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carbomethoxy, carboethoxy, carbopropoxy, carboisopropoxy, carbobutoxy, carbo-sec-
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morpholin-4-yl, piperzin-1-yl, piperzin-2-yl, piperzin-3-yl, piperzin-4-yl, pyrrolidin-1-yl,
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B3ga 50 e W ogdadll amy (B
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. 0x0s halogen s

J C(CHa)»-§ -CErd -CH(OH)-§ -CHy b 353590 5t Z giladl amy (G

. -C(=0)- § -CH(CH3)-§ -CH,CH;CHp- 4 -CH,CHy-§ 1,1-cyclopropyl
-CH(OH)- § -CHy- 335250 & Z cgdaill (any

CHy~ s 33sm 90 e Z q@laill pany

Basase e Z il pan B

. alkyl Crg s» Ry sgaladl (yany

—CHjy— s Ry zilaill sy

H AR, gilaill ey 4
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e 2H-pyrazol-3-yl 5 1H-pyrazol-3-yli—alall 4_huesll el (1) Aapall s (1)

5 3 el el 5 A giall LSl S o (s gy adl o) ¥ o ¢ il a5

Aabidal)

H ARy gilall (ony

. halogen JH & Ry zdlalll (e 4

Br §Cl JF JH «* Rs el Gany

Br JCl JH &Ry gilall gany A
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C.6 acyl, Cy.12 acyloxy, Ca.6 alkenyl, C,.4 alkoxy, C.¢ alkoxycarbonylamino, Ci¢ alkyl,
Ci.6 alkylamino, Cy.3 dialkylamino, Cy.4 alkylcarboxamide, C,.6 alkynyl, Ci4
alkylsulfonamide, C;.4 alkylsulfinyl, Ci4 alkylsulfonyl, