CLAIMS
WHAT IS CLAIMED IS:

1. A compound of any one of Formula I to Formula V1,
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or, a pharmaceutical acceptable salt, an enantiomer, a non-enantiomer, a tautomer, a
racemate, a solvate, a metabolic precursor, a prodrug thereof;
wherein,

L: isabond, -NR-, -O-, or -S-, wherein R is hydrogen, optionally substituted acyl,
optionally substituted alkyl or a nitrogen protecting group;

L2 is a substituted or unsubstituted C1-s0 hydrocarbon chain;

ZisCorN;UisO, S orCH;

Kis CHor N; Q is CH or N; where K and Q are not N at the same time;

each occurrence of R’’’ is independently selected from the group consisting of H,
OH, NH>, Cy6 alkyl, C16 alkylamino, C1.6 alkoxy and halogen; k is 0, 1, 2 or 3;

each occurrence of R’ is independently selected from the group consisting of H,
halogen, OH, C1.6 alkyl, C1.6 haloalkyl and C1.6 alkoxy; mis 0, 1, 2, 3 or 4;

each occurrence of R" is independently selected from the group consisting of H,
halo, OH, NHa, C1.6 alkyl, C1.6 alkoxy, C1.6 haloalkyl, C1.6 alkylamino, Cz.¢ cycloalkylamino,
Cz.6 cycloalkyl and Cs. heterocycloalkyl; nis 0, 1 or 2;

Jis CR®or N; X is CR® or N; Y is CR® or N; where at least one of J, X and Y is N,
but Jand Y are not N at the same time, X and Y are not N at the same time;

R® is independently selected from the group consisting of H, NH2, C1.s alkyl and Ci.
6 alkoxy, wherein NH2, C1. alkyl or C1.6 alkoxy is optionally substituted by 1 to 3 of C1.3
alkyl, Cz.6 cycloalkyl and/or halo;
in Formula I, Lz is a bond, -NR-, -O-, or -S-, wherein R is hydrogen, optionally substituted
acyl, optionally substituted alkyl or a nitrogen protecting group; R* is H or C1.6 alkyl; Y1 is

o
CHz or r“ﬂ% ; Vis N, where Z and U are not heteratoms at the same time;
in Formula I1, each occurrence of R? is independently selected from the group consisting of
H, OH, C1 alkyl, C16 alkoxy, C1.6 alkylamino and NHz; m6is 0, 1, 2, 3 or 4; Y1 is CHz or
o)

ﬂJﬂ% -V is N, where Z and U are not heteratoms at the same time;

in Formula 111, V is N, where Z and U are not heteratoms at the same time;
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in Formula 1V, L3z is a bond, -NR-, -O-, or -S-, wherein R is hydrogen, optionally substituted

acyl, optionally substituted alkyl or a nitrogen protecting group; R* is H or C1. alkyl; Y1 is
0

CHz or #JL% ; Vis N or NH; T is CH or N; where up to two of U, Z, V and T contain

heteroatoms;

in Formula V, each occurrence of R? is independently selected from the group consisting of

H, OH, Cy1. alkyl, C1.6 alkoxy, C1.6 alkylamino and NH2; m6is 0, 1, 2, 3or 4; Y1 is CHz or

o]

W“”W ; Vis N or NH; T is CH or N; where up to two of U, Z, V and T contain heteroatoms;

in Formula VI, Vis N; T is CH or N; where up to two of U, Z, V and T contain heteroatoms.

2. The compound of claim 1, wherein L2 is an optionally substituted Ci-45 hydrocarbon chain,
optionally wherein one or more chain atoms of the hydrocarbon chain are independently
replaced with —C(=0)—, -O—, -NR®—, -S- or a cyclic moiety, wherein R is independently
hydrogen, substituted or unsubstituted C1.¢ alkyl or a nitrogen protecting group;

preferably, L. is a substituted or unsubstituted Cs.so hydrocarbon chain;

preferably, L is a substituted or unsubstituted C1-30, C1-24, 0r C1-20 hydrocarbon chain,
optionally wherein one or more chain atoms of the hydrocarbon chain are independently
replaced with —-C(=0)—, -O—, -NR*—, -S- or a cyclic moiety, wherein R* is independently
hydrogen, substituted or unsubstituted C1.s alkyl or a nitrogen protecting group;

preferably, L is an unsubstituted C1-26, Cs-26, Cs-20, Cs.15, C15-20, OF C20-25 hydrocarbon chain,
wherein one or more chain atoms of the hydrocarbon chain are independently replaced with —
C(=0)-, -O- or-NR¥—, wherein R* is independently hydrogen, substituted or unsubstituted

Cuw6 alkyl or a nitrogen protecting group.

