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AEHN. BODREER¥2INE, RAREZREZHEHN
REGY, UELYRBEREEN, EA-KRFKR: FE :
K (388 : 280 : 20)fF & & A , MiSsscERBHEILEY
N.M.R. (DMSO-de): & 3.85 (6H,s); 6.83 (1H,4,J3=1.8);

7.06 _(1H,d4,J=1.8); 7.26
(14,4,J=1.8); 7.38 (1H,d4,3=1.08);
7.50 (1H,d4,3=7.8); 7.72
{1H,dd,J=1.7,3=8.9); 7.98
(1H,d,J=7.8); 8,25 (1H,bs); 9.19
(lH,d,J=l.7); 9.91 (1H,bs); 10.03

(1H,bs) ;

U.V. (H,0) nm : A max (Eléi) . 310 (431); 231 (1027)

F.A.B. M.S. m/z : 1209, M"+H; 640; 618; 614; 592.

@ L EN SR &S, THRTALES Y
T oW (EHE -N-F K -4, 2-M B EE T RE (N-
MK o4 BB ETRER 3. 5-Fo MBI M B

Ak REAA T BE KRR (CNS) ALE (210X2972% ) 15 83.3.10,000
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A~ ABBA (13)

N.M.R. (DMSO-de): & 3.85 (3H,s); 3.90 (3H,s); 6.81
(1H,d,J=1.8); 6.90 (1H,d,J=1.8);
7.12 (1H,d,J=1.8); 7.32
(1H,d,J=1.8); 7.70 - (1H,dd,J=1.6,
J=8.6); 7.80 (1H,d, J=8.6); 8.11
(1H,d,J=1.6); 8.15 (1H, bs), 8.58
(1H,d,J=1.7); 8.78 (1H,d, J=1.7);

10,05 (1H,bs); 10.94 (1H,bs) ;

F.A.B. M.S. m/z: 1209, M*+H; 1187, M"-Ne+H;

U.V. (H50) nm : A max (E %2& : 321 (416); 231 (721);

7,7 - (3 & -& (25 i & -N-/ % -4, 2-0 K % X -3 K E (N-
PRk -4,2-HB)BETRE)I (3,6-2% — BB )™ A &

N.M.R. (DMSO-dg): & 3.85 (3H,s); 3.93 (3H,s); 6.81
(14,4,J=1.8); 6.91 (14,4,J=1.8);
7.08 (1H,d4,J3=1.8); +7.51
(1H,4,J=1.8); 7.68 (14,d4d4,J=1.6,
J=8.6); 7.78 (1H,d,J=8.6); 8.04
(1H,s); 8.12 (1H,bs); 8.23 (1H,s);
3.89 (1H,s); 10,02 (1H,bs); 10,98
(1H,bs);

F.A.B. M.S. m/z: 1209, M™+H; 1187, M*-Ne+H;

U.V. (H,O) nm : A max (E ig& . 323,4 (540); 227,7

(732);

SRR T EEEARR (CNS ) A4S (210X2972% ) 16 83.3. 10,000
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A7
B7

A~ B (14)
7.7'-(8 & -& (Eﬁﬁi-N-Eﬁgﬂ.Z—lﬂ:ﬂﬁﬁ&-ﬁﬂiE (N-
EF’E-LLZ-IH;R&)%%EE‘EEE%))EC (LB.S—%E&&):‘:%E ;

N.M.R. (DMSO-dg): & 3.85 (3H,s); 3.89 (3H,s); ©6.78
(14,d4,J=1.8); 7.08 (1H,d,J=1.8);
7.22 (1H,d,J=1.8); 7.35
(1H,d,J=1.8); 8.25 (1H,4,J=1.9);
8.30 (1H,bs); 8.36 (1lH,bs); 9.00
(1H,bs); 9.07 (1H,4,J=1.6); 9.82

(1H,bs); 10,20 (1lH,bs);

U.V. (H,O0) nm : A max (E %g& . 320 (374); 254 (444);

3,8'-( ¥ -& (Eﬁﬂ’ﬁE—N-ﬁﬁ-fl.Z-ﬂiﬂﬁﬁiﬁ-ﬁﬁE (N-
Bk -4,2-BEHIBEETERE)R (1,3,6-B=®@); SN#
- A

N.M.R. (DMSO-de): & 3.84 (3H,s); 3.88 (3H,s); 6.81
(1H,d4,J=1.8); 7.07 (1H,d,3=1.8);
7.11 (1H,d4,J=1.8); 7.42
(1H,d,J=1.8); 7.87 (1H,4,3=1.9);
7.87 (18,d,J=1.9); 8.06
(1H,d,J=1.9); 8.12 (1H,bs); 8,33

