[Name of Document] Scope of Claims

1. A compound of the formula
OH O
\\\]/ \Z'
R2 NR! A
RV .
L
O
(wheremn,
Z!'is NR®

R*1s hydrogen, optionally substituted lower alkyl, optionally substituted
cycloalkyl, optionally substituted cycloalkyl lower alkyl, optionally substituted lowe:
alkenyl, optionally substituted lower alkoxy, optionally substituted aryl, optionally
substituted aryl Jower alkyl, optionally substituted aryloxy, optionally substituted
heterocychc group, optionally substituted heterocycle lower alkyl, optionally
substituted heterocycleoxy, hydroxy, optionally substituted amino, optianally
substituted phosphoric acid residue, aryl substituted with optionally substituted
phosphoric acid residue, aralkyl substituted with optionally substituted phosphoric
acid residue, hydroxy substituted with optionally substituted phosphoric acid residue,
amino substituted with optionally substituted phosphoric acid residue or lower alkyl
substituted with optionally substituted phosphoric acid residue (the lower alkyl may
be intervened by a heteroatom group selected from CQ, O, S, SO, SO, NRa (R 15
hydrogen or lower allyl), -N=and =N-)}, O or CHu.

Z%1s oplionally substituted lower alkylenc or optwonally substituted lowel
alkenylene, each may be intervened by a heteroatom group selected from O, S, SO,
SO2 NR3 (R% 15 hydrogen, optionally substituted lower alkyl, optionally substituted
cycloalkyl, optionally substituted cycloalkyl lower alkyl, optionally substituted lowe:
alkenyl, eptionally substituted lower allcoxy, optionally substituted aryl, optionally
substituted aryl lower alkyl, optionally substituted aryloxy, optionally substituted
heterocyclic group, optionally substituted heterocycle lower alkyl, optionally
substituted heterocycleoxy, hydroxy or optionally substituted amino, optronally
substituted phosphoric acid residue, aryl substituted with optionally substituted
phosphoric acid residue, aralkyl substituted with optionally substituted phospheric
acid residue, hydroxy substituted with optionally substituted phosphoric acid residue,
amino substituted with optionally substituted phosphoric acid residue or lower alkyl
substituted with optionally substituted phosphoric acid residue (the lower alkyl may
be intervened by a hetercatom group selected from CO, O, S, SO, SO NRY(R5 is

selected mdependently from the same substituent group as RY, -N= and =N-)), -N= or



=N+
R11s hydrogen or lower alkyl

X 1s a single bond, a heteroatom group selected from O, S, SO, SOz and NI, or
Iower alleylene or lower alkenylenc each may be intervened by the heteroatom,

11?7 is optionally substituted aryl;

R’ is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloalkyl, optionally substituted lower alkenyl, optionally substituted
lower alkoxy, optionally substituted lower alkenyloxy, optionally substituted aryl,

aoptionally substituted aryloxy, optionally substituted heterocyclic group, optionally

substituted heterocycleoxy or optionally substituted aminos

R*and Z% part taken together forms a ring, where the compound (I) is represented

by the following formula (I-1), or {(I-11)

OH O
: A
H\X/NR ] NX (1-1)
/

e} H3 R14 Rx

(whercin,

A ring 1s optionally substituted heterocyele;

R¥and RN are independently hydrogen, optionally sukstituted lower alkyl,
optionally substituted cycloalkyl, optionally substituted cycloalkyl lower alkyl,
optionally substituted lower alkenyl, optionally substituted lower alkoxy, optionally
substituted lower alkenyloxy, ecptionally substituted avyl, nptionally substituted aryl
fower alkyl, optionally substituted avyloxy, optionally substituted heterocyclic group.,
optionally substituted hetevocycele lower alkyl, optionally substituted heterocycleoxy,
optionally substituted phosphoric acid residue, aiyl substituted with optionally
substituted phosphoric acid residue, aralkyl substituted with optionally substituted
phosphoric acid residue, hydroxy substituted with optionally substituted phosphoric
acid residue, amino substituted with optionally substituted phosphoric acid residue or
lower alkyl substituted with optionally substituted phosphoric acid residue {the lower
alkyl may be intervened by « heteroatom group sclected from Q, S, SO, SQ. NR5 (R5 15
sclected independently from the same substituent group as R, N= and =N-), hydroxy,
optionally substituted amino, optionally substituted lower alkyl carbonyl, optionally
substituted cycloalkylcarbonyl, optionally substituted cycloalkyl lower alkyl carbanyl,
optionally substituted lower alkoxy carbonyl, optionally substituted arylecarbonyl,
optionally substituted aryl lower alkyl eatbonyl, optionally substituted

arvloxycaibonyl, optionally substituted heterocyclecarhonyl, optionally substituted



hetevocycle lower alkyl carbonyl, optionally substituted hetevocycleoxy carbonyl or
optionally substituted aminocaibonyl;
a broken line represents the presence or absence of a bond, provided that when the

broken line represents the picsence of a bond, R¥ is not present;

R11s hydrogen or lower alkyl,

X is a single bond, a heteroatom group selected from O, S, SO, SO2and NH, ov
lower alkylene or lower alkenylenc each may be intervened by the heteroatom group.

R?31s optionally substituted avyls

Ro is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloalkyl, optionally substituted lower alkenyl, optionally substituted
lower alkoxy, optionally substituted lower alkenyloxy, optionally substituted aryl,
optionally substituted aryloxy, optionally substituted heterocyelic group, optionally

subslituted heterocycleoxy or optionally substituted ammo)

{wherein,

D ring 1s optionally substituted heterocycle;

R'1s hydrogen or lower alkyl,

X 1s a single bond, a heteroatom group selected from O, S, SO, SO:and NH, or
lower alkylene o1 lower alkenylene each may be intervenced by the heteroatom group:

R? 1s optionally substituted miyl

R* is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloalkyl, optionally substituted lower alkenyl, oplionally substituted
lower alkoxy. optionally substituted lower alkenyloxy, optionally substituted aryl,
optionally substituted aryloxy, optionally substituted hetevocychic group, optionally
substituted heterocycleoxy or optionally substituted amino)).

or a pharmaceutically acceptable salt, or solvate thereof.

2 A compound according te Claim 1, pharmaceutically acceptable salt, o1 solvate

thereof, wherein R 1s hydrogen.

3. A compound according to Claim 1, pharmaceutically acceptable salt, or solvate

thereof, wherein X 1s Jower alkylene, R2 1s phenyl or phenyl substituted with at least

halogen



4 A compound according to Claim 1, pharmaccutically acceptable salt, or solvate
thereof, wherem R¥%1s hydrogen, halogen, hydroxy, lower alkyl, lower alkenyvl, lower

alkoxy, lower alkenyloxy or optionally substituted amino

5. Acompound according to Clanm 1, pharmaceutically acceptable salt, or solvate

thereof, wherein R41s hydrogen
6. A compound according to Claim 1, pharmaceutically ucceptable salt, or solvate
thercof, wherein R!1s hydrogen or lower alkyli X is lower alkylene; R2is phenyl or

pheny! substituted with al {cast halogen: R¥1s hydrogen, halogen, hydraxy, lower

alkyl, lower alkenyl, lower alkoxy, lower alkenyloxy or optionally substituted amino.

7. A compound of the forinula

R2

{(wheremn,

A ring 1s optionally substituted heterocycle;

R' and BN are independently hydrogen, optionally substituted lower alky!,
optinnally substituted cycloalkyl, optionally substituted cycloalkyl lower alkyl,
oplionally substituted lower alkenyl, optionally substituted lower alkoxy. optionally
substituted lower alkenyloxy, optionally substituted aryl, optionally substituted ayl
lower alkyl, optionally substituted aryloxy, optionally substituted heterocyclic group,
optionally substituted heterocycle lower alkyl, optionally substituted heterocycleoxy,
optionally substituted phosphoric acid vesidue, aryl substituted with optionally
substituted phosphoric acid residue, aralkyl substituted with optionally substituted
phosphoric acid residue, hydroxy substituted with optionally substituted phosphoric
acid residue, ammmno substituted with optionally substituted phosphoric acid residue o1
lower alkyl substituted with optionally substituted phosphoric acid 1esidue (the lower
alkyl may be mtervened by a hetercatom group selected from O, S, SO, SO2 NR6 (RF 18
selected independently fiom the same substituent group as RY, N= and =N-), hydroxy,
optionally substituted amino, uptionally substituted lower alkyl carbonyl, optionally
substituted cycloalkylcarbonyl, optionally substituted cycloalkyl lower alkyl carbonyl,
optionally substituted lower alkoxy caibonyl, optionally substituted arylcarbonyl,
optionally substituted aryl lower alkyl curbonyl, optionally substituted

aryloxyciibonyl, optionally substituted heterocyclecarbonyl, optionally substituted



heteiocycle lower alkyl carbonyl, optionally substituted heterocyclcoxy carbonyl or
oplionally substituted aminocarbonyl;

a broken linec represents the presence or absence of a bond, provided that when the
broken line represents the presence of a bond, R¥ is not present;

RtV is hydrogen or lower alkyl,

X 1s a single bond, a heteroatom group sclected from O, S, SO, SOz and NH, or
lower alkylene or lower alkenylene each may be intervened by the heteroatom group;

R? is optionally substituted aryl;

R3 is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloalkyl, optionally substituted lower alkenyl, optionally substituted
lowcr alkoxy, optionally substituted lower alkenyloxy, optionally substituted aryl,
optionally substituted aryloxy, op_tlonally substituted heterocyclic group, optionally
substituted helerocycleoxy or optionally substituted aming),

or a pharmaceutically acceptable salt, or solvate thereof

8. A compound according to Claim 7, pharmaccutically acceptable salt, or solvate
thercof, wherein R is hydrogen or lower alkyl X is lower alkylene; R?is phenyl or
phenyl substituted with at least halogen: R*1s hydrogen, halogen, hydroxy, lower

alkyl, lower alkenyl, lower alkoxy, lower alkenyloxy or optionally substituted amino.

9.  Acompound according to Claim 7, pharmaceutically acceptable salt, or solvate

theveof, wherein a broken line represents the absence of a bond.

10. A compound according to Claim 7, pharmaceutically acceptable salt, o1 zolvate

thercof, wherein R¥is hydrogen, R¥is hydrogen or optionally substituted lower alkyl.

11, Acompound according to Claym 7, pharmaceutically acceptable salt, or solvate
thereof, wherein A ring 1s an optionally substituted and optionally condensed 5 to 7-

membered heterocycele contamning 1 to 2 hetero atomf(s)

12 A compound of the formula-
N
/\ ™~ O\\\,—‘ \\\~ //" \\‘N/—\ \\
(R)m/f ” 1 ] ] J\ A
k\'\‘"\‘,// T~ NR -~ \\\‘ /—N~\\ e v/ { I-1-1 )

(wherem,

A ring is an optionally substituted and optionally condensed 5- to 7- membered



heterocycle contaming 1 to 2 hetero atom(s),

the stercochemistry of un asymietric carbon represented by * shows R- or S-
configuration, or a mixture thercofls

R and R¥ are independently. hydrogen, optionally substituted lower alkyl,
optionally substituted cycloalkyl, optionally substituted cycloalkyl lower alkyl,
optionally substituted lower alkenyl, optionally substituted lower alkoxy, optionally
substituted lower alkenyloxy, optionally substituted aryl, optionally substituted aryl
lower alkyl, optionally substituted aryloxy, optionally substituted heterocyclic group,
optionally substituted heterocycle lower alkyl, optionally substituted heterocycleoxy,
optionally substituted phosphoric acid residue, aryl substituted with optionally
substituted phosphoric acid residuc, aralkyl substituted with optionally substituted
phosphoric acid vesidue, hydroxy substiluted with optionally substituted phosphoric
acid residue, amino substituted with optionally substituted phosphoric acid residue or
lower alkyl substituted with optionally substituted phosphoric acid residue (the lower
alkyl may be intervencd by a heteroatom group sclected from O, S, SO, SOz NR® (R5 15
sclected mndependently from the same substituent group as R1), -N= and =N-), hydroxy,
optionally substituted ammo, optionally substituted lower alkyl carbonyl, optionally
substituted cycloalkylcarbonyl, optionally substituted cycloalkyl lower alkyl carbonyl,
optionally substituted lower alkoxy carbonyl, optionally substituted arylcarbonyl,
optionally substituted aryl lower ;H(yl carbonyl, optionally substituted
aryloxycarbonyl, optionally substituted heterocyelecarbonyl, optionally substituted
heterocycle lower alkyl carbonyl, optionally substituted heterocycleoxy carbonyl or
optionally substituted aminocarbonyl:

R3is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloulkyl, optionally substituted lower alkenyl, optionally substituted
lower alkoxy, optionally substituted lower alkenyloxy, optionally substituted arvl,
optionally substituted arvloxy, optionally substituted heterocyclic group, optionally

substituted heterocycleoxy or optionally substituted amina), its pharmaceutically

acceptablc salt, vt
R!1s hydrogen o1 lower alkyl,

R isindependently selected from halogen and Substituent group S1,

Substituent group S1{. optionally substituied phosphoric acid residue, aryl
substituted with optionally substituted phosphoric acid residue, aralkyl substituted
with optionally substituted phosphoric acid residue, hydroxy substituted with
optionally substituted phosphoric acid residue, amino substituted with optionally
substituted phosphoric acid residue, ov lower alkyl substituted with optionally
substituted phosphoric acid vesidue {(wherein the lower alkyl may be intervened with
a heteroatom group(s) selected fiom CO, O, O, S, 8O, SOz, NR* (R~ 1& hydrogen or

lower allyl), -N=and =N-J, lowcr alkoxy lower alkyl, amino lower alkyl optionally



substituted with mono- or di- lower alkyl, halogenated lower alkyl, lower alkoxy,
carbamoyl!l optionally substituted with mono- or di- lower alkyl, optionally substituted

lower alkyl sulfonyl amino, halogenated lower alkoxy, hydroxy lower alkyl)

m is an integer of 0 to 3),

or a pharmaceutically acceptable salt, or solvate thercof

13. A compound according to Claim 12, pharmacecutically acceptable salt, or solvate

thereof, wherein RX and R are independently hydrogen or optionally substituted

lower alkyl.

14. A compound according to Claim 12, pharmaceutically acceptable salt, or solvate

thercof, wherein R¥ and R are hydrogens

15. A compound according to Claun 12, phaimaceutically acceptable salt, or solvate

thereof, wherein R41s hydrogen.

16 A compound according to Claim 12, pharmaceutically acceptable salt, or solvate

thereof, wherein m is 0, or 1 to 3 and at least one of R is halogen

17. A compound according to Claim 7 or 12, pharmaceutically acceplable salt, or

solvate therveof, wherein A ring 15 any one of the followings’

20 - R32 133
’, R21 ﬁ" /R 34
- 22 / _R2?8 /
< H - ~ — -~ . R35
fs\N/ ~ e f" ~N B ;‘( ~N \T- 3
‘777_‘ u\Z/" \RZ-I LH?/’/ * Z Rjo \sl',/ -\Z / H37
25 >
R R39 R38
Z=0or NR™ Z=0or NR" 2 =0or NRY
A1) A2 (A-3)

(wherein, R to R are each independently a group selected from Substituent gioup
S2, or any two groups of R2¢ tn R4, which bonds to the same carbon atom, taken
together with the carbon atom, may form an optionally substituted carboceyle or
optionally substituted heterocycle, or cach combination of (R20 and R22), (R24 and R21),
(R2% and R, (R#7and R29, (R*and R4Y, (R12and R31, (R37and R4), (R37and R19),
and (R¥%andR 1), taken together with the neighboring atom, may form an optionally

substituted carbocyle or optionally substituted heterocycle.

Substituent group S2 hydiogen, optionally substituted lower alkyl, optionally



substituted cycloalkyl, optionally substituted cycloalkyl lower altkyl, optionally
substituted lower alkenyl, optionally substituted lower alkoxy, optionally substituted
lower alkenyloxy, oplionally substituted aryl, optionally substituted aryl lower alkyl,
optionally substituted aryloxy, optionally substituted heterocycle, optionaily
substituted heterocycle lower alkyl, optionally substituted heterocycleoxy, hydroxy,
optionally substituted amino, optionally substituted lower allkylcarbonyt, optionally
substituted cycloalkylcavrbonyl, optionally substituted eycloalikyl lower alkylcarbonyl,
optionally substituted lower alkoxycarbonyl, optionally substituted arylcarbonvl,
optionally substituted aryl lower alkylcarbonyl, optionally substituted aryl
oxycarbonyl, optionally substituted heterocyclecarbonyl, optionally substituted
heteroeycle lower alkylearbonyl, optionally substituted heterocycleoxycarbonyl,
optionally substituted aminocarbonyl, optionally substituted phosphoric acid residue,
aryl substituted with optionally substituted phosphoric acid residue, aralkyl
substituted with optionally substituted phosphorvic acid residue, hydroxy substituted
with oplionally substituted phosphoric acid residue, amino substituted with
optionally substituted phosphoric acid residue, or lower alky! substituted with
optionally substituted phosphoric acid residue (the lower alkyl may be intervened
with a heteroatom group(s) selected from CO, O, S, SO, SOz, NR5 (R51s independently

selecled from the same Substituent group as R4, -N= and =N-)

the stereochemistry of an asyminetric carbon represented by * shows - or S-

configuration, or a mixture thereof)

18.  Acompound according to Claun 17, pharmaceutically acceptable salt, or solvate
thercof, wheremn R2¥ to R17 arc each independently hydrogen or substituted lower
alkyl, or any two groups of R* to RV, which bonds Lo the same carbon atom, taken
{ogether with the carbon atom, may form an optionally substituted 3- to 7- membered
carbocyle or optionally substituted 3- to 7- membered heterocycle, or each
combination of (R20and R22), (R#3and R, (R2 and 1126), (R?7 and R2%), (R39 and R3Y),
(Rs2and A1), (R% and IW96), (RY7and R38), and (R¥¥andR*), taken together with the
neighboring atom, may form an optionally substituted 5- to 7- membered carbocyle or

optionally substituted 5- to 7- membeied heterocycle

19, Acompound according to Claim 17, pharmaceutically acceptable salt, o1 solvate
thercof, wherein A ring 1s a ring represented by {(A-1), one of R20to R?7is optronally

substituted lower alky) and the others are hydiogens

20. Acompound according to Claim 17, pharmaceutically acceptable salt, or sclvate

thereof, wherein A ring 18 a ring represented by (A-1); one of (2" and R2¢), (R23and



optionally substituted 5- to 7- membeved carbocyle or optionally substituted 5- to 7+

membered heterocycle.

21. A compound according to Claim 17, pharmaccutically acceptable salt, or solvate
thereof, wherein A ring 1s a ring represented by (A-1)) Z=NRZS, and R? and R26 taken
together with the ncighboring atom may form an optionally substituted 5 to 7-

membeied heterocycle

22 A compound according to Claim 17, pharmmaceutically acceptable salt, or solvate
thereof, wherein A ring is a ring represented by (A-2); one of R27to R3¢ is optionally

substituted lower alky! and the others arc hydrogens.

23 A compound according to Claim 17, pharmaceutically acceptable salt, or solvate
theveof, wherein A ving 1s a ring rcpresented by (A-2), one of (I127and R2Y) and (R3Y and
R4M), taken together with the neighboiing atom, may form an optionally substituted 5-
to 7- membered carbocyle or optionally substituted 5- to 7- membered heterocycele.

24. A compound according to Claim 17, pharmaceutically acceptable salt, or solvate
thereof, wherein A ring 1s a ring vepresented by (A-2)) Z=NR31, and R3%and R3! taken

together with the neighboring atom may form an optionally substituted 5- to 7-

membeired heterocycle.

25. A compound accordimmg to Claim 17, pharmaceutically acceptable salt, or solvale
theieof, wherein A ring 1s a ring represented by (A-3) one of 32 to R4 is optionally

substituted lower alkyl and the others are hydrogens

26 A compound according to Claim 17, pharmaceutically acceptable salt, or solvate
thereof, wherein A ring 1s a ving represented by (A-3); one of

(RA72andR41), (R3%and+6) (R3FandR8),and(RMandR ). taken together with the
neighboring atom, may form an optionally substituted 5- to 7- membered carboeyle or
optionally substituted 5- to 7- membered heteiocycle

27. A compound according to Clavm 17, pharmaceutically acceptable salt, or solvatc
theveof, wherein A ring 1s a mng represented by (A-3), Z=NR W, and R¥9and R taken
together with the neighboring atom may form an optionally substituted 5 to 7-

membered heterocycle.

28. A compound according to Claum 12, pharmaceutically acceptable salt, or solvate
thereof, wherem R¥1s hydrogen: RV'is hydrogen or optivnally substituted lower, Riis

hydropgen: mas 1 Lo 2 and at least one of Rs is halogen, A ring is a ring described n



Claim 17.

29 A compound according to Claun 12, pharmaceutically acceptable salt, or solvate
thereof, whereiu RX 1s hydrogen: R' is hydrogen, R' 1s hydrogen, m is 0, or 1 to 3
and at least one of R is halogen; A ring is a ring described in Claim 17, R?0 to R are
each independently hydrogen or substituted lower alkyl, or any two groups of R#" to
R, which bonds to the same caibon atom, taken together with the carbon atomn, may
form an optionally substituted 3- to 7 membered carbocyle or optionally substituted
3- to 7- membered heterocycle, or cach combination of (R20 and R#2), (R¥3 and R%1), (R2”
and R26), (R?7and R2), (R and R31), (R¥2and R4, (R45and R3%), (R47 and R3¥#), and
(R¥™andR9), taken together with the neighboring carbon atom, may form an

optionally substituted 5- to 7- membered carbocyle or optionally substituted 5- to 7~

membered heterocycle

30 A compound of the formula:
OH 0
Ox
S N N
2 1 D
AR NP o N (I-11)
0 R3

(wherein,

D ring 1s optionally substituted heterocycle;

R!is hydrogen or lower alkyl;

X is a single bond, a heteroatom group selected from O, §, SO, SOz and NH, or
lower alkylene or lower alkenylene cach may be intervened by the heteroatom group.

R2 is optionally substituted aryl,

R is hydrogen, halogen, hydroxy, optionally substituted lower alkyl, optionally
substituted cycloalkyl, optionally substituted lower alkenyl, optionally substituted
lower alkoxy, optionally substituted lower alkenyloxy, optionally substituted aryl,
optionally substituted aryloxy, optionally substituted heterocyclic group, optionally
substituted heterocycleoxy or optionally substituted amino),

or a pharmaccutically acceptable salt, or solvate thereof

31 A compound selected from the group consisting of
(3R, 11a.9)-N-[(2,4-DiftuorophenyDimethyl]-6-hydroxy-3-methyl 5,7 dioxa-2,3,5,7,11,11a

-liexahydro[l,3]oxazolo[3,2-alpy rido[1,2-dlpyrazine-8-carboxanude;



(4a£2, 1328 -N-1(2,4-Difluorophenylmethyll- 10-hydroxy-9,11-di0x0-2,3,1a,5,9,11,13,13a

‘octahydro- 1 A pyridol1,2-alpyrrolol1',2".3,4]imidazol1,2-dlpyrazine-8-carboxamidc.

