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H OE BN SRR ERATENG, FRITGEARIBERGILAY ., TRk ABREAEALFNASY, S A AT
B R TR W R = L B RS M X A e W BRI R, % % A (Mannich) BR 133 B B & % AR BBAT A M  ARIELLIL
K RN RE R AR IR T A R LM, R RIS R R R B R AR AT A e R R A MTT k% R B R
F R AT A M 3T AL T 5 fm Rk HCT116 A 5 20 A bk AB49 AT % 2m Rk HepG2 9 3§ 74 1 A8 A, 5F +F 3 Jan 41 R
(ICx) ; VAH22 M JB A7 95 1 RAARA , R ERF Z A LT (FFH A 100 mgkg) 9k A E. 2R E5R6ANASERE
FRATBAT M), A A 8-(N-BR TI) - TR B IR -5,7,4'-ZF I -6-F ALFHE 8-(N-F K )-LFHAIHK-5,7,4-Z#HK-6-F
FIFHE 8-(N,N-= T )- T WA I -5,7,4 - Z 5 K-6-F AAF X8 8-(N,N-=F I )-& F KA K-5,7,4'-Z 4 -6-FHA
T 8-(N-TH)-BF AR 5,74 - =5 L-6-F AL FHE 8-(N-ERA)-BFEMBL5,7,4' - = £ K-6-F AL FHE (R
KITANAM1~6), 5HBEREFEWE 6 MTEMGRKERN RIS, EMELHRE L EMH5~2042; L4 1.3.52F
HCT116 2a #Lé4 1Cs 3 4 (34.82 £3.27) . (16.21 £4.13) . (33.12 £ 3.25) umol/L, 3 5% T B B35 % #9 ICs[(45.23 £ 5.74) umol/L]; %+
AB549 2 14 1Cs0 %51 4 (37.05 £ 5.74) . (26.88 + 4.52) . (30.13 £ 6.23) pmol/L , 34 & T & 23 % 49 ICx[(53.24 + 6.34) pmol/L]; #F
HepG2 m it 6 1Cs0 o #1 # (23.74 £ 1.45) . (18.96 + 2.34) . (30.95 £ 2.87) umol/L , 34 3% T 5 &35 % 49 1C5[(48.98 + 2.58) pmol/L]; %
H22 I a4 9 s B9 #7955 %) 55.51 % \57.20% 49.15% , L3 & T H B F Z 038 5 (33.06% ) , LR 3 Mes L A %
BN E T B, il EARERGONBREFEZRABITEN T AW 3 5HAERRTERETZ ORI
Eh.
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Study on Synthesis and Anti-tumor Activity of 6 Kinds of Tectorigenin Mannich Base Derivatives
CHEN Shuai, YUAN Chongjun, LUO Sen, YU Mengyao, WANG Jia (Institute of Chinese Materia Medica,
Sichuan Academy of Chinese Medicine Science, Chengdu 610041, China)

ABSTRACT OBIJECTIVE: To conduct structural modification of tectorigenin to search for new compounds with anti-tumor
activity,. METHODS: Tectorigenin was used as a lead compound, and then added into amine reagents as ethanolamine,
methylamine, ethylamine, dimethylamine, diethylamine, n-propylamine and formaldehyde solution. Tectorigenin Mannich base
derivatives were synthesized by mannich reaction with as the lead compound. The structures of the derivatives were identified
according to IR, UV, MS and NMR data. Solubility of tectorigenin and its derivatives were investigated by solubility test method.
MTT assay was used to investigate the inhibitory effects of tectorigenin and its derivatives on the proliferation of human colon
cancer cell line HCT116, human lung cancer cell line A549 and human hepatoma cell line HepG2, and half inhibitory
concentration (ICs) was calculated. The inhibition rate of tectorigenin and its derivatives (100 mg/kg) on H22 hepatoma-bearing
mice in vivo was studied. RESULTS: Totally of 6 kinds of tectorigenin mannich base derivatives were synthesized, such as 8-
(N-hydroxyethyl) -methyleneamino-5, 7, 4’ -trihydroxy-6-methoxyisoflavone, 8- (N-methyl) -methyleneamino-5, 7, 4’ -trihydroxy-6-
methoxyisoflavone, 8-(N, N-diethyl)-methyleneamino-5,7,4’ -trihydroxy-6-methoxyisoflavone, 8-(N, N-dimethyl)-methyleneamino-
5, 7, 4’ -trihydroxy-6-methoxyisoflavone, 8- (N-ethyl) -methyleneamino-5, 7, 4’ -trihydroxy-6-methoxyisoflavone, 8- (N-propyl) -
methyleneamino-5, 7, 4’ -trihydroxy-6-methoxyisoflavone (compounds 1-6 in turn). Compared with tectorigenin, the water solubility
of six derivatives was significantly improved, and the solubility was 5-20 times higher than that of tectorigenin. ICs of compounds
1, 3 and 5 to HCT116 cells were (34.82 + 3.27), (16.21 £4.13), (33.12 + 3.25) pmol/L, which were stronger than that of
tectorigenin [(45.23 +5.74) pumol/L]; ICs of compounds 1, 3 and 5 to A549 cells were (37.05 £5.74), (26.88+4.52), (30.13 £
6.23) umol/L, which were stronger than that of tectorigenin
[(53.24 + 6.34) umol/L]; ICs of compounds 1, 3 and 5 to
HepG2 cells were (23.74 + 1.45), (18.96 +2.34), (30.95 £

