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Scheme 1 The synthetic route of the inter mediates and target compounds
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1.1 {UEFFKF

UV-2501(PC) S BUZSP-a] WLAFS G BETH( H AR B HE 2wl ) s FTIR8900 H i HL M- 284 21 S A ( H
A BT ) s Mercury-400 B REIARX (SE[E Varian 24 F]) o

S-RIRMERE , ARG, W B A R R 2 R Hee R S e bt W B R D7 R BE A2 E IR A
A 5 IS A 1,2- 95 obefd AT 25 5 S- 90 R I WE , /K E 45 i, mp 281 C s BRIR P A RIS T S-4F 2 4k
HHE-10,15,20- = (0 HUAER AR AL ) i (1) A S-40 (2-1R AR ) 2R 35-10,15,20- = (f FH A B0 ) np
mR(2) ZBEOCHRL 6 ] 07 1E 5 o
1.2 5-[2-(5-FmpRMERE-3-B) ZEREXE]-10,15,20-= (4-FEEXE ) IMK (3) WEK

JIA S-RMERE 130 mg(1 mmol ) F1 N, N'-— I FE Bt (DMF ) 30 mL - 100 mL 4B B,
I, fE i S-FURMEBER R o FEIAKE B B TEKK,CO5166 mg(1.2 mmol ) , i 80 °C HL B4
JNE 1 h (55 hR W IE A R AR, SR [ A 100 mg (0. 12 mmol) 5-4B(2-75 £ & 3 ) 7K %E-10, 15,
20-= (4-FH A FEIREL) Dbk (2) , FHIR ZE 120 °C,10 h J545 1k 0 o 30, FAR AT NaCl 7 ER T, $hE , 7K
Ve, AT EE A o MU AR 635 40 2, U 05 S5 IV B RFR L 1001 AYTR A& ROk vE , IR 55 —
R 28 e, TR 17 mg SO GARILEY) 3,77 5K 16% .
1.3 & EAMNWK-5-580 R RE 3a.3b Y& EY

FREUL G 3 49. 6 mg(0. 056 mmol ) ¥5 T 20 mL — & H &eH, Il A 110. 8 mg(0. 56 mmol ) SEAbiH 1A
T DMF ] SR A RV, R RERERE T TR, By 2 e Y5, KR, A0 KW ZE T HL a HEf S5TN
AR LE S 5+ 1 AYTR IR UEI o OB SR S (77 | ek 28 R 28 BV, TR (T {4 3a 41. 8 mg, 7
7 80.4% , #% bR J5 1, 11102, 9 mg(0. 56 mmol ) ZFRFFAE E AL , 13 L LL I {4 3b 35.7 mg, =4
N 67.9%
1.4 HUEEMESE

WAL 16 AR AR 75 i Il i A LR AS49 s 40 LBk Bel7402 F1 45 Ji7 68 4t M itk HCT-8 , J Ji
B ARSI 3 R AR 10% /N I 75 B9 RPMI-1640 85 2 W BL s Ry 1.5 x 10° 4~/ mL (1 40 LB
FeFh T 96 FLEEFRARN , BALAERN 180 wL(% 2700 MR LHM) ,37 CT 5% CO, FAEEREFE 24 h, LI
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IR A 20 WL, BEFIAE L -FAT 3 AL, BALAARBUY 200 L, 1640 55 FRB0RN A2 , (AT A i 20 W2
10 mg/L, 5 BEBHPERS R4 o BT 37 CHAE T 5% CORBEHE IR 48 ho 57 LIZHTH, BEFLINA 100 pL
BrEERCH] 1 0.5 /L MTT JCIL i HiFR 9 ( Fl RPMI-1640 B, BEYEIRAT T - 20 °C) o 37 CHRLLET IR
4 h,/NGFEE BRI IFIA 150 WL — R (DMSO ) 35 i B ( formazon ) YLTE , IR HE 75 Uk

TR ST AR EIRE P 570 nm AR YEE B (OD) o AJGEY bR A0 i 77 %t B4, 31525 P a
IR 0 o o) %

A 9 KT = QD XEIE = OD 58

iR L KA % = 5o o g X 100
TEUCIER, 1, UE— 2500 2 R I BT S0% HORE R ER T4 BOI I8 (105, ) SE 50, DA FEIIRE B
B40.08.0.4.2.,10 F1150 me/T RN 96 FLEEFARPY , AWKEETAT 3 AL, oy ikl b, 5