3. The compound of claim 1, wherein L is an optionally substituted C1-30 hydrocarbon chain,
wherein one or more chain atoms of the hydrocarbon chain are independently replaced with —
O- or —-NR¥-, wherein R* is independently hydrogen, substituted or unsubstituted Ci-s alkyl

or a nitrogen protecting group;
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preferably, at least one chain atom of the hydrocarbon chain of L is independently replaced
with —-C(=0)-, -O—, —=S—, -NR¥—, —-N= or =N—, wherein R* is independently hydrogen,
substituted or unsubstituted Ci.¢ alkyl or a nitrogen protecting group; preferably replaced with

—O-.

4. The compound of claim 1, wherein L is selected from the group consisting of substituted
or unsubstituted carbocyclylene, substituted or unsubstituted heterocyclylene, substituted or
unsubstituted arylene, substituted or unsubstituted heteroarylene, or substituted or
unsubstituted heteroalkylene, and combinations thereof;

preferably, L> is selected from the group consisting of substituted and unsubstituted alkylene,
substituted and unsubstituted alkenylene, substituted and unsubstituted alkynylene,
substituted and unsubstituted heteroalkylene, substituted and unsubstituted heteroalkenylene,
substituted and unsubstituted heteroalkynylene, substituted and unsubstituted
heterocyclylene, substituted and unsubstituted carbocyclylene, substituted and unsubstituted

arylene, substituted and unsubstituted heteroarylene, and combinations thereof.

5. The compound of claim 4, wherein the carbocyclylene or the heterocyclylene is
SENOUNO Sl Is SN
M e , , , or N

6. The compound of claim 4, wherein L comprises at least one instance selected from the
group consisting of substituted or unsubstituted Ci_s alkylene, substituted or unsubstituted
Cz-s alkenylene, substituted or unsubstituted C2_s alkynylene, substituted or unsubstituted
heteroC1-salkylene, substituted or unsubstituted heteroC._salkenylene, substituted or
unsubstituted heteroC,_salkynylene, substituted or unsubstituted Csz_scarbocyclylene,
substituted or unsubstituted 3-6 membered heterocyclylene, substituted or unsubstituted

phenylene, and substituted or unsubstituted 5- to 6-membered heteroarylene.

7. The compound of claim 4, wherein L comprises at least one instance selected from the
group consisting of substituted or unsubstituted methylene, ethylene, n-propylene, n-
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butylene, n-pentylene, n-hexylene, —(CH.)>—O(CH>)2—, -OCH>—, -CH20-, -O(CH>)2—, —
(CH2)20-, —=O(CH2)3—, =(CH2)30-, —-O(CH2)4—, —(CH2)40-, —O(CH2)5—, —(CH2)s0—, —
O(CH2)s—, —O(CH2)s0—, -NH-C(=0)- and -C(=O)NH-.

8. The compound of claim 4, wherein at least one chain atom of the hydrocarbon chain of L
is independently replaced with a 6-membered heterocyclyl group with 1-3 ring heteroatoms

selected from the group consisting of nitrogen and oxygen;

preferably, at least one chain atom of the hydrocarbon chain of L is independently replaced
with piperidine, piperazine or morpholine;

preferably, at least one chain atom of the hydrocarbon chain of L is independently replaced

with an optionally substituted phenyl group.

9. The compound of claim 4, wherein Lz is an unsubstituted hydrocarbon chain, optionally
wherein one or more chain atoms of the hydrocarbon chain are independently replaced with —
NR?—, and each instance of R is independently hydrogen, substituted or unsubstituted C;.

6 alkyl or a nitrogen protecting group, or optionally two instances of R?! are taken together
with their intervening atoms to form a substituted or unsubstituted heterocyclic or substituted

or unsubstituted heteroaryl ring.