(3a.5,13a.9- A {(2,4-Difluorophenyl)methyll-8-hydroxy-7,9-dioxoc" 1,2,3,2a,4,5,7,9,13, 13a

-decahydropyridol1’,2":4,5]pyrazino{1,2-alpyrrolol1,2-clpyrimidine - 10-carboxamide;

(428, 13a8)-N-1(2,4-Difluorophenylmethyl]-10-hydroxy-9,11-dioxo-2,3,4a,5,9,11,13,13a

-octahydro- 14 pyridol1,2-alpyrrolof1,2:3,4linudazol 1,2 dlpyrazine-§-carboxamide;

(128, 13aR)- A~ 1(d-Fluorophenyl)methyll 10-hydvoxy-9.11-divxo-2,3,4a,5,9,11,13, 13a-oct

ahydro- LA pyridell,2-alpyrrolol 14,23, 4]limidazol 1.2 dlpyrazine-§-carboxamide,

(35 11a 2- M- [(2,1-Diftuoropheny Dmethyll-6-hydioxy 5,7 dioxo-3-(phenylmethyl)-2,3,5,

7,11, 11a -hexahydve[1,3]oxazolol3,2 - alpyrido[},2-dlpyiazine - 8-carboxamide,

(325 13a.9) - A-[(d-Fluorophenyl)methyl]-8 hydroxy-7,9-dioxo-1,2,3,3a,4,5,7,9,13,13a-de

cahydropyridol1',2:4,5lpyrazinol1,2-alpyrrolo[1,2-¢clpyrimidine 10-carboxamde,

(35, 11a - N-[(2,14-Diflucrophenylmethyl}-6-hydroxy-3-[(18)- 1-inethylpropy!]l-5,7-dioxo

-2.3,5,7,11,11a-hexahydroll,3loxazolol3,2-alpyridol1,2- dlpyrazine-8-carboxamid..

(35 11aR) N[(2,1- DifluorophenylD)methyl]-6-hydroxy-3-mcthyl-5,7-dwxo-2,3,5,7,11,11a

w2,

-hexahydroll,3loxazolo[3,2-alpyridol 1,2  dlpyrazine-8-carboxamde.

(35 11a 72 N[(1 FluorophenyDmethyl]-6-hydioxy-3-mcthyl-5,7-droxo 2,3,5,7,11 11a-he



xahydroll,3loxazolol3,2-alpyridol],2 dlpyrazine-8-carboxamide;

(35 11ak)-N-1(2,4-Difluorophenylimethyl]-3-(1,1-dimethylethyl)-G-hydroxy-5,7-dioxo-2
,3,5,7,.11,11a-hexahydrol1,3loxazolol3,2-alpyridol1,2-dlpyrazinc-8-carboxamide:
(35 11a/)-3-(1,1-Dimethylethyl)- A [{4-fluorophenymethyl]-6-hydioxy 5,7 dioxo-2,3,5,

7,11,11a-hexahydroll,3Joxazolo(3,2-alpyridol1,2-dlpyrazine-8-carboxamide;

(35 11aR)-N{(2,4-Difluoropheny)methyl]-6-hydroxy-5,7-dioxc-3-phenyl-2,3,5,7, 11, 1 1a

-hexahydroll,3loxazolol3,2-alpyiidoll,2 - dlpyrazine-8-carboxamide.

(35 11a - N-[(2,4-Difluorophenylimethyl]-6-hydroxy-3-(hydroxymethyl)-5,7-dioxo-2,3,
5,7,11,11a-hexahydroll,3loxazolo(3,2 alpyrido[1,2-dlpyrazine-8-carboxamide;
(2.5,35)- N-[(2,1-Difluorophenylymethyl]-6-hydroxy-3-methyl-5,7-dioxo-2-phenyl-2,3,5,7

,11,11a-hexahydroll,3loxazolo[3,2-alpyridol1,2-dlpyrazine-8-carboxamide;

(32 11a5)- N-1(2,4-Difluorephenymethyl]-6-hydroxy-5,7-dioxo-3-(phenylmcthyl)-2,5,5,

7,11,11a-hexahydroll,3Joxazolold,2-alpyrido[1,2-alpyrazine-8-carboxanude;

(3R, 11a5)-N[(2,4-Diflucrophenyl)methyl]-6-hydroxy-3 (2-methylpropyD)-5,7-diox0°2,3,

57,11 ,lla'he,\'ahydro[l,3Joxazolo[3,2'a]pyrldo[ 1,2-dlpyrazine-§-carboxamide;

(ha 2, 14a ) - N-[(2,1-DifluorophenyDmethyl)-11-hydroxy-10,12-dioxo-1,2,3,4,5a,6,10,12,

14, 14a-decahydropynidol1,2-alpyrido[1',2°3.4himidazol1,2 - dlpyrazine-9 caiboxamide,



(25,39-MN[(2,1-Diftuorophenyl)methyl] 6-hydroxy-3-[Guethyloxy)methyll-5,7-d1oxo-2-p

henyl-2,8,5,7,11,11a hexahydroll,3Joxazolo{3,2-alpyridoll,2-dlpyrazine-8-carboxamide

(35 11af)-3-(CyclohexylmethyD)- A [(2,4-difluorophenyl)methyl]-6-hydroxy-5,7-dioxo-2,

3,5,7,11,11a-hexahydrol1,3Joxazolo[3.2-alpyrido(1,2-dlpyrazine-8-carboxamide:

(35, 11a - A [(2,1-Difluorophenymethyll-6-hydroxy-3-(1-methylethyl)-5,7-diox0-2,3,5,

7.11,11a-hexahydro(l,3Joxazolol3,2- alpyridol1,2-dlpyrazine-8§-carboxamide;

(5alt, 1429 N (2,4-Diftuorophenylimethyll-12-hydroxy-11,13-dioxo-5a,6a,7,11,13,141a-

hexahydro-54 1indeno[1',2":4,5){1,3]loxazolol3,2- alpyridell,2-dlpyrazine-10-carboxamid

(2.5 32,1128 N-[(2,4-Difluorophenyllmethyl}-6-hydroxy-5,7-dioxo-2,3-diphenyl-2,3,6,7,

11,11a-hexahydrolt,3loxazolol3,2-alpyrido(1,2-dlpyrazine-8-carboxamidc:

(2831 11ak)-N-1{2,4-difluorophenylymethyl}-6-hydroxy -5,7-dioxo-2,3-dipheny!-2,3,5,7,
11,11a-hexahydroll,3loxazolol3,2-alpyridol1,2-dlpyrazine-8-carboxamide,
(822,112.9-A-[(2,1-Difluorophenyl)methyl)-6-hydroxy-3-(I-methylethyl)-5,7-diox0-%,3,5,

7,11,11la-hexahydroll,3Joxazolo[3,2-alpyrido[1,2-alpyiazine-8-carboxamide.

