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R 2591 — 0 LY nE A X K
AR T 72 P & V)

T AR BAEAL
(PUXFRFR) (P UEHXFWBATH)
o =

RIEF - FRENERN - FHABHFRAIRIEART 8 MFEMAK BHIFH AT
¥1, SRIG o- (- FARZBEIE)BE(T), 9-(2, 4 -ZHEFEIBER)NY (),
9-(2', 4, 5 -ZRERZBEREINZ(N), 9-(a-ZFEZH FE)NE(N), 4-(H-R[ER
ZEHEE)ABBER(V), 4-(2', ¢ -ZHXAIHEE)KBRTE(N),4-(2', 4',5'-
EEXERIHRERE) KGR TFER(M)MN-(a- LZBEE) KBBRAR (W), SHTLALS
VIR IRTIRGR IR, B eNeYEh. wEnaiindgRExntam . 1. I,
VAV (FEHREE100ug/m1F )RR L A RS E R4k (CNE)MAEKHEN B 0 MEiER
(IR>50%), H I KMmERIEWOYRL L,

RRIE A REBEH, o-gmBENE, N-REKBRTE REAY

RF 19474 Hildebrand t 45 3 AR M2k 4K 5 70 XA 490 B 080 6 909 22 7 B b 5 40
BRI, UEERAEEERSRT SRENERENN, FATH AR R, B
RERRARENTREECY, ZEBXN-REAGR(PAS)RIER A B 4 &
%, A HREE5X-HEFTR (PABA) WESFMHEBEREWHTESHK, THR
FER M R E REH R A —E RS B EFEXN - RRKGRAEAREEZ—. &
§h, BELRIE - TR EERFEYETUREEC IO, ik, BROPE Ho-T &
nuEd Bk, HIEHE YA KERIRATAEY.

1 ARBLSHEARESR

B DEREHFN-EREZR, 2,4-ZE8EXEIR, 2,4,5-ZHEHZBMe-E
ZBHEEAMENBRRE, REEX5-REWREN-REKGRFEERERSE T #17
Schotten-BaumannfZ ¥, BN 8 MEHILE .

A 19894E 3 A 22HkE
® S5 RT RN AER/NAS NIy KB THE
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Nk R-CO-HH
Reo-c+ IO — \
i ILILN

QH

OH

S0 00CH,—— R-CO-M < CO0CHs
R-CO C|+H2N'®'COOCH3 v, VI, VI, VIl

CHz"'

R-=0I{-00HE cn@owa m@OCHz ,@5
‘o CI-@-OCHZ—CO-%H N m{}owz—co Nuc}coocn3

-

K68 clc}mo-crizco— H (VI)CIOOCHZCO NH{}coocu3 N

(I 0149~ 0-CHaCO-N VH)C!-QOCchO—NH-@-COOCHa
ci q’%

OH
CHp~CO-NH (VD) GH,CO-NH-L-CooCH

S
S sve w0

i R R g AIS 1T, BIRKD, =RB Tk, =RE0D L,

ZRIMER AR, ARERELRECHEBYANES L ARE LK ARk
CNE, W& KMGIER, 7E1000g/mlRET, £HA: LaWH I WERMKIRAH67.2%,
I:593.8%, H:#492.1%, W333.0%s V:H70.3%, VN#65.6%, IH32.8%, WH
9.5%. Rrhik&WmI, 1, I, V, TEOWMHER>50%, TTAAE—E X R. Jke
W1 RIFET ZINKERE, S48 T FE0EKRE(1C, ) H32,9%ug/ml,
ifi I 89(1Cs0){X4,58u/ml, ARRFUILEHPRER—,

MR KRSV N, OEPERBHFIIE, o-FZBRTEMHLTMEER, T
FREEZBEHEWRRERT, HPOFE 2 MERN2,4-DITEYXRE, BERA &
WD, R EEE S E NS, QESRGIE, WRLKRPASHE, PASREIN4AMEEG ¥
H{L 2 MEZR (IR BIH65.670.3% ), T RERFIN 4 MEESHHRE 3 ER(IRS
BIA467.2, 93,8, K92,1%), ¥HRFENBRERNRKIGL, WERINEGMHEEN LEY
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TAM RBES, RS — - KRNI SR ARBRT TR SR(T)
RHER LR R PASTT A%, FRIR-(2/,47- T8 K A 2 B )0 5 X
CNE, #la i) B3R BE(L 4, 58pg/ m), R & R PR EBIN—,

2 LB
21X B

ZRL(NMR ), PMX60ST; FiB(MS): HEVGARL™ ZAD-HS; 1§ G B
FRME SWE A WG SHREE),

2.2 LEPAR

B HI% 5 B Wood By 3018192, :
2.2,1 9-(M-RXACTHAR)V2(1) 0,80g9-FENE, MAZERZESn], B
I10% NaOHE4AmES], 452, 765~6°C UKk o, BURE S 28 54, 18187 no.9ogRf
-FFEECBE (B TFemlkZBZEEh), &3 G RN H, Bind2MA10%NaOH
BARFRER PN s LI E, BEAICCRIT. #Y, it onin, fTHAR K EH
, KeERE, ABFHE, NBRZEEHDESHEQREK, 5381.10g,77%69%.,
MZBZEEELE R, m-p-239~241°C,

'H NMR(DMSO, TMS) 8ppm, 10.74(brs, 1H), 8.36~7,10(m, 12H), 5,03
(s,2H), MS(EI) M*362, 364, m/e 328, 235, 221, 207, 194, 180, 166, 141, 111,
2,2,2 9-(2/,47- KRR CBAR)INw( 1) IRBIRFH,9-HENTE0.728 MA L
B BH40ml 50,93g 2,4- HUK R ZBUMER, 18 T (Fafk)1,10g, ™ F70%, &
BRAES R, m-p-285~286°C,