2.87) pmol/L, which were stronger than that of tectorigenin
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HEVEE . TACh T, WG AR TR R4S 5 T [(48.98 + 2.58) pmol/L]. Compounds 1, 3 and 5 showed
K. HLIT:028-85237395, E-mail:86071401@qq.com higher inhibition rates (55.51% , 57.20% and 49.15% ) than
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tectorigenin (33.05% ) on H22 hepatoma-bearing mice, respectively. The other three compounds had no obvious advantage over

tectorigenin in anti-tumor activity. CONCLUSIONS: In this study, compounds 1, 3 and 5 of six tectorigenin mannich base

derivatives synthesized in this study have stronger antitumor activity than tectorigenin.

KEYWORDS Tectorigenin; Amine; Mannich base derivatives; Synthesis; Human colon cancer cell line HCT116; Human lung

cancer cell line A549; Human hepatoma cell line HepGZ2; Half inhibitory concentration; Mice; Anti-tumor rate

2 75 K (Tectorigenin) ¥ 24 5 T . & B H T,
FEFETSER SRR MG TR RS,
S A, B EN, SEEELAIR.
PURE PO PR PR T A S 2 FE PR B
PrAEUIESY 2R B 15 R OGS R A R 1 I A v
AT — E R AR s TR B S oy R I 5 R
Z0T AR 4 b SMMC-7721 3458 HAT B 5 54 7
FH; Thelen P 2&" IS (4R B 167 #1 BT 91 IR | 245
TR i 25 2 B K AT R 2 N 9 S 38 s Fang
R SEMRIF Y 2 B 15 R 0 2% LA AR M s AR A T 20 e 4y
%4 ; Zheng M 557 3% B 25 2 K ]l e 4 ) PR AR Ak
it 2 PR 75 10 R i 0 o) A A 4 DR o P i P R
i I 40 I T 4] R 25 E2 (PGE2) 477 A=, BIVAT 38 58 41 1 3
A M A AR R, E X IR ) & A R R E I RIER . W
FRUFH MTT Bb 27 088 DA 15 T SR B S5 B T 2 a4
XN R AR SGCTI01 MR, 45 5 /R 85 R v Xt
SGCT7901 4 A M /EM . (Hih T35 B8 Z KE
NEE R 2 MBI >, LA H C-5 \C-T i F ETE IR
N oy BB SEAL A e IR, B SRR T S R R e, PR
il G RN o PR, X 2 R R R Ak R s i, ]
AE 2R s MR HE R RGO A 2590 o

"% J8 # I (Mannich Jz i ) J&— 28 T B H) A HL
B RS TR A A A Y e A
HACE AN F N . 2 e A AT AR P w B
U 0 2 AR e TR SRR A K
PUAE R E R S RAWIEH R B AVE
REZENEREY, B G B R e —
e . 2 1 TR e S T 2R R R R SV T, 5 i
WR B AT, G R SRR A8
P H 55 IR W R HE S S 1, SR PR R A R C-8 i HB
HIEEUR , A S B R 2 R A tfr e . SR)E X%
AR TR SN AR BT R, 2 2 AT A W R e e
M L AR A Y. SRR 2 A
TAEI) G I 2 LI 1