10. The compound of claim 9, wherein at least one instance of R is hydrogen, substituted or
unsubstituted C1.6 alkyl (e.g., substituted or unsubstituted methyl or ethyl), a nitrogen
protecting group (e.g., benzyl, t-butyl carbonate, benzyl carbamate, 9-fluorenylmethyl

carbonate, trifluoroacetyl, triphenylmethyl, acetyl or p-toluenesulfonamide).

o)
11. The compound of claim 1, wherein L is % \/& , whereingis 1, 2,3,4,5,or6.

o)
12. The compound of claim 1, wherein L includes the moiety —O-, J”Jl“ , —NHC(=0)- or —

NH-.
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13. The compound of claim 1, wherein L is selected from the group consisting of

%/\O/\/O\/\O/\/O\/\O/\r’"d ”"%/\O/\/O\/\O/\/O\/‘%

B e N N %/\o/\/o\/% N N i ol

1 1 )
”"bu/\o/\/o\/\o/\/o\/\o/\gﬂ“ ""Lu/\(j/\/o\/\c)/\/O\/\gﬂJ

Nf’\/o\/\o/\/owgf‘ quq,/\o/\/o\/\gﬁ' yr“‘\/ov\gf’ %/\H/\/QO\/\OW

WO\/\HK,QO\/\OW MO/\/O)\h/\N%o\/\ON
H ¢
(@]
) )

R e S I G 4

)

H
%/\Co/\?/N o
g\ﬂ/ ;TN TSNS y“\/\/\/\w“’y“\/\/\/%
F F
(e}
-~
ﬁ“\/\/\p“’y’“\/\/% NW,NW’M\MW\}Q)\

ey er” Wﬁw MNNﬁ MM WO“V

H |

( N
fN\) N_J fNJ ’ N
R R L Y

—
9 9 ,Whereingis 1,2, 34,5 o0r6;fis1, 23,45 0r6,andhis 1,2, 3,4,5,or6.

14. The compound of claim 1, wherein the compound of Formula I is of Formula I-1;
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15. The compound of claim 1, wherein the compound of Formula 1l is of Formula I1-1;

o (R)m  (R")n
YLN/Q(\N(— L,—Ly Zgl?—m—@
mG(RZ‘) @/{ o) K-Q

© (e 11-1.

16. The compound of claim 1, wherein the compound of Formula 111 is of Formula 111-1;

®m R

L—L, N /
@ 8 A
}

I1-1.

17. The compound of claim 1, wherein the compound of Formula IV is of Formula IV-1;

R (RYm

Db R

\L/ 1

18. The compound of claim 1, wherein the compound of Formual V is of Formula V-1;

Oﬁ

(R (R)m

v, J;Y _
ms(R”) L

19. The compound of claim 1, wherein the compound of Formula VI is of Formula VI-1;

V-1.
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L
J?/QAN ) 7('j<
N H
v VI-1.

20. The compound of claim 14, wherein the compound of Formual I-1 is of Formula 1, 5, 6,

Dy B 7

8,10 or 13;

N T\
KR"™) ’
Formula 1
e n ﬁ feEata
Formula 5
o) ANS' z Y = (R—)n
O N-Y; b-K/ \_f
RN k(R™)
O )
Formula 6
k(R"™)

Formula 8
o)
OQ\
Y
RS b A R , o e @
- 1
m5 ‘m4 m3
O~
KR™) '
Formula 10
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R® O O

5

o N N RY (R
\Y R ,U
BAAEACCReSY;

) \
KR™) Q-K

Formula 13.

21. The compound of claim 20, wherein the compound is of Formula 1, and wherein R’ is H,
Ci-zhaloalkyl or C1.3 alkoxy; and/or, R”’ is H, halo, OH, NH3, C1.3 alkoxy, C1.3 alkylamino,
Css cycloalkyl, Cs-s cycloalkylamino and Cs-s heterocycloalkyl; and/or, R*’” is H, OH or

H
%T(Nm ”lqﬂ/o"tq //\N}P
halogen; and/or, R* is O, NH, © or O  andlor, Ais O, NH, «JN\) or
H
N
24

O ;andlor,m2is 2, 3, 4 or 6; and/or, R* is H or C1.3 alkyl.

22. The compound of claim 20, wherein the compound is of Formula 5, and wherein R®" is H

H

N
4

or Ci3 alkyl; and/or, AisO,NHor © ;and/or, m4is 0, 1, 2, or 3; and/or, m5is 0, 1, 2

H

N
4

or 3; and/or, m3is 1, 2, 3,4, 5 or 6; and/or, R isO,NHor ©  ;and/or, R’’’ is H, OH,
Ci-3 alkyl, C1-3 alkoxy or halogen; and/or, R’ is H, halogen, OH, C1-3 alkyl, C1-3 haloalkyl or

Ci-3 alkoxy; and/or, m is 0, 1, 2 or 3; and/or, R’ is H, halo, OH, NH>, C1.3 alkyl, C1.3 alkoxy,
C1-3 haloalkyl, C1-3 alkylamino, Cz-s cycloalkyl, Cs.s cycloalkylamino or Ca.s
heterocycloalkyl.

