ANNEX A

1.  compound of the formula:
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hich compound is selected from compounds -3, -6, -13, -15, -16, -21, F-11, F-
15, F-38, F-60, F-61, Y-1, Y-9, Y-2, Y-3, Y-6, Y-7, Y-11, Y-12, Y-13, Y-14, Y-15, Y-16,
Y-17, ZZ-1, ZZ-5, ZZ-8, and ZZ-9, and pharmaceutically acceptable salts and sol ates
10  thereof:
-3 5-Hydroxy-6,10-diox0-3,4,6,9,9a,10-hexahydro-2H-1-oxa-4a,8a-diazaanthracene-
7-carboxylic acid 4-fluorobenzylamide;
R m R! R3 R4 Rx A
4-fluoro | 1 H H H H ;é
\N
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15 -6 5-Hydroxy-6,10-dioxo-1,2,3,4,6,9,9a,10-octahydro-1,4a,8a-triaza-anthracene-7-

carboxylic acid 4-fluoro-benzylamide;



R m R! R3 R R*
-fluoro |1 H H H H ;éS
~
N
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H
C-13  5-Hydroxy-3,3-dime hyl- ,10-dioxo-3, , , , a,10-hexahydro-2H-1-oxa- a,8a-
diaza-a hrace e-7-car oxylic acid -fluoro- e zylamide;
R m R! R3 R R*
-fluoro |1 H H H H ;fé
\N
%AO
5 C-15 5-Hydroxy-l-iso ro yl- ,10-dioxo-1,2,3, , , , a,10-oc ahydro-1, a,8a- riaza-
a hrace e-7-car oxylic acid- -fluoro- e zylamide;
R m R! R3 R R*
-fluoro |1 H H H H f'é
\N
%ﬂ
Cl 5-Hydroxy-3,3-dime hyl- ,10-dioxo-1,2,3, , , , a,10-oc ahydro-1, a,8a- riaza-
a hrace e-7-car oxylic acid -fluoro- e zylamide;
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-fluoro |1 H H H H ;;‘
~
N
EAN
H
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C-21 5-H

iazaanthra ene-7- ar ox li a i 4-fl oro enz lami e;

rox -2-meth 1-6,10- i0x0-3,4,6,9,9a,10-hexah

ro-2H-1-oxa-4a,8a-

R m R R3 R*¢ R A
4-fl oro |1 H H H H 955
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F-11 5-H rox -1,3,3-trimeth 1-6,10- i0xo0-1,2,3,4,6,9,9a,10-0 tah ro-1,4a,8a-
triazaanthra ene-7- ar ox li a1 4-fl oro enz lami e;
R m R R3 R4 R A
4-fl oro |1 H H H H :j
\N
%AT
F-15 5-H rox -l1-meth 1-6,10- i0x0-1,2,3,4,6,9,9a,10-0 tah ro-1,4a,8a-

triazaanthra ene-7- ar ox li a1 4-fl oro enz lami e;
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F-38 1-Eth 1-5-h rox -6,10- ioxo-1,2,3,4,6,9,9a,10-0 tah

anthra ene-7- ar ox li a1 4-fl oro- enz lami e;

ro-1,4a,8a-triaza-



R3 R14 RX

-fluoro |1 H H
‘%*N

F-60 5-Hydroxy-6,10-dioxo-3, ,6, , a,10- exa ydro- H-1-oxa- a,8a-diaza-ant ra ene-

7- arboxyli a id 3- loro- -fluoro-benzyla ide;
R m R! R3 R R
-fluoro, H H H H ;é
N
3- loro N
EAO
5 F-61 5-Hydroxy-6,10-dioxo-3, ,6, , a,10- exa ydro- H-1-oxa- a,8a-diaza-ant ra ene-
7- arboxyli a id , -difluoro-benzyla ide;
R m R! R3 R R
-fluoro, H H H H ye-‘
N
-fluoro N
EAO

-1 (3S, aS)-5-Hydroxy-3- et yl-6,10-dioxo-3, ,6, , a,10- exa ydro- H-1-oxa-
a,8a-diaza-ant ra ene-7- arboxyli a id , -difluoro-benzyla ide;
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-fluoro, H H H H ye-‘
\ \\\\\\\\
-fluoro N )
sE)é\o
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(3R 9 R)-5-Hydroxy-3-methyl-6 10-dioxo-34 6 99 10-hex hydro-2H-1-ox -

Y-9
4 -di z - thr ce e- -c rboxylic cid 2 4-difluoro-be zyl mide;
m 3 4 A
2-fluoro 2 H H H H f
™~
4-fluoro N
‘%/X\O
H
Y-2 (4S9 R)-5-Hydroxy-4-methyl-6 10-dioxo-34 6 99 10-hex hydro-2H-1-ox -
4 -di z - thr ce e- -c rboxylic cid 2 4-difluoro-be zyl mide;
m 3 4 A
2-fluoro 2 H H H H
4-fluoro ;é \N
T
H
Y-3 (4R 9 S)-5-Hydroxy-4-methyl-6 10-diox0o-34 6 99 10-hex hydro-2H-1-ox -
4 -di z - thr ce e- -c rboxylic cid 2 4-difluoro-be zyl mide;
m 3 4 A
2-fluoro 2 H H H H 5
4-fluoro réj \N :
‘g)é\o
H
10 Y-6 (2S 9 R)-2-Ethyl-5-hydroxy-6 10-dioxo-34 6 99 10-hex hydro-2H-1-ox -4
di z - thr ce e- -c rboxylic cid 2 4-difluoro-be zyl mide;
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Y-13 (3S aS)-5-Hydroxy-3-methyl-6 10-dioxo-3 4 6