B 570 nm A HOEHE((OD) , i3 Excel i) Forecast 151 10 i
2 4iR5ihe

2.1 BHRUEWHEHRIE

A543, UV-Vis(CHCL,) , A ,,./nm; Soret band 421. 4 ,Q band 517. 5,553. 8,592. 3,648. 8;;IR(KBr) ,
o/cm”':3473.80 (N—H) , 2922. 16, 2850. 79 ( C—H ,—CH,—) , 1637. 56 ( C=0 in 5-FU), 1506. 41,
1465. 90 ( benzene ring and porphyrin ring C=C ), 1379.10 (C—N), 1246.02 (C—0—C) ;' H NMR
(CDCL, ,400 MHz) ,8:2. 714(s,2H,, porphyrin N—H) ,4. 082 (m,9H +2H,30CH, + OCH, ) ,4. 309 ~4. 322
(m,2H,—NCH, ) ,7.289 ~7. 421 (m ,6H +4H,3Ar-m-H + AtO-0,m ,p-H) ,7.759(s,1H,C—H in 5-FU) ,
7.997 ~8.230(m,6H,3Ar-0-H) ,8. 683 ~8. 860( m,8H, pyrrole-H)

{4 3a: UV-Vis (CHCL, ) , A,,,./nm: Soret band 480. 4, Q band 585.0,622.0; IR (KBr) ,o/cm ™"
3423.65(N—H) ,2920. 23 (C—H,—CH,—) ,1637. 56 ( C==0 in 5-FU) , 1415. 15,1492. 90 ( benzene ring
and porphyrin ring C=C) ,1380. 10(C—N) ,1248. 02( C—0—C) ,1006. 84 (Mn—N) ,

fb44) 3b: UV-Vis (CHCL, ) , A,,./nm: Soret band 422.6,Q band 549.8,589.4 ;IR (KBr) ,o/cm ™"
3448.72(N—H) , 2920. 23, 2850. 79 (C—H,—CH,—) , 1653.00 ( C=0 in 5-FU), 1458. 18, 1516. 05,
1568. 13 ( benzene ring and porphyrin ring C=C ), 1381.03 (C—N), 1244.09 ( C—0—C ), 995. 27
(Zn—N) ;'"H NMR(CDCL, ,400 MHz) ,8:4. 025 ~4. 069(m,9H +2H ,30CH, + OCH, ) ,4. 314 ~4. 328 (m,
2H,—NCH,),7.208 ~7.385 (m,6H + 4H,3Ar-m-H + ArO-0,m, p-H) ,7.745 (s, 1H, C—H in 5-FU),
7.923 ~8.191(m,6H,3Ar-0-H) ,8. 732 ~8.937(m,8H, pyrrole-H)

M IR ZR ST WGSBS AT LUE B 1) 6B Y 3 B IMGTE A — > Soret 17 F1 4 4> Q 7Y o R4
Gouterman [1 PU %38 A7 7 JAE 421, 4 nm Kb AT 2 Soret 7, B al w( ) -eg(or ™) L FBRAE =4, IH
JE& R NRER P ar-r ™ BRAT IS L IR A IO IS AE 500 ~ 650 nm Z [A] 1 J2& Q 4f7, 1 a2 () -eg
(") BRI A, HE A NRIR N - ™ BRI B 28— L PR A 2) (B W) 3 LG &8 3 FIE ik
4 3a F13b J5, MGG QLQIVHTTH R . S HT IR, Zn " Mn®" J& d, A M &R E T, 4 5 B |
B C LIS, TE IN—MERE , BiC 5 WIS PR A AR A2 1L, FLBERAE IR , 73 5 BB Y 70 R BE s/, ) O B2 1
i, Q Al B H AR D, LA QLOIV IS ™ 53) LA 3b A LL, AL A9 3a () Soret 4 B B2 B
Z480. 4 nm,, ARAT IR < R4 IR BT IR S T2 AR KNI S Mn® T (88 pm) >Zn®* (74 pm) |, i
HLGME Mn®* (1.5) <Zn®* (1.6) , BRIHAR X M 240 L 1 SR RE 1 455, (A5 WL B 45 5 U [l PSR
AT | 2 A MNBERER 1) F, 722 % B Ty, B RN B 94 F, 7 BR O Pl o 2 B RE 2, {45 Soret LS,
Rk, fE A9 3a BA SRR S RRAE