23. The compound of claim 20, wherein the compound is of Formula 6, and wherein R®" is H

H

N
4

or Ciz alkyl; and/or, AisO,NHor ©  ;andlor,m2is1,2,3,4,5,6or7;and/or, R* is

H

N
4

O,NHor © ; and/or, R””” is H, OH, C1.3 alkyl, C1.3 alkoxy or halogen; and/or, R’ is H,
halogen, OH, C1.3 alkyl, C1-3 haloalkyl or C1-3 alkoxy; and/or, mis 0, 1, 2 or 3; and/or, R’ is
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H, halo, OH, NH;, C1.3 alkyl, C1.3 alkoxy, C1-3 haloalkyl, C1-3 alkylamino, Cz-s cycloalkyl, Cs.

5 cycloalkylamino or Css heterocycloalkyl; and/or, nis 0 or 1.

24. The compound of claim 20, wherein the compound is of Formula 8, and wherein R®" is H
H

WNV"‘ //\N.rd‘
or Ci3 alkyl; and/or, AisO,NH, © or ﬁN\) ; and/or, m2is 1, 2, 3 or 4; and/or,

H

NvLl OVl1

RYisO,NH, © or O  ;andlor, R is H, OH, Ci3 alkyl, C1.3 alkoxy or
halogen; and/or, k is 0 or 1; and/or, R’ is H, halogen, OH, C1.3 alkyl, C1.3 haloalkyl or Ci-3

alkoxy; and/or, mis 0, 1 or 2; and/or, R”’ is H, halo, OH, NH2, C1.3 alkyl, C1.3 alkoxy, Ci1.3
haloalkyl, C1-3 alkylamino, Css cycloalkyl, Cs.5 cycloalkylamino or Ca.s heterocycloalkyl;

and/or,nis 0, 1 or 2.

25. The compound of claim 20, wherein the compound is of Formula 10, and wherein R¥ is
H

MH/NVI" //\N.rd‘
H or C15 alkyl; and/or, Ais O, NH, © or fN\) ; and/or, m5 is 0 or 1; and/or,

H
%TVN%’ %T(OV"
m4 is 0 or 1; and/or, m3is 1, 2, 3, 4 or 5; and/or, RY is O, NH, © oo O
and/or, R’’’ is H, OH, C13 alkyl, C1-3 alkoxy or halogen; and/or, k is 0 or 1; and/or, R’ is H,

halogen, OH, C1.3 alkyl, C1-3 haloalkyl or C1.3 alkoxy; and/or, m is 0 or 1; and/or, R*’ is H,
halo, OH, NH,, C1.3 alkyl, C1.3 alkoxy, C1-3 haloalkyl, C1.3 alkylamino, Cs cycloalkyl, Cs.s

cycloalkylamino or Cs.s heterocycloalkyl; and/or, nis 0 or 1.

26. The compound of claim 20, wherein the compound is of Formula 13, and wherein R¥ is
H
WN%‘ //\N.rd‘
H or Ci.3 alkyl; and/or, Ais O, NH, © or fN\) ;and/or,m2is 1, 2,3 or4;

H

NVI’I Ovl,L

and/or, RY isO, NH, © or O  andlor, R’ is H, OH, Ci3 alkyl, C1.3 alkoxy or
halogen; and/or, R’ is H, halogen, OH, C1.3 alkyl, Ci.3haloalky! or C.3 alkoxy; and/or, m is
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0, 1, 2 or 3; and/or, R’ is H, halo, OH, NH3, C1.3 alkyl, C1.3 alkoxy, Ci.3 haloalkyl, C1-3

alkylamino, Czs cycloalkyl, Css cycloalkylamino or Cs.s heterocycloalkyl.
27. The compound of claim 20, wherein the compound of Formual 1 is of Formula 1-1;
R3 (0]
iy
(0] N . R’ (R")n
mANmi zN A=
jCioa e
Formula 1-1.
28. The compound of claim 20, wherein the compound of Formual 5 is of Formula 5-1;

, o A M A, RY U N
S tevlinlCcnony
O K(R™) (R")n

o)

R'

Formula 5-1.