(38112 ) N2, 4- DifluorophenyDmethyl]-6-hydroxy-3-[2-(methylthio)ethyl] 5, 7-dioxo-

2.3,5,7,11,11a-hexahydrol1,3Joxazolol3,2-alpyridol1,2-dlpyrazine-8-carboxamde;



(3.5, 11a/t)- NV-[(2,4-Difluorophenyl)methyl]-6-hydroxy-3-(2-(methylsulfonyDethyl] 5,7 -du

0x0°2,3,5,7,11,11a-hexahydro(l,3loxazolo[3.2-alpyrido(1,2-dlpyrazine-8-carboxamide,

(35, 11ak)- N-[(2,4-DifluorophenyDmethyl]-6-hydioxy-3-(1 /£ mdol-3-ylmethyl)-5,7-d1ox0

'2,3,5.7,11,1la'hexahydro[l.3]oxa/.oloI3.2'n]pyridofl 2-dlpyrazine-8-carboxamide;

(4R 12a)- M-(4-fluorophenyl)methyl}-7-hydroxy-4-methyl-1-(2-methylpropy!)-6,8 diox

0-1,2,3,4,6,8,12,12a-octahydropyrido[1',2:4,6]pyrazino(l,2-alpyrimidine-9-carboxamid

Gy

(4R 12a/)- M[(1-Fluorophenylmethyll-7-hydroxy-4-methyl-1-(1-methylethyl) 6,8 diox

0-1,2,3,4,6,8,12,12a-octahydropyrido[1',24,5]pyrazinol1,2-alpyrimidine-9-carboxamud

(45,12a8)- M[(2,4-DifluorophenyDincthyl]-7-hydroxy 1 methyl-1-(2-methylpropyl)-6,8-

dioxo-1,2,3,1,6,8,12,12a-octahydropyrido{l’,2"4,56lpyrazinoll,2-#)pyrimidine-9-carboxa

mide;

(45,12a.9)-1-(Cyclopropylmethyl)- M [(2,1 difluorophenyDmethyl]-7-hydroxy-4 -methy!-6
,8-dioxo°1,2,3,4,6,8,12, Q'a'uctuhydlupyrldo[l','.Z'-fl,S]pyLa'Linc.\[],2'.’7];;\'111111(:]111@ 9-carbo

xamide.

(4.5 1208 A [(2,4-Difluorophenybimethyll 1-(2-MuranybuethyD)-7-hydroxy -4 methyl-G,8
-d1ox0-1,2,3,4,6,8,12,12a-octahydropyrido{1',2:4,5]pyrazino[1,2- alpyrimidine-9-carbox

amide;



(45,1249 A-{(2,4-Difluorophenylimethyl)-7-hydroxy-1-methyl-6,8-dioxo- 1-(1.3-thiazol-
2-ylmethyl)-1,2,3,4,6,8,12,12a-octahydropyrido[1',2"4,5]pyrazimo[1,2- elpyrimidine-9-c

arboxamide;

(dafl6alt,14a.5) N [(2,4-DifluorophenyDmethyl}-12-hydvoxy-11,13-dioxo 1,3,4,4a,5,6a,

7,11,13,.14a decahydro-2 &pyridol1',2":4,5]pyrazino(1,2-a}[3, l]benzoxazine- 10-carboxa

mides

(4all6al’ 1125  MN-{{4-I'luorophenyDmethyll-12-hydroxy-11,13-dioxe"1,3,4,4a,5,6a,7,11

,13,14a-decahydro-2//-pyridol1',2" 4,5]pyrazino(1,2-al[3, 1lbenzoxazine 10 carboxamide

(38 4afl6af, 1428 M2, 4-DifluorophenyDmethyl)-12-hydroxy-11,13-dioxo-3-phenyl-1

3 A4,18,5,60,7, 11,13, 14a decahydro-2/4 pyridol1,254, 5l pyrazino[1,2 a3, Hbenzoxazine

-10-carboxamide;

(4a85,6a8S,14a8)-N-[(2,4-Difluorophenyl)methyll-12-hydrexy-6-(2-methylpropy)-11,13-d

ioxo-1,2,3,4,4a,5,6,6a,7,11,13,14a-dodecahydiopyrido[1',2' 4,5]pyrazinoll,2-alquinazoli

FALE)

ne-10-carboxamide;

(6alR,7aS,11aS8)-N-{(2,1-DiflucrophenyDmethyl]-1-hydroxy 2,13 dioxo-2,6a,7,72,8,9,10,

11,11a,13-decahydvo-6H-pyrido{1°.24,5lpyrazinol(1,2-albenzimidazole-3 carboxamide:

(6aS,7a5,11a8)-N-[(2,4-Difluorophenyl)methyl]- 1-hydroxy-2,13-diox0-2,6a,7,7a,8,9, 10,

11,11a,13-decahydro-6H-pyrido[1',2':4,5] pyrazino[1,2 albenzimidazole-3-carboxanudc:



(5a85,14a8)-N-[(2,4-DifluciophenylDmethyll-11-hydvoxy-10,12-dioxo- 1,2,3,4,54,6,10,12,

14,11a-decahydropyridol1,2-alpyrido[1',2".3,4}iinidazo{1,2-dIpyrazine-9-carboxamide;

(4aR,14aR)-N-[(2,4-Difluorophenyl)methyl]-9-hydroxy-8,10-diox0-2,3,4,4a,5,6,8,10,14,

14a-decahydro- TH-pyridol1,2 clpyiido(1',2' 4,5]pyrazina(l,2-alpyrimidine- 11-carboxam

idc;

(472, 12aR)-N1(2,4-DifluorophenyDmethyll-7-hydroxy-1-methyl-1-(3-methylbutyl)-6,8-d

toxo-1,2,3.4,6,8,12, lZa'octahydlopyrldn[1',2'14,S]pyrazmo[1,2'e1]|)yr1mid|nc'9'ca1'boxa

mide;

(45,1228 A-[(2,4-DifluorophenyDmethyl]-7-hvdroxy-4-methyl-1-(1-methylethyl)-6,8-d1

oxa-1,2,3,4,6,8,12,12a-octahydropyrido[1',21,5]pyrazinol1,2-alpyrimidine-9 carboxam

ide,

(15,1228 A[(2,1-DifluorvophenyDmethyl]-7-hydroxy-d-methyl- 1-(3-methylbutyl)-6,8-d
iexn-1,2,3,4,6,8,12, 12a-octahydropyridol1',2'-4,5pyrazino(l,2-alpyrimidine-9-carboxa

mide;

(151228 N-[(2,4-Difluorophenylmethyl]-7-hydioxy-4-methyl-6,8 dioxo-1-(3-pyridinyl

methyl)-1,2,3,1,6,8,12,12a-cctahydropyrido[1.2' 4,5]pyrazinol!,2-alpyrimidine-9-carbo

xamide,

(481228 1-Cyclepropyl A(2,4-difluovophenyl)methyl]-7-bydroxy-4-methyl 6,8 dioxo-



1,2,3,4,6,8,12,12a octahydropyridol 14,2 4,5 pyrazine[1,2 - alpyrimidine-9-carboxamide,

(4.5,12a8)- N 1(2,4-Difluorophenyl)methyll- 7-hydroxy-4-methyl-1-[2-(methyloxy)cthyll-
6.8-dioxv-1,2,3,4,6,8,12,12a-0octahydropyridoll'.2’ 4,5]pyrazinoll,2-alpyrimidine-9-carb

oxamiuide;

(3a5,5a85,13a8)-N-[(2,1-DiftluorophenyDmethyll-11-hydroxy-5-(2-methylpropyl)-10,12-d
i0x0°2,3,3a,4,5,5a,6,10,12,13a-decahydro- 1H-cyclopentalelpyrido[1'.2'.4,5] pyrazinol 1,2

-alpyrimidine-9-carboxamude;

(BR, 1129 N1(2,4-Difluorophenylymethyl]-3-ethyl-6 hvdroxy-5,7-dioxo 2,3,5,7.11,11a-h

exahydroll,3]oxacolol3,2-alpyridol 1,2 - dlpyrazine-8-carboxamide;