1 ##l
1.1 {488

RRLC-6410 %13 5T 5k 14X (35 [E Agilent 23 w] ) 5 AV
1T 70 4% w6 4R B 3% (NMR) % (4% [ Bruker 2% 7 )
UV-2401PC Y2 5053560 BE AR FTIR8300 R 1 AR il
X ( H 7% Shimadzu 23 7] ) ; WRS-2 FEU BB o2 s 2 A3 ( |
T S IS B 5 4576 FRZA i) ) s CPA225D H4 Ha 1 R (i ]
FELZ I v 5 MK & 58 (3£ 1 Millipore 23 1] )
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BRMHE s JIR A
a1 LEIH (R =—CH.CH.OH;R,=—H)
A 2: (R, =—CHy; Ro=—H)
kA 3: — 2 (R,=—CH.CH;; R,=—CH.CH.)
a4 4: —HIH (R =—CH,;R.=—CH.)
495 20 (R =—CH.CH,;R,=—H)
1bA 6 IE A (R, =—CH.CH.CH; R.=—H)

Bl ZSEERESRHAWITEMHIERESL

Fig 1 Synthetic route of Tectorigenin mannich base

WD AW

derivatives

MCO-15AC #Y CO.B5 3546 ( H AR =R ] s B I3
F1196 FL 41 Mo 555 54 ( 5 [E] Corning 23 7)) 5 BEFE S 58 46 1)
1% (€ [#] Thermo Fisher 23 F] ) ; i i B i # (7 [ Gilson
ol
1.2 #AR5RF

BRER (PG LY TRARAA, #5 .
20160502, 4% : 98.86 % ) ; LWEME FH e 2 e . — W i
T GEN B RS TR R AL TR S A
2015120401, 2016010111, 2016010201, 2015120304 ,
2016020301 2015080513, 7% & : 41 >98% ) ; H I ¥45 Wi
AR 4 1Ak 2350 A FR 2 A L L5 2 20160316, 75
37%~40% ) ; = M DMEM 5 3% 3% R4 3% (3% [ Gbi-
co A H], HEE 4 Bk - 1645800 F160126) ; MTT . — B 3
AR (DMSO) | 2 — i P4 2, g (EDTA) | g & 1 i ( 3¢ [
Sigma 23], 5435124 : S16520 ,071IM7014V . 67874TT .
BCBQS8161V).,
1.3 A5z

N5 W 9 40 OBk HCT116 A9 20 bk A549 . A
JH95E 4 B bk HepG2 $40 [ Hh [ BL 22 B 4b B PR A7 2 . /)N
L, 18~22 g, @ & 452, VU144 v 5 25 B2 g S 56 56
Wy B4t SE I8 B W A R T IE S SCXK (JI)
2018-19, 17 T 1148 h EE 25 R B sL 3w sh iy rhos , 52
55 s FHIF TR S - SCXK (J1])2018-100,
2 FAEEHER
2.1 SEEZERHFWITEMHEK

B19.0 ¢ 5 R % 2 (30 mmol) , il AJE/K 2./ 50 mL,
TR I PG R, T 3.0 mL 37% Ay H S A TR (40
mmol) FIA [A) 19 1253851 40 mmol, TR 2T, K B3 3 h,
IR DKARTICE 7%, A th DTUE , G3 T JE 3 b T <1
1, oK SRS, 60 CUE T4, BNFS IR B L h .
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BEHLEL FH 80~100 H ik B FEFE J5 26 ARERS i FErp , 5
Je AN A He B ) - H B (9: 1.6 1.3 1, L= 1, /) Bk
FEVERR , 50 BORCEE AR 4l 2 i (TLO) Al 25 51, 55
ARIRIGRE Y, SO ), T4 i, L0, DU T4 45 2105
PR MRS A LR R e L
Wi W EIRERT G B4 5L 1(3.56 g, 1K
F31.7%) AW 2(3.78 g, I HK 36.6% ) AW 3
(3.65 g, % 31.3% ) fLEW4(3.46 g, % 32.2%) b
E W 50459 g, WK 42.7% ) ALG W 6(3.97 g, It
35.6%).
2.2 WEYMMEHETE