(1H,d4,J=1.9); 8,54 (1H,d,J=1.9);

9.93 (1H,bs); 12.19 (1H,bs);

U.V. (H,0) nm : A max (Eléi) . 320 (374); 254 (444);

Ak R R A A P BEEAR (CNS ) A4 (210X 9710%) 17 83. 3.10,000
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A7
B7

A~ BBRHEA (15)
7T (B R (EERE-N-F K -4, 2-M KB - E (N-
M -4, 2-BE IR ETBRZE)R(1.I-F BB )N FH ;

I.R. (KBr) cm™* : 3450 (b); 1650; 1580; 1530; 1190;
1030

N.M.R. (DMSO-dg): 5 3.84 (3H,s); 3.87 (3H,s); 6.80
(1#H,d); 7.05 (1H,d; 7.18 (1H,d);
7.33 (1H,4); 7.86- (2H,m);8.00
(1H,4d,); 8.16 (1H,bs); 8.21
(14,4) ; 8,95 (1H,bs) ; 9,86
(1H,bs); 10.21 (1H,bs);

1%

U.V. (H20) nm : A max (Elcm

) : 316.8 (371); 248.95
{444)

F.A.B. M.J. m/z : 1273 (M™+H); 1311 ({(M™+K);

7.7 - (B K -K (SRE-N-F & -4, 2-HB B E-TEE N-
MK -4,2-HIE )R ESKRE)R QA-BE-BB I EIHE

N.M.R. (DMSO-dg): & 3.85 (3H,s); 3.89 (3H,s)r 6.81
(14,4,3=1.7); 7.06 (1H,4,3=1.7);
7.22 (lH,d,J=l;7); 7.33
(1H,4,J=1.7); 7.33 (1H,d4,3=1.7);
7.38 (1H,dd,J=2.0,J=9.3); 7.92
(1H,bs); 8.1Q (1#,4,J3=1.7); 8.20
(1H,bs); 8,32 (1H,4,J=2.0); 8,69
(lH,d,J=9.4); 9.88 (lH,bs); 10.08

(1H,bs);

SRR A & B E AR ( CNS ) A4l (210x2970% ) 18 83.3.10,000
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£ -~ ARt (16)
8. 8 - (% X -RK (ﬁ&ﬁ&—N—ﬁ%-Lz—lﬁﬁéﬁiﬁ—ﬁﬁﬁ (N -

@&—A,Z-Mlﬁ)ﬁgéﬁl‘ig))ﬂ(2,4-%3:&@)035’5%=

N.M.R. (DMSO-de): & 3.85 (6H,s); 6.8l (1,4, = 1.7
Hz); 7.06 (1H,4,J = 1+Hz) ;
7.25 (1H,d,J = 1.7 Hz); 7.34
(1H#,4,J3 = 1.7 Hz); 7.4 + 7.6
(2H,m); 8.14 (1H,bs);8.25
(2H,s,); 8.73 (1H,d4d,J = 13
Hz, J = 8,3 Hz);: 9.92

(1H,bs); 10.07 (1H,bs);

U.v. (H,0) nm : A max (Eléz) . 307 (435); 231 (932)

F.A.B. m/z . 1209 (M™+1); 1231 (M*+Ne);

1128 (M*-SO3);

7,7 - (¢ & -& (Eﬁﬁ%-N-@%—LZ-ﬁt@#%—ﬁﬁi (N-

EFE-LZ—I&“@))&&QEH&E))&C(L&Fw%ﬁfﬁ&)ﬁi’!ﬁ;

I.R. (KBr) cm™* : 3440 b, 1640, 1590, 1190, 1030

N.M.R. (DMSO-de): § 3.80 (3H,s); 3.83 (3H,s); 6.80
(1H,d); 7.06 (2H,m); 7.40 (1H,4):
7.88 (1H,d); 7.99 (1H,d):;8.02
(1H,bs); 8.57 (1H,d); 9.33 (1H,4);

5.91 (1H,bs); 12.29 (1H,bs).
U.v. (H,) nm : A max (E ii&-; 311 (266); 233 (551)

F.A.B.-M.S. m/2z 1411, M’-ﬂ;l389, M~ -Na;

(i 2 A B BB )

S——— —————————

Eak ik RARA ¥ BB FARE (CNS) A4S (210x29720% ) 19 83.3.10,000
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A7
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E o BARA (17)

