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T 67 8 7 AE G R RN 20 5. T HIUA R F COF kxS 254 fr 3t
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FE—A S, PR e Ge IR HAUE Be B e AR RE B AR
AR B T — B BE T4 — Fh 3R e I 3EAN A WU B2 RE 00 | £ J7 V26

Fi:

LU, $1,3,6,8-MU- CWHIZFEZEIE) -FE(PYTA)A 2,5 - FRFENS 2K — H g

(DHTP) MIAZRREERIH, AT
BB, BHTEAE LI, REETRM T HATIRER R WE. WIRIEH

R 2 K%

PIR=, BT IR, R REITERIGER . BT, B3

{4 ) TP-DFPA-COF.

[E—ANSEhtifl s, BB—h A 1 mmol 1,3,6,8-PU- (KHEFEAIL) -EEHmA
TRIERIE T RS RSN 1.5 mmol, LTI HEA 0.2~3 mol.
E—Naitfp o, DR RN EIEFIA 1 4 AR = OREEE
TEESIETERRESRR, k14 CEARSH =R G RS
IE T EE AR 9(0.1:1)~(10:1), & 10 mL [FVRA 0 B AR 1 s &N
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0.1~1g.

[E—Asziififplr, DB ETIN 3-6 M B ZERAKIE, FTidie &7
TR Z LR 102 (0 .5~2),

FE— ANt AR R AR IR [A] A 2~ 10min, B TRISALA 1~
Smin; MEZRISE]JY 1~10min; IIFSB AR 90~180°C, MK S ML 8] Jy
48~96h.

FE—ANSgtfrh, BER =R SE BEERIE T DMF. PUE PRI 20, 3%
Ve &N 100 Z 58 [ M AYI%T S DMF 5-20 mL, PUZBRIR 1-5 Z T+ 2% 1-5
=Tt

FE—ASLtif vy, Pk e R A AR ZEAT R 2% S B 200 -
Q@@@g
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N

TP-DFPA-COF
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&
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e Siatine
A 7 — H AE T 52 —Fh Bk 10 360 E B BT SEA E A UHEZE M RLE 174K
P AP E R ERIE 259 N H
A B 5 — H AE T 1AL —Fh Frik i) 5 B 58 B 2L 0B HUHE ZE A REE §ill &
FH 36 7 9 0 A0 vy PR BRI 29 IR L o
gE FRWFTEHEART R, KK RS S SRR N
—. EHARTREE—ANBAREEE N A E, AR ELR PIHER
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(1) AR WIHRALZ TP-DFPA-COF MM 2E 45 =

(2) AR WIFEAE TP-DFPA-COF #1RH A% U 2548 R IR T i IR IRAE 2
VIRl 2 5%

(3) AKHIWIRHE | TP-DFPA-COF A1 RM A& Fh i 25 Sia yT i IR IR
REL5W )G, (EARAN S REPERE Ty THT B S

(4 ARWIABTRA RS 2 ae 71 Bt L .

(5) AR BA S HEA ROt COF MEHNGBUPIRF R, W& (90%
LA LD, RIBABORE| e A ERME,  HUSeR AT DA 20RE

(6) AR ] COF #BHESMATHLIEFIAUK A BAT R UF A 0 e AR e 1
LT PR AT o U

(7D AR WU 25 AN PRI 245353 1 FLE 1 e AH B 15897
TRy, SRR EEEM R R RS S AV TR AR T, R
M T R R AL B, IR BT A RN 23 7 1. JF HATRL
Xt P o R A A A R, HLT DLIABR = i 3R (67%-80%, B 14
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109850; etc.)

(8) AKW] COF MBItk N, XA & &k, A 13 Al LR =
PRRARFEIAF) 250 ug mL™ B, GHAAAE B AT LA 2] 95% LA b BB iZARER
A RUFHIAEYHENE, R AME 12 7 LUE iR 7 R 8] a] BL 2454
FI5E R WIHZAMRHERAT A B CR .
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(1) AR IIFARTT A 5 BTG A RDLAME Y AR EARTT &
et BAT BRI LAE . COF MR AEYIAeAELr, ARG IRERZ
PR ZIRE T, IR BRI (AT 2 AR S 5 B B PR 7T, BRI SE B %44
RHO B AME .