IR S B R AL G 1~6 IEi @ FIER, R
FH WRS-2 B GCHILE s D0 A g A A, UV I R
FH UV-2401PC B840 356 B AN A K5 A K
(Zmax) , FTIR8300 71 T &G W S0 50 HL 2T 4/ e R A %
(V) 5 K I RLC-6410 T 375 Joi 56 FH A8 437 L Hi 1 55 ok it
(ESI-MS) ¥4 , 5% F1 AV 1T %I NMR {3 #r 2 1 b 1%
('H-NMR;“C-NMR) ., ZE%401F .
22.1 HREWE RE O EOH); %5214~
216 °C 3 28 AN 1 Az 266 nmy £1 FM 1Y Vs 3 410, 1 160,
1520, 1 480, 1 250, 1 050 cm™'; ESI-MS (m/z) : 301 [M+
H]";'H-NMR (DMSO, 600 MHz) 6:13.09(1H,s,5-OH),
10.77(1H, s, 7-OH) , 9.58 (1H, s, 4’-OH) , 8.34 (1H, s,
H-2),7.37(2H,d,J=8.5 Hz,H-2' ,H-6") ,6.82(2H,d,J=
8.5 Hz, H-3' , H-5' ) , 6.44 (1H, s, H-8) , 3.74 (3H, s,
OCH,) ; "C-NMR (DMSO, 600 MHz) & : 180.2 (C-4) ,
157.7(C-4"),157.3(C-7),154.0(C-2) ,153.4(C-9) , 152.7
(C-5),131.3(C-6),130.5(C-2",6"),121.6(C-1"),121.1
(C-3),115.4(C-3",5"),104.4(C-10) ,93.8(C-8) , 59.7
(OCHS.) ; I iR B AL A S E5 0 -5 Sk (2] H 438 1)
— 3 HE SRR
222 LAY REGANVIRT (BOH) 5 145 45 : 189~
191 °C 5 28 AN B A 273 nm; Z1 AN B v 3 345, 1 654,
1514,1452,1230,1 059 cm™'; ESI-MS (m/z) : 374 [M+
H]'; 'H-NMR(DMSO, 600 MHz) §:13.08(1H,s,5-OH),
8.06 (1H,s,H-2),7.34(2H, d, J=8.5 Hz, H-2' ,H-6") ,
6.81 (2H, d, J=8.5 Hz, H-3' , H-5' ) , 4.11 (2H, s,
CH,NHCH.CH,OH) , 3.66 (3H, s, OCH.) , 3.64 (2H, t,
CH,NHCH,CH.OH) , 2.93 (2H, t, CH.NHCH.CH,OH) ;
“C-NMR(DMSO, 600 MHz) §:179.0(C-4),169.7(C-4"),
157.6(C-7),152.6(C-9),152.3(C-2),151.7(C-5),133.7
(C-6),130.6(C-2",6'),122.7(C-1"),121.6(C-3),115.4
(C-3",5'),100.0(C-10),97.9(C-8) ,59.3(OCH,) , 57.7
(CH.NHCH.CH.OH) , 48.9 (CH,NHCH.CH.OH) , 43.0
(CH:NHCH.CH.OH) ; #R #i& L I #5452 iz Ak & 90 4 8-
(N-F2 35 ) - W F e -5, 7, 4" - = #2 Bk -6- F A 0L 57
B
223 fbaWe R AL TR R (EtOH) ; 45 &5 .
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187~189 °C 528 M 1Y dar: 273 nm; £T AN 1Y v s 3 341,
1628,1504,1227,1 028 cm™'; ESI-MS (m/z) : 344[M+
H]';'H-NMR (DMSO, 600 MHz) §:13.14(1H,s,5-OH),
8.24(1H,s,H-2),7.36 (2H, d, J=8.5 Hz, H-2' ,H-6" ) ,
6.64 (2H, d, J=8.5 Hz, H-3' , H-5' ) , 3.97 (2H, s,
CH.NHCH,) , 3.68 (3H, s, OCH;) , 3.26 (3H, s,
CH.NHCH;) ; “C-NMR (DMSO, 600 MHz) ¢ : 181.7
(C-4),162.2(C-4") , 154.3(C-7) , 152.2(C-9) , 151.2
(C-2),150.7(C-5),132.9(C-6) ,130.2(C-2",6') , 124.5
(C-1'),122.8(C-3),116.3(C-3',5"),103.7(C-10) , 98.4
(C-8),60.8(0OCH;),45.6(CH,NHCH), 36.2(CH.NHCH,) ;
A DA _E 55 i s iz A G 0 R 8- (IN-H 5L ) -7 Y R Jig
Heo5,7,4'- =Kk -6- H A L S Bl