(1a5,6a85,14a8)-N-[(2,4-DifluorophenylDmethyll-12-hydroxy-6-{2-(4-morpholinylethyl):
11,13-dioxn 1,2,3,4,4a,5,6,62,7,11,13,14da-dodecahydropyrido{1',2":4, 5lpyrazinol1,2-alq

uinarzoline-10-carboxamide;

(3aRk,5akk, 13aS) -N-[(2,4-Difluorophenyl)inethyl]-11-hydroxy-10,12-doxa-1,2,3,3a,4,5a,
6,10,12,13a decahydrocyclopentaldlpyridoll',2.4,51pyrazimol2. 1-bl[1,3loxazine-9-carbo

xamidce,

(4aS,6a85,14aS)-N-[(2,4-Difluorophenyl)methyl]-12-hydroxy-6-methyl-11,13-dioxu-1.2,3

.4,1a,5,6,h0,7,11,13, 14a -dodecahydropyrido(1',2"4,5]pyrazinol 1,2 alquinazolime-10-car

boxannde:

(4aS,6aS5,11a8)-N-[(2,4-Difluorophenyl)methyl]- 12 hydroxy-€-[2-(methy loxy)ethyl]- 11,



13-dioxo-1,2,3,4,4a,5,6,6a,7,11,13,14a-dodecahydropyrido(1,2*4,5]pyrazinol1,2-a]Jquin

azoline ' 10-curboxamide,

(4aS,6a8,14a8)-6-[2-(Acetylamino)ethyl]-N-{(2,4-difluorophenyl)methyll- 12-hydroxy-1

1,13-dwox01,2,3,4,12,5,6,6a,7,11,13, 14a-dodecahydropyrido[1',2' 4,5]pyrazinol1,2-alqui

nazoling-10-carboxamide;

(3.5 11a/7)-M[(2,4-Difluorophenyl)methyl]-3-cthyl-6-hydroxy-5,7-d10x0-2,3,5,7,11,11a"h

exahydro{1,3loxazolol[3,2-alpyridol1,2-dlpyrazine-8-carboxamide:

(35,1 1a]f)'3'Butyl-x’\-’-[(2,4'dlﬂuorophenyl)met.hy”'G'hydro.\'y'5,7'dioxo-2,3,5,7,ll,1 la-h

exahydroll,3loxazolol3,2-alpyridol1,2-dlpyrazine-8-carboxamide;

(38 11a /2 A[(2,4-Difluoropheny Dmethyl}-6-hydroxy-3-[(4-hydroxyphenylDmethyl}-5,7

diox0-2,3.5,7.11,11a-hexahydrol1,3}oxazolol3,2 - alpyridoll,2-dlpyrazine-8-carboxamide

(48,1229)-1-Cyclobutyl-N-[(2,4-difluorophenyDmethyl)-7-hydioxy-4-methyl-6,8-d1oxo- 1

,2,8,4,6,8,12,12a-octahydropyndol1',2':4,5lpyrazinol1,2-alpyrimidine -9-carboxamide:

(45 12a8)-N[(2.4-DifluorophenyDmethyl]-7-hydroxy-4-methyl-6,8-droxo-1-(tetrahydio-
2 H-thiopyran-d-yl}-1,2,3,4,6,8,12,1 2a-octahydropynido[1',2d,5]pyrazino[l,2-alpyrimid

ine-%-carboxamide:

(45 12a8)- N-1(2,4-DifluorophenyDmethyll-7-hydroxy- 1,4-is(2-methylpropy!)-6,8-dioxe

1,2,3,4,6,8,12,12a-0octahydropyridol1',2:4,5]pyrazinol} 2-alpyrimdine-9-carboxamide;



(4aS,6aS,11aS)-N-[(2,4-Difluorophenyl)methyll-12-hydroxy-6-(2-hydroxycthyl)-11,13-d
ioxo-1,2,3,1,4a,5,6,6a,7,11,13, 14a-dodecahydropyridol1',2' 4,5lpyrazino{1,2-alquinazoh

ne-10-carboxamide;

(4aS,6aS,14aS8)-6-Cyclopropyl*N-[(2,4-d1fluorophenyl)methyll-12-hvdroxy- 11,13 -dicxo"

1,2,3,4,42,5,6,6a,7,11,13,14a dodecahydropyrido[1'.2":4,5)pyrazinol1,2-alquinazoline-1

O-carboxamide;

(1a8,6a85,14aS)-N-[(2,4-Difluorophenyldmethyll- 12-hydroxy-11,13-dioxo-G-[2-(1-pyrroli
dinyDethyl]-1,2,3,4,4a,5,6,6a,7,11,13,11a-dodecahydropyridol1',2":4,5lpyrazino[1,2-alq

uinaznline-10-carboxamide.
(4aS,14a8)-N-[(2,14-Difluorophenyl)methyl]-9-hydroxy-8,10-dioxo-2,3,4,4a2,5,6,8,10,14,1

4a-decahydro-1H-pyridol1,2-clpyndoll’,2.4,5lpyrazinoel1,2 alpyrimidine-11-carboxami

de,

(4S,12a8)-N-[(4-FluorophenyDmethyll-7-hydroxy-4-methyl-1-[2-{methyloxy)ethyl]-6,58-
dioxo-1,2,3,4,6,8,12,12a-octahydvopyrido(1,2"4,5]pyrazinoll,2-alpyrimidine-9-carboxa

mide,

(45,12a8)-1-Cyclobutyl-N-[(1-fluorophenyDmethyl]l-7-hydroxy-4-methyl-6,8-dioxo-1,2,3

4,6,8,12, 12a-octahydropyrido(l .2 1.5]pyiazinol 1,2 alpyrimidine-9-carboxamude,



(4S,12aS)-N-[(4-Fluorophenyl)methyl]-7-hydroxy-4-methyl-1-(2-methylpropyl)-6,8-diox

0-1,2,3.4,6,8,12,12a-octahydropyrido(1',2*1,5]pyrazinol1,2-alpyrimidine-9-carboxamid

(48,12aS)-N-{{4-FluorophenyDmethyl]-7-hydroxy-1,4-dimethyl-6,8-dioxo-1,2,3,4,6,8,12

,12a-octahydropyridoll, 24,5 pyrazinoll,2-alpyvrimidine-9-carboxamide:

(45,1225 N-[(1 Fluortophenyl)methyll-7-hydroxy-4-methyl-6,8 dioxo- 1 - (tetrahydro-2/7
-thiopyran-4-y1)-1,2,3,4,6,8,12,12a-octahydropyridol1',2":14,5]pyrazinoll,2  alpyiumdine

“9-carboxamide,

(48,1228 A-[(2,4-Difluorophenylmethyl] 7-hydroxy - 1,4-dimethyl-6,8-dioxo-1,2,3,4,6,8

,12.12a-octahydiopyrido[1,2'4,5lpyrazmo{1,2-alpyrimidine-9-carboxamide,

(45,12a5)- N 1{4-Fluorophenylimethyl)-7-hydroxy-4-methyl-1-(1-methylethyD)-6,8-d1oxo

-1,2,3,4,6,8,12.12a-octahydropyrido{1',2"-1,5]pyrazino[1,2-alpyrimidinc-9-carboxamide:

(15,1225 N4 -FluorophenyDmethyl]-7-hydroxy-1,4-bis(2-methylpropyl)-6,8-dioxc-1,2

,3,1,6,8,12,12a-octahydropyridol1',2":4,5]pyrazinol1,2- alpyrimidine-9-carboxanude:

enantiomers thereof, diastercomers thereof, mixtures of enantiomers thercof;

mixturcs of diasterecomers thercof, mixtures of enantiomers and diastercomers

thercof, and pharmaceutically acceptable salts thereof



32, A compound selected from the group consisting of-
(4a8,13a B7-N[(2,4-Difluorophenyl)methyl]- 10-hydroxy-9,11-dioxo-2,3,1a,5,9,11,13,13a