(2) AR RIEARTT SIS T B AL N BARZE H

(3) ARMRIBARTT MR T AT B R B2 R AR I
PR : A B HORTT i d 1 DT COF MR 25 Y& 2R 1A, 7]
CASEEUAR s I 2P B, 3X A COF a2yt it AR LF i) 2 % .

HIRARAIAE, DA — AR ANE SCR 205 5l S 7 9] P AR 1
FEASBER AR 2 TF o

Bk Pl . B

Eb AL PR BT P 5 N 5 B o IR BRAS B B S B — 38y, o T R R AR TT
HISERfB], I5 U — A TR AT B SR B

B 1 R AR W SE it 51 S B 1 B e AL AN A UAE ZE AR il £ TR B

P 2 A A B St B B AL P & 78 ) TP-DFPA-COF ) PXRD 148 BB Ab B i
) PXRD B F. H, K 2A:TP-DFPA-COF 7”& &, K 2B: Imol L™ HC1 4bFE

7

J5 i) TP-DFPA-COF 7~ &, & 2C: 1mol L' NaOH 4b3 J5 ) TP-DFPA-COF )k
=,

K 3 J2 Ak B St 5 B AL ) TP-DFPA-COF 1% COF 1%k 5-FU LA K AO 24
Yi)a ) PXRD 51, Hrr, & 3A thdyseitif] 7 o) TP-DFPA-COF fJ PXRD
K, B 3B #iZk N seitifsl 7 FR i3 5-FU 25%)5 1) TP-DFPA-COF [ PXRD A,
K 3C Higeo sty 7 1 EIE AO 25¥))5 i) TP-DFPA-COF K PXRD .

] 4 J& A K B SEt B SR 5-FURBERE (5-FU). TP-DFPA-COF A1 COF 1
4 5-FU Ja 2 /Mo 1
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B 5 AR B St o) S (1) 9 R EE. (AO)~ TP-DFPA-COF 1 COF 413 5-FU
Ja B LL AR AT ]

K 6 2 A K B St sl $E 4L ) COF #4kHE) BET 5 &l.

K 7 AR B SRR A 1 COF 58 R il AN R S K B

K 8 fE AR B St gl $E 4 i) COF APk g ], Horh, 8 8A Jv COF #4
Kl 200 nm ¥R SEM SR, & 8B A COF #18F 1 um 3R R ) SEM T35
A

B 9 S A R W S Htg) S 4L 1) ] 8 D COF AR #E 0#T IE

K10 fe Ak WSzl 4t 5-FU. AO HI#REE DL K COF 1% 5-FU. AO
IE ST . Hd, B 10A N5#E 5-FU 5 # COF(5-FU@TP-DFPA-COF)Fl
5-FU #EXTHE K, I 10B N % AO J5#) COF(AO@TP-DFPA-COF)f1 AO #\ i
it R

B 11 A 2 B St 5 32 43 (1) TP-DFPA-COF LA K 7% 5-FU Al AO J= f#) XPS
& Forb I 11A 24 TP-DFPA-COF (1) XPS K; i 11B S5 TP-DFPA-COF f1#% 5-FU
J& ) TP-DFPA-COF XPS K; K 11C Jy TP-DFPA-COF 3% AO 51 XPS K.

12 27k BH SE e $2 3Li¥) TP-DFPA-COF 3% 5-FU Al AO Z54 )5 IRE i
.

13 2 A WS (9 B (4L () AN [ B2 1Y) COF A4 REXT MCF-7 48 Jifd ) 2 7 43
HrcdE s

B 14 J& A K B St #2461 TP-DFPA-COF %1% 5-FU J5, ANFEWKE 5-FU
Xt B BRI A B16F10 175 20 i a7 1

H AR A

A IR BB RPE IS R Re s SN Syt T 4l A Y IR
A R ARSIt 7 AR AR A T B o AL T T 83 o e 3R AR 22 BAR AR S LA
T 7870 AR A R W] (B AR W e LULR 22 A [ T2 e i 3 1 At 7 2ok s