'H NMR(DMSO, TMS)8ppm,8,23~7.33(m,12H),5.23(s, 2H)., MS(EI)M*
396, 398, 400, m/e361, 235, 221, 207, 194,

2,2.3 9-(27,47,5-ZR XA CHAR)T2(N) RAARKik, 9-KENIE 0,608
AN ZHE20m151,00g 2,4,5-ZRFEIBEAE {E A, B(H)(3E & [ 44)1.,00g, ™
RBI7T%h., ZBIAELR, m-p-260,5~261°C,

'H NMR(D MSO, TMS )éppm, 8,16~7.30(m,10H), 5.26(s,2H). MS(E[)M*
430, 432, 434, 436, m/e396, 254, 207, 194,

2,24 9-(a-R T A R)VR() RATR I HE,9- F AN 520,58 MAZRZ BE35mlE
0.61g e-HZBEMEM, BV (FHGEK )0,90g, >X83%, ZRIAEELFH, m-p
275~275,5°C, '

‘H NMR(DMSO,TMS) ppm,8,50~7,33(m, 15H),450(s, 2H), MS(E[)M*
362, 221, 194,

2,25 4-(F-RRAACBAR) R BB TH(V) RITRTGE, - HEKHHEFRRO0.502
A ZBZ BEeml 50, 60gxt-HEHZBEIER, BV (A @ik )o.70z, 7383%.
FZEAS « K(1:1)ELE, p-m- 163~164°C,

'H NMR(DMSO,TMS)éppm, 10,60(s,1H),10,33(brs, 1H),7,84~6,94(m,
7H), 4.77(s,2H), 3,90(s,3H), MS(EI) M*335, 337, m/e303, 194, 176, 167,
148, 141, 111,
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2.2.6 4-(2,4/-—REARCEMAR) KB TE(N) KA BHE, H-HHEKG R
FAB0.50gM A\ Z B Z. B8 10ml 50.60g 2,4- “SHFEHZBEEER, BV ( Elééliﬂ %)

0.75g, 7 %81%. ZBMZEHL R, m-p-212~213°C,
'H NMR(DMSO, TMS)8ppm10,66(s, 1H), 10,40(brs, 1H), 7,80~7 Oo(m,

6H), 484(s,2H), 3,84(s,3H), MS(EI)M*369, 371, 373, m/e 334, 194, 176, "
167,148, 92,

2.2.7 4-(27,47,5/-ZRKXA LB R A) AR THE() KATRTT B, H-REKGR
FR0. 408 A Z B Z BR4m150,565¢ 2,4,5-ZHKHZE A4 W, AU (AEREE)

0,70g,. Fiso%. ZJ&ZJEEIE«HEEI’ mep+254~255C,
'H NMR(DMSO,TMS)8ppm,10,67(s, 1H), 10, 58(brs, lH) 7..87~7,03(m,
5H), 5.00(s,2H), 3.90(s,3H). MS(EI)M*403, 405, 407, 409, m/e368, 196,

194, 148, 135, 119,
2,28 4-(a-EACBAR)KBEHETH() ﬁ‘inuﬁiﬁfzﬂ, xf - miﬂdﬂé'ﬁﬁﬁ“o 60gMA

LB RR15mlE50,62¢ e-Z LB EMER, B ( Bk )o.80g, i F80%., ZEBZ
feEL R, mep+199°C,

'H NMR(DMSO,TMS)8ppm, 10.60(s, H), 10.54(brs,1H),8,16~7.00(m,
10H), 4,17(s,2H), 3,85(s,3H), MS(EI)M*335, 337, m/e 194, 168,
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Antitumor Compounds—(V) Syntheses of the 9-Amino
Acridine and - ij«Aininosalcyl—methyl-—ester Derivatives

Zheng Yiya* Chen Haiying Pan Qichao

Abstract

In view of the antitumor activity of some 9-aminoacridine (JACD) derivatives
and the biological activity of p-aminosalicylic acid (PAS), these two compounds
were selected as the carriers of plant growth regulators, Thus, 8 new compounds
were synthesied, namely 9-(p-chloro-phenoxyacetyl-amino)-acridine(]),9-(2/,4'~
dichloro-phenoxyacetyl-amino)-acridine( I), 9-(2%,4?, 5'-trichloro~phenoxyacety!-
amino)-acridine (K ), 9-(a-naphythlacetyl-amino) acridine (N), 4-(p-chloro-phen-
oxyacetyl-amine)-salicyl-methy! ester(V ), 4-(2',4"-dichloro-phenoxyacetyl-amino)
-salicyl-methy! ester (V), 4-(2', 4', 5'-trichloro-phenoxyacetyl-amino)-salicyl-
metﬁyl esfer(ﬂ) and 4-(a-naphihylacet‘yl-amino)-salicyl-methyl ester (WI). Based
on the NMR and MS data given in this paper, their chemical structures were
confirmed, The preliminary results of in vitro antitumoral experiments show that
compounds [, I,X,VandV(under 100ug/ml) possess significant inhibitory action
on the growth of the ‘eéithélial cell lines of poorly differentiated nasopharnygeal
carcinoma CNE,; (the inhibition rate(IR) is 50% or higher), Among them the_IRs
for compounds § and X >90%.

Keywords plant g'rowth regulator, 9-aminoacridine, p-amino-salicyl-methyl

ester, derivative, synthesis
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