8,8'-( & -& (S M & -N-9 & -4,2- 8 R & -5 B & (N-
BE-4,2-HB B ESTKHREDOR(G-EFRB)-HA

N.M.R. (DMSO-de): & 3.85 (6H,s); 6.84 (1H,d,J=1.8);
7.05 (1H,d,J3=1.8); 7.25
(1H,d,J=1.8); 7.35 (1H,4,J=1.8);
7.46-7.56 (3H,m) ; 7.92-8.00
(2H,m); 8.15 (1H,bs); 8,87 (1lH,m);

9,89 (1lH,bs); 10.03 (1H,bs);

U.V. (H;0) nm : A max (E ig& : 310 (531); 227 (1043)

F.A.B. M.S. m/z : 1005, (M*+H); 1027 (M“+Ne);512;

8,8 '- (W % -& (T &E-N-8 % -4,2- 1% % & -5 KE (K-
B -4,2-BW ) ESKE)R(LLI-F B8 )OHA

N.M.R. (DMSO-de¢): & 3.84 (3H,s); 3.86 (34,s); 6.81
(1H,d4,J=1.8); 7.08 (2H,bs); 7.4l
1H,4,J=1.8); '7.50 (1#,t,J3=7.0);
7.78 (1H,d4,3=7.0); ‘8.02n -
(1H,d4,J3=7.0); 8.11 (2H,m); 8.53
(1H,d,J=2.02); 9.93 (1H,bs); 12.21

(1H,bs);

U.V. (H,O) nm : A max (Elé:) . 309.05 (403); 229,65

735
F.A.B. M.S. m/z : 1209, M*+H; 1231,M*+Ne; 1187,

M*-Ne+H; 1129; 640; 618; 614; 592;

S

AWARA SR T HBERR (CNS) AdLE (210x2970% ) 20 §3.3.10,000
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A7
B7

% - H%BAHLA (18)
g o - (M & -R (o -N-EE-4.2-GE R E -EEE N
mg-zx,z-mn@)ﬁiaﬁmg))ﬁt(1,5-;5.:&&)@%5 ;

N.M.R. (DM & 0-dg): 3.85 (3H, s); 3.91 (3H, s); 6.90
(1H, 4, J=1.8); 6.98 (1lH, 4,
J=1.8); 7.09 (lH, 4, J=1.8); 7.35%
(1H, 44, J=7, J=8.8); 7.47 (1H, 4,

j=1.8); 7.9 (18, &, J=T): 9.15

(1, bs); 8.67-8.82 (2H, dd,
J=9.6); 8.99 (1lH, a, J=8.8); 9.98
(14, bs): 12.64 (1H, bs).
F.A.B. M.S.: m/z 1207, (M-H]7: 1185, [(M-2317: 1105
(M-S0,Na) ™.

1% .
y.v. (He0): nm : A max 298; (Eyqq ) 522;

oA

3,8 -(mE- (ﬁlﬁ%_-N-ﬂi%-LZ—ﬂtﬂéﬁg-éﬁﬂﬁi (N-
EFE—LZ-%%)&EEEI’&E))iE(1,5-§§:&@‘)Eﬂ‘1§ 3

I.R. (KBr) cm ™: 3440 b, 1660, 1640, 1585, 1180, 1030.

N.M.R. (DMSO-de): & 3.84 (3H,s); 3.85 (3H,s); 6.80

4 LH,d); 7.07 (2d,m); 7.4 28,m);
*
B 2 92 (2H,dd); 8.12 (1.12 (1H,s);
e A
R 8,27 (1H,dd); 9.07 (1H,ad); 9.90
A
I | (1H,bs); 12.27 (1H,bs).
R
fK
. 3 .
7 1%
ﬁ. U.V. (H,0) nm : : max (Ey p) ° 316 (331); 229 (478)
o
]

F.A.B. -M.S. m/2 : 1209, M*+1; 1231, M~+23; 1128, M-80;

(om0 A [y B R )

o ;mi&&iﬁﬁ?mmmg(cm)mﬂﬁ(210x297/‘.\7t) 21 83.3.10,000
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A~ BARHA (19)
8,8 - (M X -/ (WIEE-N-F % -4, 2-H %% E-FKE N
m®-4,2- B )R ESHRE)R G- REB)-HE

I.R. (KBr)em~*: 3430 b, 1640, 1585, 1200, 1030

N.M.R. (DMSO-deg): & 3.84 (6H,s); 6.86 (1H,d); 7.0S
(14,d4); 7.24 (1H,d); 7.35 (1H,4d)
7.54 (2H,m); 7.70 (1H,d4d); 7.90
(2H,m); 8.15 (1H,d); 8.15 (1lH,4);
8.95 (1H,bs); 9.94 (1H,bs); 10.03
(1H,bs).