8



WO P
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R T AR H LA SR B

— A TR E RN 75 1A K B ane] HARSEI, %350 75 2 XA
T SRR AR 7 AT FE T 3548 0 A 4 B0 B S M 1

AR IR — MR e R AV IEZE R R, gt (1) PR:
é}}{}rﬁ}f{}ﬁgj

.
=N
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P TP-DFPA-COF N‘?"@"
N ¥
2 8
AR
mﬁ{}wj}J<3ﬁ%5
: , (D
FCE BEHR H AUE Be B BUAEE Be TR,
WE 1R, ARSI RCE fe 3L A HUHEZEA RL I i) 28 7 5
S101, ¥ 1,3,6,8-VU- (XfzFE2EIE) -EE(PYTA)A 2,5 - —FRbxf R — HE
(DHTP) MAZNRAERF, IIAMET;
S102, FATHA LM, REHEAEITHERR IR AURITRE 2 Ik

S103, PEEHATINAR N, MMNERSITHEFIGT. BT, 53K
1] TP-DFPA-COF.
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Q
e Vad Cady "b

Pk, 1mmn36mm<ﬁ5% B FEFINN 2,5 - EREE IR
R & 1.5 mmol, HEWFIHHEY 0.2~3 mol.

PRIERT, AR A2 2~10min, WA RN 1~5min;  fE R[]
N 1~10min; JRAS IR E N 90~180°C, Jn#A Bl ] 48 ~96h.

RN, RPGEAEFRITTLON 1,4 8NN S = HRES & X EIE
TEERNRA AR, HAP AR N0.1:1)~(10:1), 4 10 mL KR H 2 B
RS TEN 0.1~ 1g.

PRI, TN 3-6 M I ZBRAEIR, iR &7 5 AR
EEN 10: (0.5~2).

PRI, RGP DMF. DUERKIRE R 2.8, E7PEH RN 100
Z 50 R MR DMF 5-20 mL, DYZ KA 1-5 ZTHH 48 1-5 Z T

IR J7 V45 1K) TP-DFPA-COF /™ it I RSF A 20~500 nm,  E35 9 RURLIR o

IR TV A B COF APRHME S B A Bt i JRIRIE 2590 i R F

BT 90 2P AR R T S-SR E (5-FU) SRIERS | B [y iEnd | 2 2
HER. MRER. SEE. MERET. Bm. BER. S, BRHE.
fhZE 25, ZMAE. RE. HifME. . R, ). JRE HE
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Beii. MEHE R D. MIER. KITAT. W RER. FRIUEMS T —Fei 2 f
FHEEDD

FITIR BRI o R BRE 1) 25 ) AL FEAR AR T B (AO) AT Ay ZRIR By
EET . ROKALTR. ZERE AT FBEERIR B FA 12 o

AR B B 2R AT T A = PR IR R R T B dE IR . B, &
MR W PHEEJE. FLARME. B, RUSIARE. SHum. BoR. DhEUE. &
B . BRARRE. BEMUE. SR, BOUE. SR EIRERE. @ RAE
RPESE AT o AR B B 25 s v B 2 1 245900 B 23 R o 288 R AR A1 197 FH i 422 1 A2
o WRERYL, AR W25 ARAS 15 BR T Al v R R P R Ry, ]
e FC R B F A =TT LA

T A TUEWIAR R B AR T7 RIS PRI RN E, 1235 40 A X ORI B
SRAFLARTT F AT BARF= iy B SRR b 1 B S

STt 1

EITIE: EH=HR: 1 4 ZEARERRH LHEAERF (2 mL)
TN 1,3,6,8-VU-(F i R4 38 )-EE(PYTA) 28.3 mg A 2,5 - —¥2 55 2K — H & (DHTP)
16.6 mg, SRJEIIN 0.2 mL ] 6M H) LFRAKIEWAE AT, S 2min, 28576
AT AR - VRIS AR 2 0, Her AR R IN 18] 24 2 min, fEVRIN )24 4min.
BT 120CH#AT OV, o JEIFH DMF. DUERIEBESR, 19200 0ok
K COF F=iti, 772N 96%.
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O _‘; TP-DFPA-COF

g &
=St

COF 43 #f7:

B 2A AsZifs] 1 54 ) TP-DFPA-COF () PXRD K, i@ it PXRD ik a]
PAE BITE 2.9° 8 A — MR SR IATHTIE, UESE T iZ AN R A & R4 ik
& 2B A1 2C ) PXRD ilE#H T 1% COF 7E 3R Ao b 2% 1 N kSR A2

& 3 & R COF B MR ], 1510 em™ K] C=N S&R W& T COF #4
BRI E R

& 6 AR BET B, W UG Akl R A BGa I LR AR AR AL, A
FT BB VERRIEL S, 5 T MY 5 I RE R IERH 1%, RN KR FLE
NEN TR T RIEFFS.

