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Table 1 Sequence and characteristics of decoy ODNs"

No. Length Sequence (57-3') Characteristics

K101 40 5"-CGCTTCATGACTCAGCCGGA-3Y Double-strand/ linear
5" TCCGGCTCAGTCATGAAGCG-3

K102 73 57 GTTACCTCAGCCCGTGAGGTAAC S Singlessmantibaigi

K103 71 5 TCAGTACTGACTCAGTACTGA3' Stnplessuand g

K104 2% 5" .GTTACCTCAGCC-3’ Double-strand lincar
5-GGCTGAGGTAACS’

K105 23 S-TGAGTCAGTGACTCACTGACTCA S’ Single-strand/ hairpin

K106 21 5'-CTCCGGCTGACTCAGCCGGAG-3' Single-strand/ hairpin

K107 20 S'-CGCTTCATGACTCAGCCGGAS Single-gtrand/linear

CRE 24 S-TGACGTCATGACGTCATGACGTCA 3’ Single-strand/ hairpin

L Phosphorothioate oligonuclestides.
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Fig. 2 Effect of decoy ODNs and its mismatch on NCI-
H460 and L-02 cells proliferation
[J: NCI-H460; H: L-02.
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Fig. 3 Effect of decoy ODNs K102 on human tumor cells

proliferation

Fig. 4 Tumor cells treated by saline and decoy K102

(a) Saline-treated control NCI-H460 cells: (b)) Decoy ODNs KI02-

weated NCI-H460 cells (200 nmol/L, 72h); (e) Saline -treated control

U257 cells; (d) Decoy ODNs K102-treated U251 cells (200 nmol/L.
72 h).
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Fig. 5 Tumor growth inhibition in vive
+—e: KI02 + saline 5 mg/kg; m—m: K102 + saline 1 mgrkg:
A—a: KI02 +liposome 1 mg/kg: x—— x: Liposome control; % ——% :
CTX control; @——e: Saline control.
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Fig. 6 NCI-H460 xenograft athymie nude mice
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Fig. 7 NCI-H460 tumor after K102 treated under

various concentration and control
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Fig. 8 FElectrophoretic mohility shift of decoy ODNs K102
Iy 3: ®PK102 + nuclear extract; 2, 4: K102 unlabeled + nuclear
extract + 2P-K102: 5: ® P-K102.
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Antitumor Activity of Decoy Oligonucleotides Targeted to
AP-1 In vitro and In vivo
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Abstract

Synthetic double-stranded oligonucleotides with high affinity for AP-1 transcrption factor can be

introduced into cells as decoy cis-elements to bind the factor and alter gene expression by competition with AP-1

element. This decoy oligonucleotide restrained tumeor cell proliferation in vitro and in vive, and has important

cancer gene therapeutic potential.
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