224 fEAEW3 WREAVR G (EOH) 3 15 41 : 190~
192 °C 5 22 AN Aa: 273 nm3 2L AR B Vs 3 372, 1 653,
1516,1 452,1 232,1 168,1 099, 1 018 cm~'; ESI-MS
(m/z) :386 [M+H]"; 'H-NMR (DMSO, 600 MHz) §: 13.04
(1H,s,5-OH),8.21(1H,s,H-2),7.36(2H,d,J=8.5 Hz,
H-2',H-6"),6.82(2H, d, J=8.5 Hz, H-3' ,H-5") , 4.08
[2H, s, CH.N (CH.CH,).], 3.71 (3H, s, OCH,) , 2.85[4H,
q, CH:N (CH.CH,) »], 1.16[6H, t, CH.N (CH,CH,) ,];
“C-NMR (DMSO, 600 MHz) ¢ : 182.6 (C-4) , 165.1
(C-4"),157.7(C-7),152.9(C-9) , 152.8 (C-2) , 151.5
(C-5),132.6(C-6),130.7(C-2",6"),122.8(C-1"),122.0
(C-3),115.5(C-3",5"),102.4(C-10) , 98.1 (C-8) , 59.7
(OCH;) , 49.0[CH.N (CH.CHj) ], 46.3[CH.N (CH.CH,) ],
10.5[CH:N (CH.CH.).] ; # 4k LA_I Binf 2 ik 549 4 8-
(N, N-"-Z3)- W F e -5, 7, 4" - = #2 Jk-6-H A L 57
B

225 fbAEWA REAVR A (EOH) ; 15 45 : 189~
191 °C 3 22 AP A 273 nm; ZE AN B Vs 3 364, 1 635,
1527,1456,1212,1 148 cm™'; ESI-MS; ESI-MS (m/z) ;
358[M+H]"; 'H-NMR (DMSO, 600 MHz) §:12.87 (1H,
s, 5-OH) , 8.34(1H, s, H-2) , 7.25(2H, d, J=8.5 Hz, H-
2',H-6") , 6.63 (2H, d, J=8.5 Hz, H-3' , H-5' ) , 3.86
[2H, s, CH,N (CH3) +], 3.73 (3H, s, OCHs) , 2.14[6H, s,
CH.N (CH.) .]; “C-NMR (DMSO, 600 MHz) ¢ : 181.2
(C-4),161.2(C-4"), 154.7(C-7) , 152.6 (C-9) , 152.1
(C-2),151.3(C-5),132.2(C-6),130.5(C-2",6"),124.7
(C-1"),123.2(C-3), 1158(C-3",5"),103.2(C-10) ,
98.8 (C-8) , 60.8 (OCH:) , 52.3[CH:N (CH,) -], 42.8
[CH.N(CHs )] AR 85 LA b5 6 22 % Ak 54 0 8- (N, N-
T ) N -5 T, 47 - R -6 AR L SR v
226 LG5 TRE AL TR K (ECOH) ; 16 55
189~191 °C 5 22 AN B Lz 273 nm ZL A ) Vs 3 368,
1 654,15 50, 1 514, 1 456, 1 233,1 059, 1 022 cm " ';
ESI-MS (m/z) : 358 [M+H]"; 'H-NMR (DMSO, 600 MHz)
0:11.69(1H,s,5-OH),8.23(1H,s,H-2),7.46(2H,d,J=
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8.5 Hz,H-2',H-6"),7.19(2H,d,J=8.5 Hz,H-3' ,H-5') ,
4.81(2H, s, CH.NHCH.CH,) , 4.25 (3H, s, OCH;) , 3.57
(2H, q, CH.NHCH.CH,) , 1.73 (3H, t, CH.NHCH.CH.) ;
“C-NMR (DMSO, 600 MHz) ¢ : 182.6 (C-4) , 156.3
(C-4"),154.9(C-7) , 154.6 (C-9) , 153.8 (C-2) , 152.8
(C-5),130.9(C-6),130.3(C-2",6'),124.6(C-1"),122.4
(C-3),115.8(C-3",5"),105.8(C-10) ,98.5(C-8) , 60.9
(OCH,) , 44.0 (CH.NHCH.CH;) , 40.0 (CH,NHCH.CH) ,
9.65(CH.NHCH.CH,) ; #45 DL b $5d5 2 %4k &4 H 8-
(N-Z,55) -3 F B 3E-5, 7, 4/ - = ¥ 3L -6- F AR 3L S5 il
227 fbEW6 TR AL TR (ECOH) ; 15 55
188~190 °C 5 28 AP A ax: 273 nm; ZL AP [ vz 3 375,
1 658,1 438,1222,1 149, 1 045 cm~'; ESI-MS (m/z)
372 [M+H]'; 'H-NMR (DMSO, 600 MHz) 6:12.98(1H,s,
5-OH),8.17(1H,s,H-2),7.32(2H,d, J=8.5 Hz, H-2',
H-6'),6.74(2H,d,J=8.5 Hz,H-3' ,H-5") , 3.87(2H,s,
CH.NHCH.CH.CH,) , 3.72 (3H, s, OCH;) , 2.53 (2H, t,
CH.NHCH.CH.CH) , 1.46 (2H, m, CH.NHCH,CH.CH,) ,
0.87 (3H, t, CH.NHCH.CH.CH;) ; “C-NMR (DMSO, 600
MHz) 6:181.4(C-4),162.2(C-4" ), 154.3(C-7), 151.7
(C-9),151.1(C-2),150.7(C-5),133.2(C-6),130.9(C-2',
6'),123.4(C-1"),122.6(C-3),115.8(C-3',5"),102.3(C-
10),99.8(C-8),60.8(OCH;),51.3(CH.NHCH.CH,CH,),
44.6 (CH.NHCH,CH.CH,) , 23.6 (CH.NHCH.,CH.CH,) ,
11.3(CH.NHCH.CH.CH. ) ; A 4 LA _I Edli i e iz 4k &9
by 8- (N-1E N 3k ) - F KR Jle BE-5, 7, 47- =8 Bk -6- F 4 ik
ST
23 BEAZNMULEW1I-6MBTMEEE