29. The compound of claim 20, wherein the compound of Formual 6 is of Formula 6-1;

o@ANRl' zY = (Tl'g‘n
O N-Y; mz@@ \_7
RN KR™)

o]

Formula 6-1.

//\Nr"
30. The compound of claim 27, wherein R* is H or C1-3 alkyl; A is O, NH, JJN\) or

H H
N N @)

24 4 “‘T "
O  :m2is1,23,456and7;RisO,NH, © oo © RisH,Cis
haloalkyl or C1.3 alkoxy; R*” is H, F, Cl, OH, NH2, C1.3 alkoxy, methylamino,

dimethylamino, diethylamino or cyclopropylamino.
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31. The compound of claim 28, wherein R% is H or C13 alkyl; Ais O, NH, © or

H

N
w,

NJ‘r\
HN\) ‘m5is0orl;mdis0,1,2 30rd4; m3isl, 23,4, 50r6;RisO, NH, ©O
"lqﬂ/owﬁ
or ©

alkyl, Ci-zhaloalkyl or Ci1.3 alkoxy; R’ is H, halo, OH, NHa, C1.3 alkyl, C1.3 alkoxy, C1-3

; R”7is H, OH, C1.3 alkyl, C1-3 alkoxy or halogen; R’ is H, halogen, OH, C1.3
haloalkyl, C1-3 alkylamino, Cz-s cycloalkyl, Cs.s cycloalkylamino and Cz.s heterocycloalkyl.

H
N
%W 2
32. The compound of claim 29, wherein R¥ is H or C1s alkyl; Ais O, NH, © or
H
N*" N, ..,
N\) . H . 1’ mv“g/ q.‘11‘01/ . 39
N ;m2is1,2,3,4,560r7;,R* is O, NH, or ; R”7is H, OH,
Ci-3 alkyl, C1-3 alkoxy or halogen; R’ is H, halogen, OH, Ci.3 alkyl, Ci-3 haloalkyl or Ci1.3
alkoxy; mis 0, 1, 2 or 3; R”” is H, halo, OH, NH2, C1-3 alkyl, C1-3 alkoxy, Ci.3 haloalkyl, C1.3

alkylamino, Czs cycloalkyl, Css cycloalkylamino or Cs.s heterocycloalkyl.

33. The compound of claim 20, wherein the compound is of Formula 1, 5, 6, 8, 10 or 13, and

wherein Kis CHand Q is N, or Kiis N and Q is CH, or both of K and Q are CH.

34. The compound of claim 15, wherein the compound is of Formula 3;

(@]
. R"Ym R'")n
2 Yl*N NM\O/\/Rl OZ,U>_((:’:)S_<(::§
(R )G/% 5 LT(Q e W
Formula 3.

35. The compound of claim 34, wherein R? is H, OH, C1.3 alkyl, C1-3 alkoxy, C1-3 alkylamino
or NH_; and/or, m6 is 0, 1, 2 or 3; and/or, RY is O or NH; and/or, R’ is H, halogen, OH, Ci-3
alkyl, Ci-3 haloalkyl or Ci1-3 alkoxy; and/or, R’ is H, halo, OH, NH>, C1.3 alkoxy, Cs-s
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cycloalkyl, Css cycloalkylamino or C1-3 alkylamino; and/or, R*”* is H, OH, Cy1.3 alkyl, C13

alkoxy or halogen.

36. The compound of claim 34, wherein ZisCand U isOor S; or ZisN and U is CH;
and/or, Kis CHand Q is N, or Kiis N and Q is CH, or both of K and Q are CH.

37. The compound of claim 34, wherein the compound is of Formula 3-1;

(0]
. N \/\O/\/ 7= =|=
e OO

Formula 3-1.

38. The compound of claim 37, wherein R? is H, OH, C1.3 alkyl, C1.3 alkoxy, C1-3 alkylamino

WN% %LH/O%
or NHz; m6is0,1,20r3; RYisO,NH, © or O ;R”isH,halo, OH, NH;, Ci-
3 alkoxy, C1-3 haloalkyl, Cs.5 cycloalkyl, Css cycloalkylamino or C1-3 alkylamino.

39. The compound of claim 16, wherein the compound is of Formula 15;

Formula 15.