1%
lcm
F.A.B. M.S.:m/z 1005, M*“+H; 1027, M“+2Na;

U.V. (H;0) nm : A max (E ) ¢ 304 (366); 226 (1002)

g B - (MK R (SHE-N-F& -4, 2-BE%E-FHE (N-
Mg o4 BEIRETHRE DL (-ER®)= HE

N.M.R. (DMSO-dc): & 3.84 (3H,s); 3.85 (3H,s); 6.82
(1H,d,J=1.8);  7.06(1H,d,J=1.8);
7.09  (1H,d4,J=1.8); 7.39-7.54
(3,m); 7.74 (1H,dd,J=1.3,J=.3,
J=8.2); 7.93-8.02 (2H,m); 8.13
(1H,bs); 8.26 (1H,dd,J=1.5,3=7.3);
9.93 (1lh,bs); 12.20 (1lH,bs);

F.A.B. M.S. : m/z 1005, M"+H; 1027 ,M"+Ne;

U.V. (H,O) nm : A max (Elé;),: 312 (490); 224 (831);

Ak R A AATHEBERRE (CNS) A4S (210x29720% ) 22 83.3.10,000
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A7
B7

A~ ABRBAA (20)
7.7 - (% & -K
H O -4, 2-1 W
7.7 - (% & -R
B R -4, 2-1 U
7.7 (8 % R
m K 4,21
7.7 - (% % -R
P OE 4,20 0
7.7 - (% & -
BOE -4, 2- 1 W
5.8 - (% & -R
H K -4, 2-1 18
5.8 - (# & -&
BOE 4, 2-1 W
8.8 - (M & -&
w4, 2-1
8.8 - (B % -
FOE -4, 2o B
8.8 - (% & -®
B -4, 2- 1 0
8,8 - (% & - &
BOE -4,2-1 1
5,8 - (% & -&
B K -4, 2-1 W

(8 B % -N-F % -4,2-0 16 R &% -S & (N-
B E SR E)K (1.6-% — B8 )M & & ;
(G E -N-T K -4,2-1 05 R E-TRE (N-
VM E T I E )R (2.6-% = MM )T @ W
(E W % -N-F % -4,2-1 06 % £ -3 B E (N-
M E G E)R (1.5-% - M8 )M M E
(G -N-F % -4,2-1 05 % % -5 B E (N-
B E SR E)K (2.5-B - MMM H @ ;
(G % -N-F & -4,2-1 05 % & -@ B E (N-
R E SR ER (2.3-F - B B)E AR
(R -N-F K -4,2- BB R E -SHE N-
M E S E R (1.6-% - MMM M@
(G -N-F % -4,2- B R E-SHE (N-
M K R E )R (2.6-F - B M)W WA
(W& -N-F % -4, 2-H 5 R E-FHE (K-
W EEEE R (2.5-B - BB MM BE
(G K -N-FE -4, 2 MR E TR E (N-
VW K IR E ) (3.6-% - MMM M E
(& -N-F % -4,2- K5 R %E - HKE (N-
R ESHE R (2.3.5-F=RMB)AHE
(G E -N-F -4, 2-HERE-THE (N-
W E S RE)DS (1. 4.6-R=BBM)AHE
(BB E-N-FE -4 2-BERE -TRE (-
B E T RE)D (2.4.6-FSMB)AHE

A

AR A AR PHRERAR (CNS) AL (210x2970% ) 23 83. 3. 10,000
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A7
B7

A AR (21)
7o E R (EWE-N-FE -4, 2- R E-ERE (N
5’%—4,2-%@)%%&&5))%(1—%‘%&&3):%5 ;
7,7'-(% & -R (ﬁﬂﬁ&-ﬂ-ﬁﬁﬁﬂ,%l&ﬂ@}&i—ﬁﬁii (N-
Bk -4, 2-MBORETRE)DR Q-FRBEI-HA
7 E-R (EHE-N-FE-4,2-BBRE-FRE N
M4, 2-B IR ETRE)R G-FRB)-HA
TR (mWE-N-FE -4, 2-BBRE-ERE N-
MK -4, - )RESTRE)R U-FBRB)H-HA
7T (R E R (EEE-N-FE -4, 2-HERE-FHRE N
$%-4,2—[ﬂ;ﬂé)ﬁ§§§5’i£))§§(1.4,6-%‘55&&)%%% ;
7,7 -( & -& (75 g & -N-F B -4,2-00 B8 B & -8 K & (N-
B4, 2-HBI)RESKE)R (1,3,6-B=MBM)NAA
7.7 -(# & -&K (EﬁE—N—$§-4.2—&tﬂ§}E§-§EH’iE (N-

i

B -4, 2B )R ESHE)DR 2.4,6-F=RB)IANAE
i &

7T - (R E R (BHRE-N-FE -4, 2-H s R E-FRE (-
B -4, 2-H )R E DK E)R (2,3.5-R= WM< WA,
EH 2

5 3 - (WK -R (EHE-N-FE-4,2-H%KE-FRE N
BOE -4, 2-H OB E T E)R (3,5-% = BE).