Fic B8 2015 A R [ 24 M) — 86 R 21 i it ik
BB RS R R LG 1~6 M RE . PRI
WA I T e A, BT (25 £2) CRyiEsEKH,
b 5 min 58 S PRFE 30 s, WEK 30 min N VR R DL, FHAR
s P ] 245 L) v T 5 i A R R 2 ST R,
R 1~6 MR E 25 R 1,

*x1 BEEZNHEYI-6HNBAMBENELER
Tab 1 Determination results of solubility of tectori-
genin and compounds 1-6

kah VRAREE  mmol/L
i 62
i 46
ka3 28
a4 38
ams 36
ftiine 14
BREHE 03

R 1AL 5SS RER LK, SEERTTEYLE
Yy 1~6 W7 A B B R 5t o, Jorb AL B 1 T A B i
K, i5%]6.2 mmol/L, Z B FE #2045,
24 ZBREZMHAW1~63FTHCT116,A549 HepG2
R A S ME SE RS R0
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2.4.1 ZIEESE 3 BIBCHCTL16, A549  HepG2 41 fifs
LIS 10% AR 4 I35 19 7 B DMEM 15 32 38 (& 5 & &%
100 wmL, % % 100 pg/mL) 553 F 37 °C \5% CO. 1l
AR () 55 SR 48 N, BB 2~3 d, L 0.05% ik 2 1
fitf-0.53 mmol/L Z, —Ji& U Z. & (EDTA) i b A& 1K
242 A5 HY SR BOSEA K BT HCTL16
A549 HepG2 2t , FRFERE T 1k , W, il 2 AR B
VRIEE A R B, #2 6 10°N/FLAZERN R 96 LAk, 7E 37 °C
RS I NS 1~ 6 4 (SRR AL S
1 ~6 VAR B LU N 2.5.5.10.,20,40 80,160 pmol/L)
25 OO B (a5 352 38 ) A 65 2 B 2 A (BH S X B, Jin
AR E R WA IE N 25.5.10,20,40,80, 160
umol/L) , TN BE A8 3 N EE S, LA 37 °C 5% CO. 557
AR FR 48 he
2.4.3 K5 SRFIMTT Fo ok fehs 55 s ) 2%
ST 4 h, 96 LR BLAYRE SR L i A 100 pL iR EL
ZEPYRFN 10 pL 5 mg/mL MTT ¥4, 37 “CHF & 4 h, Fim
A 100 pL 10% + ke FEml PRIV W, 37 CIF B % o
{657 R Tt X6 fn 28 A I ASC I 72 570 nm P 4K Ak 1Y O 9 B
(OD), HEEAM 2, Ml 2 (% ) = (25 X IRZE OD A —
2514 OD 18 ) /25 4 % B 2H OD i x 100% , % J] Curve
Expert 8RB IR BE (IC) . SRRBM RS
Y1 1~6XF 3 Pl A b 1Cs I 45 5 L3 2.,
R2 SREZNLAYW 1633 FEMBEEK IC, I
ELER(n=3)
Tab 2 Determination results of IC; of tectorigenin
and compounds 1-6 to 3 kinds of cancer cell