40. The compound of claim 39, wherein m2is 1, 2, 3, 4, 5, 6 or 7; and/or, R is O, NH,

Ol

O or © ; and/or, R””” is H, OH, C1.3 alkyl, C1-3 alkoxy or halogen; and/or, R’ is
H, halogen, OH, C1.3 alkyl, Ci3 haloalkyl or C1.3 alkoxy; mis 0, 1, 2 or 3; and/or, R’ is H,

halo, OH, NH>, C1.3 alkoxy, Css cycloalkyl, Cs.s cycloalkylamino or C1-3 alkylamino.

41. The compound of claim 17, wherein the compound is of Formula 2, 7, 9, 11, 12 or 14;
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R3 O O
0 N . ~Z
N Rl
"k

Formula 2

R (R)m

R 0 O U.7
R
o:{\lj?N 1'\ / b_K/ Q@( "
‘Yl: i:(\A/\%mF;

)

Formula 7
| R (R)m U,
Oo{%l)m/\)fﬁl W@@(R )
R3.
o )
Formula 9

R (R U /\%T")k
~Z
N \ O
O S8
0 i
RN e
o

Formula 11

(R (R)m

(R™k
v Uiz
oY {40
R¥ 0 O

Formula 12

RO (RYm U (R™)k

O~

N/
Y A, A r
O:.<wj\2—Nl>’lj©/F nZMqA (\/2;3
R¥ 0 O

Formula 14.
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42. The compound of claim 41, wherein the compound is of Formula 2, and wherein R®" is H
H

%‘H/NV"' //\Nﬂ‘
or Ci3 alkyl; and/or, Ais O, NH, © or ﬁN\) :and/or, m2is 2, 3, 4, 5 or 6;

s
and/or, RYisO, NH, © or  ©  :andfor, R’ is H, halo, OH, NHz, C1.3 alkyl, C1.3
alkoxy, Ci.3 haloalkyl, Ci-3 alkylamino, Czs cycloalkyl, Cs.s cycloalkylamino or Cs.5
heterocycloalkyl; and/or, R’ is H, halogen, OH, C1.3 alkyl, C13 haloalkyl or C1.3 alkoxy;
and/or, mis 0, 1, 2 or 3; and/or, R’”” is H, OH, NH, C1.3 alkyl, C1-3 alkylamino, Ci-3 alkoxy

or halogen.

43. The compound of claim 41, wherein the compound is of Formula 7, and wherein R®" is H
H

%‘H/NV"' K\Nﬂ‘
or Ci3 alkyl; and/or, Ais O, NH, © or «“N\) :and/or, m2is 2, 3, 4, 5 or 6;
%an Wowﬁ
and/or, RYisO, NH, © or  ©  :andf/or, R’ is H, halo, OH, NHz, C1.3 alkyl, C1.3
alkoxy, Ci.3 haloalkyl, Ci-3 alkylamino, Czs cycloalkyl, Cs.s cycloalkylamino or Cs.5
heterocycloalkyl; and/or, R’ is H, halogen, OH, C1.3 alkyl, C13 haloalkyl or C1.3 alkoxy;

and/or, mis 0, 1, 2 or 3.

44. The compound of claim 41, wherein the compound is of Formula 9, and wherein R®" is H
H

«LHH/N%1 //\N.rd‘
or C1-3 alkyl; and/or, A is O, NH, © or ﬁN\) ; and/or, m2is 2, 3, 4, 5 or 6;

H

NVI’I Ovl,L

and/or, RYisO, NH, © or O  and/or, R is H, halo, OH, NHa, C1.3 alkyl, C13
alkoxy, Ci3 haloalkyl, C1-3 alkylamino, Czs cycloalkyl, Cs.s cycloalkylamino or Ca.5

heterocycloalkyl; and/or, R’ is H, halogen, OH, C1.3 alkyl, Ci-3 haloalkyl or C1.3 alkoxy;
and/or, mis 0, 1, 2 or 3; and/or, R””” is H, OH, NH3, C13 alkyl, C1.3 alkylamino, C1.3 alkoxy

or halogen.
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45, The compound of claim 41, wherein the compound is of Formula 11, and wherein R®" is
H

%\WN%’ K\Nw

H or C13 alkyl; and/or, Ais O, NH, © or ﬁN\) :and/or, m2is 2, 3, 4, 5 or 6;
s

and/or, RYisO, NH, © or  ©  :andfor, R’ is H, halo, OH, NHz, C1.3 alkyl, C1.3

alkoxy, Ci.3 haloalkyl, Ci-3 alkylamino, Czs cycloalkyl, Cs.s cycloalkylamino or Cs.5

heterocycloalkyl; and/or, R’ is H, halogen, OH, C1.3 alkyl, C13 haloalkyl or C1.3 alkoxy;

and/or, mis 0, 1, 2 or 3; and/or, R’”” is H, OH, NH, C1.3 alkyl, C1-3 alkylamino, Ci-3 alkoxy

or halogen.