4a a-diaza-a thrace e- -carboxylic acid 4-fluoro-be zylamide;

3

4

a 10-hexahydro-2H-1-oxa-
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Y-14 (3R aR)-5-Hydroxy-3-methyl-6 10-dioxo-3 4 6

4a a-diaza-a thrace e- -carboxylic acid 4-fluoro-be zylamide;
m 3 4 A
4-fluoro | 1 H H H H ;
™~
N
T
H
a 10-hexahydro-2H-1-oxa-

Y-15 (2R aS)-5-Hydroxy-2-methyl-6 10-dioxo-3 4 6

4a a-diaza-a thrace e- -carboxylic acid 2 4-difluoro-be zylamide;
m 3 4 A
2-fluoro 2 H H H H f
™~
4-fluoro )N\
ke

Y-16 (2S aR)-5-Hydroxy-2-methyl-6 10-dioxo-3 4 6

10
4a a-diaza-a thrace e- -carboxylic acid 2 4-difluoro-be zylamide;

a 10-hexahydro-2H-1-oxa-
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2-fluoro, 2 H H H H yj
N
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Y-17 (2S,9aR -5-H dro -2-meth 1- ,10-dio o- .4, ,9,9a,10-he ah dro-2H-1-o0 a-

4a,8a-diaza-a thrace e-7-carbo lic acid 4-fluoro-be z lamide;
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2. A compound accord ng oclam1 hch s selec ed from:

3S, aS)-5-H drox -3-me h 1-6,10-d ox0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1c ac d 2,4-d fluoro-benz lam de;

3R, aR)-5-H drox -3-me h 1-6,10-d ox0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1c¢ ac d 2,4-d fluoro-benz lam de;

4S, aR)-5-H drox -4-me h 1-6,10-d ox0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1 ¢ ac d 2,4-d fluoro-benz lam de;

4R, aS)-5-H drox -4-me h 1-6,10-d oxo0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1c¢ ac d 2,4-d fluoro-benz lam de;

2S, aR)-2-E h 1-5-h drox -6,10-d ox0-3.,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1c¢ ac d 2,4-d fluoro-benz lam de;

2R, aS)-2-E h 1-5-h drox -6,10-d ox0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-d aza-
an hracene-7-carbox 1 c ac d 2,4-d fluoro-benz lam de; and

2S, aS)-5-H drox -2- soprop 1-6,10-d ox0-3,4,6, , a,10-hexah dro-2H-1-oxa-4a,8a-

d aza-an hracene-7-carbox 1c ac d 2,4-d fluoro-benz lam de;

or a pharmaceu call accep able sal , or solva e hereof.

3. A compound selec ed from:

4R,12aR)-N- 4-Fluorophen I)me h 1]-7-h drox -4-me h I-1- I-me h le h 1)-6,8-d oxo-
1,2,3,4,6,8,12,12a-oc ah drop r do 1',2":4,5]p razno 1,2-a]p r m d ne- -carboxam de;
4S§,12aS8)-N- 2,4-D fluorophen I)me h 1]-7-h drox -4-me h 1-1- 1-me h le h 1)-6,8-

d oxo-1,2,3,4,6,8,12,12a-oc ah drop rdo 1',2":4,5]p razno 1,2-a]p r m d ne- -

carboxam de;
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(4S,12 S -N-[(4-Fluorophenyl methyl]-7-hydroxy-1,4-d methyl-6, -d oxo-

1,2,3,4,6, ,12,12 -0 t hydropyr do[1',2":4,5]pyr z no[1,2- Jpyr m d ne- - rbox m de;
(45,12 S -N-[(2,4- fluorophenyl methyl]-7-hydroxy-1,4-d methyl-6, -d oxo-

1,2,3,4,6, ,12,12 -0 t hydropyr do[1',2":4,5]pyr z no[1,2-a]pyr m d ne- - rbox m de;
(45,12 S -N-[(4-Fluorophenyl methyl]-7-hydroxy-4-methyl-1-(1-methylethyl -6, -d oxo-
1,2,3,4,6, ,12,12 -0 t hydropyr do[1',2":4,5]pyr z no[1,2-a]pyr m d ne- - rbox m de;
(2R, S -5-Hydroxy-2-methyl-6,10-d oxo0-3,4,6, , ,10-hex hydro-2H-1-ox -4 , -
d z - nthr ene-7- rboxyl d 4-fluoro-benzyl m de;

en nt omers thereof; d stereomers thereof; m xtures of en nt omers thereof; m xtures of
d stercomers thereof;, m xtures of en ntomers nd d stercomers thereof, nd

ph rm eut 1y ept bles lts thereof.

4. A ompound ordngto 1 m 3 wherentheph rm eut Ily eptbles It s

sod um s It.

5. Aphrm eut 1 omposton omprsng ompound ordngto nyoneofCl ms

ltod4,or phrm eut Ily ept bles It, orsolv te thereof.

6. A ompound, s ltorsolv te sdefned n nyoneof 1 ms1to4foruse n method

of tre tment of the hum n or n m I body by ther py.

7. A ompound, s It or solv te s defned n ny one of 1 ms 1to 4 foruse s n

ntvrl gent.

A ompound, s Itorsolv te sdefned n nyoneof 1 ms1to4foruse s n nt-

HV gent.
. A ompound, s It or solv te sdefned n nyoneof I ms 1 to4 foruse njont nt-

HV ther py wth n ddton | ther peut gent sele ted from reverse tr ns r pt se

nh b tors nd prote se nh b tors.
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