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[0025]  [&]3 AL A L AHNSORICal 27 4RI TC, i -

AfFxiernR
[0026] AL W FH IGURE AT E M S5 T A5 7= i AR A, ] e MR gl LR 7 12 ) 6 1

E2
O

[0027]  SZfEHBIL : &L 5 H3a.3b 3¢
_§ o
> HN—{J ©

§§ 3a
NH
4

H
o]

=
[ ] i Oj\ F HN—@—@
0028 F NaH, DMF
oij\):l], + % - O=?=\Nﬂ0
H

5-Fluorouracil 1

R0 HN—@—@
I WN—/_‘«O

H|'~.|—§0

3c

[0029] B4 5 - URmENE (BL 591, 2mmol) AL E (2mmol) |, 1 HL A H54 (6mmol) 75
5mL N,N- Z FHEE R (DME) HA, AR RTAE SR, 1t TLC Wl B 22 S B 45 A, 7K KR
K7, =SRG2 BUKAAS R, SR, FHTC/KIRRR BN T4, U e 7=k A WA, i
W PRI RT3 B A AR R AT 2L S H3a 3b B, KR 940 % o
[0030]  fk&5Wp3aZrArZids: 1TH NMR (DMSO-d6,600MHz) §9.92 (s, 1H) ,9.89 (s, 1H) ,8.13(d,
J=6.6Hz,1H) ,7.48-7.44 (m,4H) ,7.28-7.22(m,4H) ,4.10(t,J=7.4Hz,2H) ,3.97 (t,]J=
6.7Hz,2H) ,2.70(t,J=6.8Hz,2H) ,2.55(t,J="7.4Hz,2H) ,2.02(q,J=3.1Hz,6H) ,1.81(t,
J=2.9Hz,12H) ,1.74-1.67(m,12H) .LRMS calcd for C42H49FN404[M+Na]+715.36,found
715.36.
[0031] {5 W3b/ A 2ds . 1H NMR (DMSO-d6,600MHz) §11.78 (s, 1H) ,9.94 (s, 1H) ,8.02
(d,J=7.0Hz,1H) ,7.49-7.43 (m,2H) ,7.29-7.23 (m,2H) ,3.90(t,J=6.7Hz,2H) ,2.70(t,]J
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=6.7Hz,2H) ,2.03(p,J=3.1Hz,3H) ,1.82(d,J=3.3Hz,6H) ,1.75-1.68 (m, 6H) .LRMS
calcd for C23H26FN303[M+Na]+434.19,found 434.18.

[0032] (b5 ¥3c AT EdE : 1H NMR (DMSO-d6, 600MHz) §11.09(d, J=4.0Hz,1H) ,9.90 (s,
1H) ,7.84(t,J=5.0Hz,1H) ,7.49-7.43 (m,2H) ,7.28-7.23 (m,2H) ,4.06 (t,J=7.5Hz,2H) ,
2.56 (t,J=7.5Hz,2H) ,2.04 (p,J=3.4Hz,3H) ,1.83(d,J=3.1Hz,6H) ,1.75-1.69 (m, 6H)
.LRMS calcd for C23H26FN303[M+Na]+434.19,found 434.19.
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[0035]  1.5046 57k

[0036] R4 it Jon 40 it 25 . N30, HN12, Cal -27,HSC- 3.,

[0037]  Zutb & W (L& ¥3a.3b . 3e; (L &1 (G- SR .

[0038]  SCEGHRAEAN N : AR ARRIIHREE 40 A 207037 BED % CO, I PRIE A B 7 A Fh g TR 75 5
HOSBUE KIHragnfo b i, v LLOS LIRS FL3000 4N AR A 5 e EA TR0 , T4k 7=
ST B R 7T 4% 5 SR A S FIDMSOLA 10mMIT 3 BB T A A7 , A FR 4m i > AR R A e
(0,1.25,2.5,5,10uM) , X FEEH 2 i o4 FE UDMS O 75 i R s T A R A v S5 7748
/N, FHCCK8 MM 5 1o G b A T , DAIHEAS N 380 5 Wt AR I es 4n i 3 8 11 52
Wi o [FIIN, S0 S 3a i S LR SR8 45 Kb AT o0 B, THR L TC, fE, AR L BT A &
Pxet s 4R B S o
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[0040] £ SR GNIEL - K3 iTLAE H L (b & 3albui 4n i s e B e e &
1\3bAN3c s MEAN, A AP LA B ik B YO S PR s B s P o R s 2, 2K 3b AN 3 e i
FE YRR A BT 3P LR S R S W3al 1C, 45 R R IR (K2 FNIE3) b5
3afIC, fENT AR TSN IC, {8 , LA THN30MICal 2741l , 4. 5 ¥n3a iy IC, 53 5
7. 091uMAI6 . 536uM, I L AL TC (43 BIE21 . T2uMAI22. 78uM,

[0041]  FRSUEG A5 IR, AL IR BLI M S BR AT S SR A0 i i 45, O .,
FHr & 3alf Al R B AL 15 - HURMENE .
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