IR L1806 1 BHE 7T LA AR AL A W 3 v, B YRR A RSO0 BT 1637.56 em ' 7E
1246. 02 om ™" Jb A5 TRk B ) SRURRAE M i, 52T 5-FU 2 LUBE S 19 T3 5 MBIt ) 2 S BEARIE o
ML AW 3a A1 3b HILLAMGIERE , 43578 1006. 84 F1995. 27 em ™' &b Hy B T 347 Y 5 1 45 i 3h W i
W , 120 U1 Jgg T N—Mn S FIIN—Zn 85 (18 FRAE IR AT, X SO AR 12 B, 5 1 1 A 1) 4 I PN PSC 5490 o
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ZMSCHRL 6 I XA 3 71 3b M RESIR S5 UE T T IR, t LR Bl aT LUA A3 3 rhikek
HAN—HEEA AR 6 - 2. 714 40, I JE i TIMHER A RIR o B TIRR ST T, 27 4
— /RT3, TIRRER A ) NH AR TAR 5 A B X, Rt NH B0 a i #e 1o) i i 8 8l , B 2 1
275U TMS (6 0. 00) 1537, i & M. MIAEfL a4 3b Fragidiis 0 , U W A= 18 138 ) <6 N i &
Yy 517 5-FU HEIN—H i T304 LA BRI, SCe 9 8 M IE, Rife 9 KLE o (i T2 posm , Bl
FESU/N IR 78 H K
2.2 BirML AR A D iE

orpliER T AL G 3 3a 1 3b Xl I AUk AS49 R 2RI BR Bel7402 FIN GG i 4tk HCT-
8 [ I P, AR AR LR 1o G 2RARIT 1) RERL MR ) 10 me/L i, BRALAS W) 3 X AS49 if R T
A1, 3 TR AT IR 3 T A MOAR I A — 2 BOIIR A F  AELAI S M AR T BH P S IR 2y S-SRI IE , to ok
PSR AR, S0 IR P RS MNR-5-FU A £ 9k A0 B A ARSER Py e P, X ok 3 7ol 40 e i
FEVERZE 0 HL e A AR A0 6 375 PR 7 )5 2 AR PP AT 52) MNBRRESCAAR 3a Xof 3 7l 200 0 ik F) 410 4] 2 ] 2
TG 3 M 3b AR5 5 50. 15% \55. 35% H1 31. 27% , Ui W MRkAL5 ) (9 BE I8 3 145 s
R BT 5 A NSO T8 200 0 B 0 7 PR B R ORI R R B AR 2 53) AL A ) 3a Xk S M e
Jatk HCT-8 R4 3w, O 55. 35% , R BRI AL 5 W AOAT A 136 P HAT — 2 A e, AN T 19
TR A0 5 R ALEE AT REAS— " o AT XM T 50% ML) 3a EFT RO 5 1G5, 920,
LR AR MO A5 R 20 bR HCT-8 [y ~F ik 2 1C5, 04 17. 8 mg/L, HoAT —E AL RE VR
AT IIBUAHE AN ] LA B B KA X0 470 B 6 M ) S I AEAE AT

*1 £A%W3.3a.3b Xf A549 Bel7402 HCT-8 gyl =
Table 1 Inhibition rates of compound 3, 3a and 3b to A549, Bel7402 and HCT-8

Compound Inhibition rates to Bel7402/% Inhibition rates to A549/% Inhibition rates to HCT-8/%
3 7.60 1.36 -5.06
3a 50.15 55.35 31.27
3b 4.75 4.90 0.41
5-FU 70.57 70.38 68.32
3 4 ik

BTl S-SRUR I 0 1 OB B G 2 4 RO 2 « R BE NN, 3 3 B AL 7
WIS R REREIERT T FAE . 5 11 el IR TORR R L, 5 TR HRCT-8 [ 4B 0 410 v 1C.,
17. 8 /L, FUA BT BB MR , 76 A8 I 7 AU LA Y E RO T

By AR E P B B AR I AT T B K 24 55k s K A s B
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Synthesis and Antitumor Activity of Porphyrin
Modified with 5-Fluorouracil

REN Lilei“ , PENG Xiaoxia, ZHAO Xiuli, ZHU Hongmei
( Faculty of Chemistry and Material Science , Langfang Teachers University , Hebei , Langfang 065000 , China)

Abstract The porphyrin modified with 5-fluorouracil (5-[ 2-( 5-fluorouracil-3-yl ) -ethoxyphenyl ]-10,15 ,20-
tri ( 4-methoxyphenyl ) porphyrin ) and its two metal porphyrin complexes: 5-[ 2-( 5-fluorouracil-3-yl)-
ethoxyphenyl |-10,15 ,20-tri (4-methoxyphenyl ) Mn porphyrin and 5-[ 2-( 5-fluorouracil-3-yl ) -ethoxyphenyl ] -
10,15 ,20-tri (4-methoxyphenyl ) Zn porphyrin were synthesized. The structures of the three compounds were
characterized by ultraviolet visible spectroscopy ( UV-Vis ), infred spectroscopy (IR) and proton nuclear
magnetic resonance spectroscopy ('H NMR). The antitumor activities of these compounds to A549 , Bel7402,
HCT-8 were tested using the methyl thiazolyl tetrazolium ( MTT) method. The results show that the 1Cs, value
of Mn porphyrin to HCT-8 is 17. 8 mg/L.

Keywords porphyrin;fluorouracil ; antitumor activity
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