7 79 COF W GO BRI SR B, Ui B 1 1% COF A A 3R O6ME
T, AT RMERTOGIRET .

Kl 8 A pk COF IR B s I A o Fe B 5508 R W1 & Bk IY) COF B 35—
HIRURCIR GG R, RSTAE 200 nm A4 . i, 14 8A Jy COF #4 8} 200 nm #r /T
] SEM JESE, & 8B Jy COF #4K} 1 pum A3 U ) SEM JESA.

9 f&1% COF HIIME AT, PLBHTE 400°C LA ZAM R IR e, AHAR
T #geE M
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St 2

A S 5 ] 1 BFIXATE T =R 1 4- ZEOSIHARE Y 1:2
(2mL), JOA 0.1 mL (] 6M ] ZFR/KIEIRAE 9 EAA], 7728 90%.

AR SR AR R S 5] 1 AE T

S5 3

A St 5 St 1 FIX HIET: 0.3 mL K 6M K ZBR/KIERAE ML,
BT T AT 150 CRHAT N, 25N 95%.

AR St T AR IR S S 1 AE T

STt 4

A St 5 st 1 X BIZET: 0.2 mL K 3M K ZERKVEBRAE AL,
BT FEAF 90CHATRIL, 723N 91%.

AR ST T AR A R S S 1 AH T

STt 5

AR5 S 1 X TE T AR SRR T AR N R B, AR
LA 1:1 (2mL), 0.3 mL ] 6M K ZERKEBIER, 72% N 91%.

AR ST T AR A R S 5] 1 AH T

STt 6

AR S S 1 B XONAE T AR SRR T AR N R B, AR
tEv 1:1 (D mL), M EHN 150°C, 773 89%.

AR SR T AR A R S S 1 AH T

STt 7

4 200mg [ 5-FU #1 15mg [ COF JIAZ] 10 mL BJIECREEwE A, =i
P3N R, g, BERREhZEPERK (PBS) WA Z A 5-FU. KRR AHT
Jees H o

K3 A &A1 3 B #4755l st 7 #1#) TP-DFPA-COF #13% 5-Fu Hif
JE ] PXRD &, 10-30°C I L RFAEUE )47 AE Ui W] 178K 5-FU 1) COF #1 8L A7 1E
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5-FU {75406, UESE T 5-FU 259080 D 51 48

4 74 TP-DFPA-COF 1%, 5-FU i JG Al 5-FU 437 BILLAMR ISR FR AL, 1660
cm” [¥) C=0 SMLULLEA T COF kLRI 61 %% 5-FU.

10A N 11#, 5-FU 5] COF(5-FU@TP-DFPA-COF)Fl 5-FU #X & % & &,
MEIFFRIELE H, COF 73 5-FU & & &1k 67 wt %,

St 5] 8

¥ 200mg ) AO 1 15mg [ COF A ZE] 10 mL f1E e, =it
3/ A, iy, DMSO ¥elk)E, FRBERHEZEEK (PBS) HhikZ RH AO,
W FE A R TR A o

K3 A izl 3 C 2o setif] 7 Hi) TP-DFPA-COF 1% AO fiJ5
(1] PXRD &, 15-30°C [#)3xX LeRFAE G IR 472 50 I 17 21 AO 1] COF MR A71E AO
TS, ESE T AO 2 Th fi#k.

& 5 4 TP-DFPA-COF 11 % AO Hi J5 1 AO 43T HIZL AN UK IR B, 1700 em!
¥ C=0 SRMLISIEAT 3085-2945 cm™ (LIS LA T COF MR I 6138 AO.

& 10B N 1%k AO J& i) COF(AO@TP-DFPA-COF)All AO #EE AHIE K], M A
R LAE H, COF K% AO & & =ik 80 wt %.

B 11 f A Kk ISt 3R 4L 1) TP-DFPA-COF DL f1#% 5-FU Al AO J& I XPS
& Horb | 11A 24 TP-DFPA-COF [ XPS & s i 11B 4 TP-DFPA-COF 1% 5-FU

J& ] TP-DFPA-COF XPS i ; K 11C Sy TP-DFPA-COF 1% AO J5 1) XPS K.