46. The compound of claim 41, wherein the compound is of Formula 12, and wherein R®" is

WN% //\Nﬂ‘
Hor Cisalkyl; AisO,NH, © or «“N\) ;m3is1,2,3,450r6;mdisOorl,?2
H
WN% Wo%
or3;m5isOorl,2or3;RYisO,NH, © oo ©  :R”isH,halo, OH, NHz, C13
alkyl, C1-3 alkoxy, C1-3 haloalkyl, C1-3 alkylamino, Cs.5 cycloalkyl, Cs.s cycloalkylamino or

Cs-s heterocycloalkyl; R is H, halogen, OH, C1-3 alkyl, C1-3 haloalkyl or C1-3 alkoxy; m is 0,
1,2o0r3; R is H, OH, NH2, C13 alkyl, C1-3 alkylamino, C1-3 alkoxy or halogen.

47. The compound of claim 41, wherein the compound is of Formula 14, and wherein R®" is
H
Jmﬂ/N%‘ //\N.rd‘
H or C15 alkyl; and/or, Ais O, NH, © or fN\) ;and/or, m3is 1, 2, 3,4, 5 or 6;

H

N
W,

and/or, m4is0,1,2,3or4;and/or, m5is0or 1, 2 or 3; and/or, RV is O, NH, © or

O.,

O ; and/or, R”” is H, halo, OH, NH2, C1.3 alkyl, C1.3 alkoxy, Ci.3 haloalkyl, Ci.3
alkylamino, Cs.s cycloalkyl, Ca.s cycloalkylamino or Ca.s heterocycloalkyl; and/or, R is H,
halogen, OH, C1.3 alkyl, Ci-3 haloalkyl or C1.3 alkoxy; mis 0, 1, 2 or 3; and/or, R’’’ is H, OH,
NHa, C1-3 alkyl, C1-3 alkylamino, C1-3 alkoxy or halogen.
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48. The compound of claim 18, wherein the compound is of Formula 4;

o ®n o Em (R™)
4
oo 4
S N ) ~ o~ R E? AR /C\)/jr
0

Formula 4.

49. The compound of claim 48, wherein R? is H, OH, C1.3 alkyl, C1-3 alkoxy, C1.3 alkylamino

%TVN%’ %H/o%
or NHa; and/or, m6 is 0, 1, 2 or 3; and/or, Rt isO, NH, © and © -and/or, R is
H, halogen, OH, C1.3 alkyl, C1.3 haloalkyl or C1.3 alkoxy; R’* is H, halo, OH, NH2, C1.3

alkoxy, Cs-s cycloalkyl, Css cycloalkylamino or C1-3 alkylamino; and/or, R*’” is H, OH, NHa,
Cu3 alkyl, C13 alkylamino, C1-3 alkoxy or halogen.

50. The compound of claim 48, wherein the compound is of Formula 4-1;
Mmoo (R)m (R™)k
/

(0] R U
0o {55
RZ'O/{O ° ’ '

Formula 4-1.

51. The compound of claim 19, wherein the compound is of Formula 16 or 17;

o (R (R)m Uy R™)k

5@ %EO“WWQ O

Formula 16

R (RY)m U (R™)k

Formula 17.
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52. The compound of claim 51, wherein the compound is of Formual 16, and wherein Z is C,

UisOorSandTisCH;or,ZisN,UisCHand TisCH; ZisC, TisN and U is CH.

53. The compound of claim 51, wherein the compound is of Formual 17, and wherein Z is C,

UisOorSand TisCH;or,ZisN,UisCHand TisCH; ZisC, TisN and U is CH.

54. The compound of claim 1, wherein the compound is selected from the compound listed in

Table 1.

55. A composition comprising the compound of any one of claims 1 to 54, and a

pharmaceutically acceptable excipient.

57.56. A use of the compound of any one of claims 1 to 54, or the composition of claim 55 in_

the manufacture of a medicament for treating tauopathy.
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