062]  $%Z AT A R 40 M A K AT 5

[0063]  4HfAfFiGE (%) = (SEEALMEOC A / A B IO 6 P48 ) X 100,
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150 ug/mL

V771 0 ug/mL
S5

%

E=3100 ug/mL
([T 150 ug/mL
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