lines(n=3)
s : 1Cq, un/lol/ L _
HCTI6H AS4IHE HepG241l

kA M8 +37 37.05£5.51 23741145
s pkil 0524144 94324541 84214424
ftamsa 1621£4.13 26884452 18.96+2.34
eatad 53624231 101.13£4.36 75.86:+3.74
eatsd 3124325 30134623 3095+2.87
eatmed 9164658 113714536 88.15£10.66
BREZY 452345.74 53244634 48984258

HER2ATH, SEMEATEDIEY 1.3.5 %
HCT116.A549 HepG2 4l IC; R FE e w5, Hrp
A 3% HCT116 HepG2 4HIEB ) 1C5 <20 umol/L.,
25 BEEZMLEY 16X H22 FFE /R A
FIERAR
251 FEMBEWATES KBESREERALEY 1~6,5
S (709% = FEER K L 25% DMSO ., 5% % 11154 g 80
TRA TR W, Fe i B 10 mg/mL IR B , — 20 CHEAF
wH
25.2 S AR S SCER[23]R T U]
J RS R 7 d B H22 4R, B 1< 10" mL " F 4 i R
B ET WA T AT/ MR T , & H 2x10°4
YA, R 2 K K/ INERBEAIL A R 2 O IR B R
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R (FHPEXT RO AL G 1~6 4, B4 10 H o 4340
RIS 3 S A A A R 0.1 mL/10 g, 45 245 ) 5t 34 2R
100 mg/kg (HRAfE A MEFE RSN AT ) | 25 0 B
NS ARG T ), B R 2525 1 IR, 32 2 A
Ji , BESALBE /N B, ) B IR AR i, AR R, S
A% ) = (23 FOM BELLR e i — 25 W) AU o it ) /5 1 %)
MEATR IR < 100% . SRR 3 R AL 59 1~6 X H22 i
ST/ LR R A E SR SR 3

®3 BREEZRMUEYW 163 H22 FRERERE/NR I

BRINELR (n=10)
Tab 3 Anti-tumor rate of tectorigenin and its deriva-
tives to H22 liver cancer-bearing mice(n=10)

45 i, mg/kg FRE(rts),g %, %
fama 100 1.05£0.59 5551
ka4 100 1.52£047 35.60
R RE] 100 101025 5720
featmad 100 1.64£036 3051
a4 100 1204030 4915
fkaed 100 1541041 3475
IR 236053 0
BRERY 100 1584048 33.05

M3, SREERMAEYILS Y 1.3.5% H22
farfRd /N AR R TSR E R k59 3 g
oA, i85 57.20% HMIXTF R EEIRE T 73.07%.
3 iTig

2 O A SN A IR, BT AR B Ak OR A e
il g5 P BR T . A A S R A C-8 1k H
5518 Wi e R R S A T2 e A O R T 64
JEFHIAT LW, HAE A 2220 41 42 4 \MS NMR 25 %04/
Wk, RS REERMAY 1~6 1 NMR A, b
G 1~6116 3.86~4.81 ZE 4TI T CH. 1y L, R
RS JE A ik -5 A B R s AR TS R R
5 6.44 HILA 87 HIg, LA 1~6 3312k, H C-8 ik
il X O BHR RV S R R AR C-84 |
RAEBUR, AR TR A
AT RN AIMRIEE L T SR E RN AEY

AW 1~6 BT IR TG, 45 R (AW 1.3.54Y
FATSR T 5 R B R PR T6 2, R 2 e 59 3 14t
I T A e, PTVE IS TP AL S Ak St . AR
IR 45 At S i — 2P W58 55 R 0 3R I A5 R G 1 B LA
BUOCRFT T T 3eA 2B T — P25 A Z Rk
BT T ES A, AT S 2 AT B 3 B i e
HREERZ AT EY
52 3k
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