-octahydro- 1 H-pyridol1,2-alpyrrolo[1',2:3,4Junidazo[1,2-dlpyrazinc-8-carboxamide;

(4a.513a /) -N(4-FluorophenyDmethyl]- 10-hydroxy 9,11-dioxo-2,3,4a,5,9,11,13,13a oct

ahydro-1 A pyrido[1,2-alpyrrolo(1',2':3,4limidazo[1,2-dlpyrazine-8-carboxamde,

385, 11af)-AN{2,4-Difluaropheny)methyll - 6-hydroxy-3-1{1.9-1-methylpropyll-5,7-dioxo

-2.,3,5,7,11,11a-hexahydrol1,3]loxazolo[3.2-alpyridol1,2-dlpyrazine-8-carboxamide,

(35 11aA)-N-[(2,4-Difluorophenyl)methyl]-6-hydroxy-3-methyl-5,7-dioxo-2,3,5,7, 11, 11a

-hexahydioll,3loxazolol3,2-alpyridol1,2-dlpyrazine-8-carboxamide;

(3.5, 11a/)-A{{4-Fluorophenyl)methyl]-6-hydroxy-3-methyl-5,7-diox0-2,3,5,7, 11, la-hLe

xahydrol1,3loxazolol3,2-alpyrido[1.2-dlpyrazine-8-carboxamidc;

(15,1229 A" [(2,4-Difluorophenylmethyl]-7-hydroxy-4-methyl-1-(2-methylpropy)-6,8-
dioxo-1,2,3,4,6,8,12,12a-octahydropyridof1',2":4,5]pyrazinol1,2-alpyrimidine-9-carboxa

mide;

(45,1228 1-(Cyclopraopylmethyl)- N-[(2,4-difluorophenyDmethyl]-7-hydioxy 4-methyl-6
,8-diox0-1,2.5,1,6,8,12, 12u-octahydropyrido[1',2:4,5)pyrazmoll,2- alpyrumdine-9-carbo

xamide,

(daf2,6a /2, 14a8)- N[(2,4-Difluorophenylmethyl]-12-hydroxy-11,13-dioxo-1,3,4.4a,5,6x,

7,11,13, ta-decahydro-2 A pyridol1',2":4,5lpyrazimol1,2- &3, 1Jbenzoxazime- 10-¢carhoxa



mide;

(1a£,6a2,14a8) N-[(4-Fluorophenylmethyl]-12-hydroxy-11,13-d1ox0-1,3,4,1a,5,6a,7, 11

.13, 14a-decahydro-2 H-pyrido[1',2":4,5]pyrazino[1,2-a][3,1]lbenzoxazine-10-carboxamide

4S5,9aR}-5-Hydroxy-4-methyl-6,10-diox0-3,4,6,9,9a, 10-hexahydro-2[1-1-oxa-1a,

8a-diaza-anthracene-7-carboxylic acid 2.4,-difluoro-benylamide,

4R,9a8)-5-Hydroxy 4 methyl-6,10-d10x0-3,4,6,9,9a,10-hexahydro-2H-1-oxa-1a,

8a-diaza-anthracene-7-carboxylic acid 2,4,-difluoro-benviamide;

21R,9aS)-5-Hydroxy-2-methyl-6,10-cdhoxo 3,1,6,9,9a,10-hexahydro-2H-1-0xa-da,

8a-diaza-anthracene-7-carboxylic acid 4 -fluoro-benylamide:

enantiomers Lhercof, diastercomers therveof, mixtures of enantiomers theicof.

mixtures of diasterecomers thercofi mixtures of euantiomers and diastercomets

thereoti and pharmaceutically acceptable salts thercof.

33 A compound according to claims 31 or 32 wherein the pharmaceutically

acceptalile salt 1s a sodium salt.

34. A pharmaceutical composition comprising a compound accordimg to any one of

Claims 1 to 33, or a pharmaccutically acceptable salt, or solvate thercof.

35. A pharmaceutical composition according to Claim 34, which 1s an anti-HIV

agent

30 A process for the preparation of a compound of formmula {I-20a)



0 (1-20a)

wheremn 2¢ 1s one or two halogen. R is Cisalkyl, CsiiaylCysalkyl, Cesaryl, ov

alkoxy. and Piis Cs aarylCisalkyl;

comprising condensing a compound of the formula

\? ([71\
PN O\ e 50
z U H =~ \r OR

KA AN A

wherein Re1s one or two halogen, R 1s Craalkyl, and P! is Co marylCh salkyl;

with a compound of the formula .

wherein R as Crsalkyl, CowarylCrsalkyl, Co niavyl. or alkoxy:

to form a compound of formula (I-20a).

37. A process for the preparation of a compound of formula (I-20))
Pl
\(f ﬁ R:
2N O % p \N ,{

Z < ~y”
EL(( /,J\ ,H N /T;%/ f[J \‘/'i\ol)
H

Re ~ n»

@)

([-20b)

wherein R® is one or two halogen; R¢ is Cisalkyl, CowarylCigsalkyl, Ciaryl, or

alkoxy, and P! is Cs marylCrnalkyls

comprising condensing a compound of the formula



O, /\\/L\ORSO
X,J\/N J\/ N

CHO

wherein Re¢ 15 one or two halogen; R 1s Cj salkyl; and Ptis Ce 1iarylCrsalkyl,

with a compound of the formula

whercin R#is Cisalkyl, Co rqarylCisralkyl, Co 1iaryl, or alkoxy;

to form a compound of formula ([-20b)

38. A process for the preparation of a compound of formula (I-21a)
P|
S0 0

N O\ N S ag - H
[ ﬂ H T N y

S AN A N Ay j
R i H N

© (I-21a)

wherein Re is one or two halogen; and P! is Co niarylCi salkyls

comprising condensing a compound of the formula

wherein Re is one or two halogen; R0 is C) salkyl, and P is Ce warylCisalkyls

with a compound of the foimula

tn Fasnn a arssamaind Af Favannda (129150



39. A process for the preparation of a compound of furmula (I-21D)

%\D \j/u
\;/ L \ P \ ,N /{\N

5 (I-21b)
wherem Re is one or two halogen; and P! is Ce niavylCi-salkyls

comprising condensing a compound of the formula

50

wherein Re is one or two halopen: R0 1s Cisalkyl, and P1is Co narylCy salkyls

with a compound of the formula

to form a compound of formula (I 21Db)

10. A process for the preparation of a compound of formula (I-22a)
P
O O

Z 0 A A o

J R é
LN S PLA NG N

R® O AN
) L/

o (I-22a)

wherein Re is one or two halogen, and Pt is Cs garylCy salkyl,

comprnising condensing a compound of the formula-



0
/\J H O /U\OH’O
AN AN
Re N N m ~ W

wherein Re is one or two halogen. R501s Cisalkyli and PVis Ce 1iarylCrsalkyls

with a compound of the formula

Iz

~

NH,

to form a compound of formula (1-22a).

41 A process for the preparation of a compound of formula ([-22b)

(1-221)

wherein Re is one or two halogen; and P! s Co niarylCr salkyl
comprising condensing a compound of the formula
Pl
(6] 0O
O‘:\ /J\\ JJ\ 50

N .
L_/ﬂvnm/k/hﬁ\ o

whereimn Re is one or two halogen. R 1s Crsalkyli and Pras Co niarylChosalkyls

with a compound of the formula

to form a compound of formula (1-22b).