S it S5 R A5]

WSt 7 vh i) 5-FU@TP-DFPA-COF #H4T 5-FU 22 R scih it . 3%
wr:

¥ 20 mg 5-FU@TP-DFPA-COF JI A B —AN P& R4S B, B R BB A 50
mL PH=7.2 1] PBS W7 8, [ H 56 2700, Bl 7% 5. R HBE| 37°C
TR IRFEIR F1, 45 24 h BU—1K 0.1 mL PBS V&WRES, BUG, K&IAMFE 0.1 mL 46
PBS, HZ 5-FU W Bea. s E T 50T W60 Al
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IR H R LR S S AR U T, AR 5-FU vt i 28k ol AS H 5-FU 254K
B 73 5-FU@TP-DFPA-COF Z2F¢ 5-FU Z5WIIR IR .

K 12 #F A 282 5S-FU@TP-DFPA-COF B 5-FU 23R CR K, MK
HA] LU Y 5-FU@TP-DFPA-COF HAT TV 5-FU 292881k RE, 3 RIS AL
FEIL T7%H) 5-FU, /N KJE A LLSE &R 5-FU 254

¥ty 8 i) AO@TP-DFPA-COF #HT AO Z5W4Resit /v, S 1Rin
I

¥ 10 mg AO@TP-DFPA-COF A —AMFiFE AR B, W TR 100
mL PH=7.2 [{) PBS ({1 B, i H 52 4R, B2 R a8 N E] 37°C
ROTEIRPEIR 1, &F 24 h BU-—1K 0.2 mL PBS ¥ K5, BUG . AEF#ME 0.2 mL 46
PBS, H£ AO W/ Bisse 4. KR B T8N WGl 1A ik,
IR R LR S R AR U P, MRS AO ARk B ZR 5 AT LA Y AO 254k E, 3
1M 73t AO@TP-DFPA-COF 2R AO 2RI .

K 12 /1 B #1282 AO@TP-DFPA-COF Bl AO ZiWiRe R 1K, M A ]
LIE ) 5-FU@TP-DFPA-COF EHHUFI) AO M) hettae, 3 KRJanl LUBN
80%HJ AO, NKJE A LLE4REIN AO 259,

2 G A S 0 AR B R T SRk — B Rk .

ARG L EE 3 SRS

KM MTT %73 #t TP-DFPA-COF #4 ELXf MCF-7 4H i H)2:E . ¥ MCF-7 4
HTBAE B 5% CO2 i) 37°CIEIRIE TR A 5%, Hriiiarit 4% DMEM:
JEA BN 9:1 MIELBIRHATRCH] . g CREFL 510 £53% 24 /M, IO
WL AN R BE COF # it o K AlIfREs 77 24 /NI S, BELIIAN MTT 4k 88555
4 /NI . BRFTERUS, FEAFLTIIN 0.2 mL R IRV AR TS 20 VA R TR B AR, A
FH AR ASCIU B8 IR P8 3 T SR B 4 A T 3R

13 NI FR ) COF ARG 40 25 PR 1E P £cd . 45 R R R
FERIRE TR, MRS RAMAIRIE T 94%. K% COF MR EA R4 P 514
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KF MTT 9816382549 )5 B 5-FU@TP-DFPA-COF Xt B16F 10 J& 41 i /)
M. B BI6F10 QIRAE S 5% CO, K 37 CHHIERE FRFEH1E77, Hhssss
SRR DMEM: JRZEMIEA 9:1 RILL@IZHATEH] . Kanp (FEFL 5x 10 %
F5 24 /NEFIG, INNTEARIT IRV EE COF FEdh. 4ifRES 24 /N JE, BRFLIN
AN MTT 2888557 4 /M. B BIERUSE, 1AL 0.2 mL = IR AR 78
SIS AR SRR, ) R AR I R O FEE 3 T SR A5 4 PR A0 2

B 14 N EAFMEE 5-FU 1¥) COF #1810 T+ B16F10 J@ 4 i iR T7 BUR K .
PUETSMEBIEERY, 3T 5-FU [ COF A1l st 28 6 20 i 4 i LA E s 1)
HIHIER, 78 5-FU IRFEEACA 32 pg/mL FITEHL T, 85% LA I B 64 2080w 41 o A K
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