5 3 - (RHE -R (GHRE-N-F&-4,2-BERE-ZBE
(N-F X -4, 2- BB )R ESHE)R (3.5-F-HB)EH
W (100mg) A K (10l )2 BHR 2 B RN EBRE |
(Amberlite) IR-128 (H)#t (208 F )@ # . & F Kk fF & % & .

A4k RE AR 7B B AR ( CNS ) A4 ( 210X 29704 ) 24 83. 3.10,000

(o 2R s [ B O 3 )
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A BABA (22)

..

FHERRAZTBREEL .

&l 3

WL R deE R OEH

MiBe.3 R EELS Y

@ hag407m 3,8 -8 & -& (28 B % -N-F % -4, 2-1 08 3R

®-TRE (N-B % -4,2- BB )R ET K E)X (3.5-% =

RO MBS B E M A K (1000 F ), I 1E 10E FH

2

wEE MM EY R ERERA

)

Sk LA A B EARR (CNS) AU (210x29720% ) 25

e r————w o et

83.3.10,000
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—~ AR BERENRFESIRBIERIBLHEGY  HEB

FAEYEERITED 2BEHRED

R (D &YW

N1
o \jff/ I\
RN — N 0 N —— NEER (1)
o | |
CH, _ cil, n
X

nkRng& B #H R
20 15 318 B3 B B B0 Ay % B - o IOB3 B W o R M E o

BERd1E23z28 % : RXMWMREBMBME -

MR BB ERKESREZEKRZ 2

)

DR R KB BRO R

RXAAREE (RAZLLH

PHARMACEUTICAL COMPOSITION CONTAINING BIOLOGICALLY

ACTIVE UREIDO DERIVATIVES FOR USE IN THE TREATHENT

OF LENTIVIRUS-INDUCED DISEASES)
A pharmaceutical composition for use in the

treatment of lentivirus-induced diseases,

(1)

comprising a compound of formula

——

N |
1 § I\
AN TTXT____M

CH :
. C 13

m

wherein each of m and n, being the same, is an integer

of 1 to 3; and each of the R groups, which are the

same, 1is a naphthyl group substituted by 1 to 3

sulfonic acid groups, or a pharmaceutically acceptable

salt thereof, 1s provided.

Ak R BE R ¥ BB R AR (CNS) A4RRAE (210X 29T )
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XL
p1=

DR S HOm IR RO TR

#‘k\?—%gﬁqkk@ #3 Wfa/
i jﬂ

—~HARBRENKF IR ZER 2BRHGY  H
aaeERk (HDHkeEY

M :
. NV Z \
BN N L NR
RN — N o l (1)
y

[& &
W BB H A HA1E32 %% L% BREBHEE - B
AR R AN EEREE L EEEEE A

oo A B A BB IE 2 BHEE A HPBEERA
BEAANLBER I RE o

MM A ERN EE B IE B EE S HP okl 5
A2

LB A EMEEB I EEBW e P EK (D
&M A |

7o (B E R (E OB B -N-F K -4, 2o N§ M -5 B OB (N-
BOH -4,2-0p 0% )R OE DR )R (3,5-% = M)

7o (B E -F (EE MR B -N-F OB -4, 2-ut R B OB - OB OB (N-
BB -4, 2-u I8 ) B M ZE OB M) (3.6-% = W)

7o- (e B -R (EE BE M -N-FF OB -4, 2-ut Bg SR OB -85 K (N-
OB -4, 2-up IR )M K DM ED)E (1,3,5-% = BB
8,8 - (J¢ &£ —EC (E5 B 3 -N-F B -4, 2-up Bg B M -35 B OE (N-

MR -4, 2-uf U8 ) BB A M M) R (1,3,6-% = BB

AU R ) P BB AR (CNS) AdBLAE (210X 297204 ) -1-

(A Dr I B o i B (V- BV B RS )
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A8

C8
D8

X wH EARE
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