42 A process for the preparation of 2 compound of formula (I-23a)



1

P\

O @]
o~ o A w
AN SSeS
& AN e N
R- ~ N ]'/ L \_/}:‘ N\L_’/\
0 (1-23a)

wherein Re1s one or two halogen: and Plis Co 11arylCi salkyls

comprising condensing a compound of the formula

P
8
A~ O . N -
- N %/ ~ ~‘0
C A 0
AN AN
RO TN
0 CHO

wherein Re 1s one or two halogen; B 1s Crgalkyl; and P! is CenaarylCi-salkyls

with a compound of the formula

to form a compound of formula ([-23a).

13. A process for the preparation of a compound of formula (I-23b)

O
=0
)
I

2N O:\ ,/J\;., Lt -\”
i j Ho\_/
© (1-23b)

wherem Re is onc or two halogen: and P! is Cs aarylCrsalkyl,

comprising condensig a compound of the formula

P
j@i
o O P N 50
e ~ N Ry
0 T 7~ oA
ek/—/ \\’A/N\ P ~£;:Q’”[\]\
R 1
0 CHO

whercin RRe is one or two halogen. R is Cy salkyli and P! is Co 11arylCh salkyl:

with a compound of the formula -



NTY

NH,

to form a compound of formula (I-23b).

44. A process for the preparation of a compound of formula (I-241a)
P
0 o R’
. PSS

% RY (1-24a)

wherein Re is one or two halogen. R+l is hydrogen, Csocveloalkyl, heterocyele, or
Ciaalkyl optionally substituted with hydroxy, Csoecveloalkyl, alkoxy, heterocycle,
hetevoaryl, Co1iaryl, or amino, wherein said amino may be optionally substituted
with —C(O)Cy salkyl or Cysalkyl,

and >'1s Ces rarylCisalkyl,

comprising condensing a compound of the foimula

wherein Rt is onc or two halogen; R% s Cysalkyli and Pis Co 1iarylCy galkyl:

with a compound of the formula

wherein R+ is Craalkyl, R7' is hydrogen, Ciocycloalkyl, | heteroeycle, or Chaalkyl
optionally substituted with hydroxy, Cuascyeloalkyl, alkexy, heterocycle, heteroaryl,
Cesaryl, or amimo, wheremn said amino may be optionally substituted with

—~C(O)Ci ralkyl or Cisalkyl,

to form a compound of the formula (I-24a).



A process for the preparation of a compound of formula {(I-24b!

wherein Re 1s one or two halogen; R+ 1s hydrogen, Ciecycloalkyl, heterocycle, or
Cisalkyl optionally substituted_with hydroxy, Csseycloalkyl, alkoxy, heteroeycele,
heteroaryl, Ceaqaryl, or amine, wherein said amino may be optionally substituted
with —C(O)C1 salkyl o1 Ci salkyls

and P!is Co raarylCisalkyls

comprising condensing a compound of the formula

i
o Oy~ g 30
Co g I e
g S m et \'

¢] CHO

wherein Re1s one or two halogen, R s Crsalkyl and PUis Co niavylCh salkyls

with a compound of the formula

wherein R+ is Craalkyls Ret is hydrogen, Ciceycloalkyl, heterocyele, or C)aalkyl
optionally substituted with hydioxy, Cyocycloalkyl, alkoxy, heteroeycle, hetereoaryl,
Coaryl, or amino, wherein sald amuno may be optinnally substituted with

—C(O)C) salkyl or Cisalkyh

to form a compound of the formula {1-2.1D)

16. A process for the preparation of a racemic compound of formula (I1-25)



wheicin ¢ 1s one or two halogen: R* 1s hydrvogen, Ciucycloalkyl, heterocyele, ov
Cisalkyl optionally substituted with hydroxy, Ciocycloalkyl, alkoxy, heterocycle,
heteroaryl, Ce-maryl, or amino, wherein said amino may be optionally substituted

with —C(O)C1 aalkyl or Ci-salkyl:i and PPV1s Co qarylCisalkyl;

comprising condensing a compound of the formula
Pl
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wherein R is one or two halogen; R0 1s Cisalkyli and P! is CorsarylCrsalkyl;

with a racemic compound of the formula

zZ3

.R
NH,HN
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whercin Rt is hydrogen, Ciocycloalkyl, heterocycle, or Ciralkyl optionally
substituted with hydroxy, Ciueeycloalkyl, alkoxy, heterocycele, heteroaryl, Ce niaryl, ov

amino, wherein sawd amino may be optionally substituted with —C(O)Cisalky! or

Crsalkyl,
to form a racemic compound of the formula (1-26).

17 A process for the preparation of a4 racemic compound of formula (1-26)

wherein R¢ 1s one or two halogen: R7! 1s hydrogen, Ciucycloalkyl, hcterocycle, or
Cisalkyl optionally substituted with hydroxy, Caiccycloalkyl, alkoxy, heterocycle,
heteroaryl, Coiaaryl, or amino, wherein said amino may be optionally substituted

with —C(O)Cy sallyl or Chsalkyl and P1 s Co niarylCrsalkyls



comprising condensing a compound of the formula
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wherein Re is one or two halogen, R3% is Ci salkyl; and P1is Co-tiarylCisalkyl,

with a racemic compound of the formula

r:JHZHrIr
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wheremn Re! is hydragen, Csocycloalkyl, heterocycle, or Cisalkyl optionally
substituted with hydroxy, Csceycloalkyl, alkoxy, heterocycle, heteroaryl, Co niaryl, or
amino, wherein said amino may be optionally substituted with ~C(Q)Cysalky] or
Ci-salkyl.

to form a racemic compound of formula (I-26).

48 A process for the preparation of a racemic compound of formula (1-27)

1-27)

wherein B2 1s halogeni and P! 1s Co waarylCi salkyls

compiising condensing a compound of the foimula

wheiein Reis one or two halogen, R% 15 Cyaalkyl and ' is Co niarylCrsalkyls

with a racomie comnaonnd of the formula
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to form a racemic compound of formula (1-27).

49. A method of treatinent of an HIV infection in a human comprising administering

to said human an antiviral effective amount of a compound according to any of claims

1 to 33.

50. A compound as claimed in any of claims 1 to 33 fo1 use 1 medical therapy.

51. Use of a compound as claimed in any of claims 1 to 33 1n the manufacture of a

medicament for the treatment or prophylaxis of an HIV infection,

52. A compound of formula (I-20a) described 1n Claim 36 formula (I-20b) described
in Claim 37, formula (I-21a) described in Claim 38, formula (I:21h) described mn Claim
39, formula (1-224) described 1 Claum 40, formula (1-22L) described in Clann 41,
formula (I-23a) described 1n Claim 42, formula (1-23b) described 1n Clawm 43, formula
(I-24a) described in Claim 44, formula (I-24b) described 1n Claim 45, formula (I-25)
described in Claim 46, formula (I-26) described in Claim 47, or formula (I-27)

described in Claum 48, or a pharmaceutically acceptable salt thercof

53. A compound of formula (I'20a) described 1n Claim 36 formula (I-20b) described
in Claam 37, formula (I-21a) dGSC;led in Claim 38, formula (I-21b3 described in Claim
39, formula (I-22a) described in Clanm 40, formula (I-22b) described in Claim 41,
formula (I-23a) described in Claim 42, formula (I-23b) described in Claim 43, formula
(1-24a) described m Claim 44, formula (1-24b) desciibed 1 Claim 45, formula (1-25)
described in Claim 46, formula (I-26) described in Claim 47, or formula (1-27)

described in Claim 48, or a pharmmacecutically acceptable salt theveof, wherein each P!

1s hydrogen.

54 A pharmaccutical composition according to claim 34 wherein said composition

comprises at least once additienal therapeutic agent selected fiom 1everse

transcriplase inhibitors and protease inhibitors

65 A method of treatment of an HIV infection 11 a hwman comprising admimistering



33 and another therapeutic agent
56. The method according to claim 55 wherein said therapeutic agent 1s sclected

from reverse transcriptasc inhibitors and protease inhibitors.



