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(1) TQL)—X(TQ1-20)

1,2,3 4-Tetrahydroisoquinolines (TQ1-20) D&
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Compd R' g (=
TQ1 H H (oxalate)
TQ2 H CHa
TQ3 H S0;CHs
TQ4 CHs S0;CH;
TQS CH20H H
TQ6 CH(OH)CF3 H
TQr H CH,CH;CsHs-3,4-diOMe
TQ8 H FIZLAOTEFILE CHyCH,CoHs JA-TARFLA A IE
TQS H COC§H§~3 A-diOMe |
TQ10 - — COCH,C¢H3-3,4-diOMe
TQ11 |cocFs| COPh
TQ12 COCF3 COCsH4-4-Cl
TQ13 COCF3 COCgHz-24 6-Mea
TQ14 ——CH(CFa)—
TQ15 1,2-dehydro
TQ16 CH(OCOCsH4-4-Cl)CF3 1,2-dehydro
TQ17 CH(OCOCsH4-4-OMe)CF3 1,2-dehydro
TQ18 CH(OCOBU)CF3 1,2-dehydro
TQ19 =0 COPh
TQ20 CN COCH;s (3,4-dehydro)

positive control

TQ15 18 TQ19

CC (M)
Human tumar cell lines Human normal oral cells
HSC-2 HSC-3 HSC-4 HL-60 HGF HPG HPLF Ts
Tal 167+24 310+58 34311 315+79 »364 »382 > >1.24+017
2 400 »400 2378 >395 >386 >400 >387 11008
3 356 >400 >400 33658 >400 >400 400 >Li+010
4 >395 >400 »400 283+893 360 »380 387 >1010.16
5 17682 17531 183+179 »354 >400 >374 >20%068
6 >370 2400 326L65 400 >400 >400 211010
7 276k28 250423 7115 307£33 313%13 299445 14+012
B 25571 222240 B7x23 298+50 318+21 289135 1.5£0.00
9 20%35 30+12 10+06 334189 2621119 125247
10 286120 368L63 98132 27959 1] 1tl)12
"o ] 1 2 34
12
|5 11521 27+6.1 27418 232159
14 30415 SESiZU 35839 176:£68 308124 30846.1 305+ I3 1.1 DtODB
16 329+17 363+38 28277 373 >400 >400 >384 »1.2+0.10
16 209+19 15550 153+12 43+40 287+39 25626 201+28 181015
17 105+25 B0+17 BO*+15 32432 26497 209293 184103 3.0+057
18 152+28 141444 18247 30+38 269188 26137 22602 20006
19 26611 24049 248131 86117 287427 30611 273£32 14+0.10
20 >389 >400 >400 25523 >364 400 »377 >¢1.0:£0.06

Esch value representes mean=S.0. from three independent experiments

(2) TDY—X(TD1-20)

1,2,3,4-Tetrahydroisoquinolines (TD1 zu)mﬁﬁ

i
TD1-20 AFRN R EEEET

Compd R! RrR? R3

D1 H COH H

D2 H COzH COCH,

TD3 H COH COBu'

T4 H COH COPh

TD5 H COH COCH,Cl4

TD6 H COH CO;Bn

D7 OCH, |COH COBut

TDB OCH; COH cccstnAe,z 46

TD9 OH CO,H i —

TD10  OCOBU' | COH CDBu‘ e

D11 H CHCOH coBu!

TD1Z  OCH4 CH,COH H.

TD13  OCH, CH,CH,COH _~COBu!

D14 H CO,Et | C©0O,8n

TD15  OCH,3 CO,Et | COBu!

TD16  OCH; | COEt| COCeH;Mez246

TD17  OCH;  CH,CO.Et COCH;

D18 H CH,CO,Et COBu!

TD19  OCH;  CH,CO,CH, COBu!

TD20 OCH;  CH,COpEt CcoBu*

positive control

DCA=dicylohexylamine

CCg (uM)

Human tumor cell lines Human normia cells
HSC-2 HSC-3 HSC-4  HL-60 HGF HPG HPLF 1s
D1 >400 >400 400 >400 >400 >400 400 >1.0
2 2400 400 »400 >400 >400 >400 »400 >1.0
3 >400 >400 >400 »400 >400 2400 >400 ><1.0
4 >400 >400 >400 >384 400 >400 400 1.0
5 400 >400 400 342 >400 >400 >400 >10
6 >400 >400 >400 189 >400 400 2400 11
7 >400 >400 >400 »400 >400 >400 >400 <10
8 »365 >400 >386 3 309 330 >345 <1.0
9 364 »376 >392 146 >400 >400 >400 >3
10 267 287 331 105 338 334 335 13
" 2400 >400 >400 >360 >400 >400 >400 »<1.0
12 s 275 118 108 >400 >400 >400 >28
13 >400 >400 >400 >398 >400 >400 >400 2<1.0
14 61 63 72 47 aor 272 226 53
15 >354 >400 >400 a8 >3714 »382 >396 1.2
16 68 64 k] 18 120 134 108 21
17 »400 >400 400 201 >400 >400 »400 >4
18 258 307 300 s 325 344 324 1.5
18 »353 >400 >350 112 336 2357 2355 <11
20 >333 2381 >373 B4 314 a7 318 1.1

Each value represents mean+SD. from three independent experiments
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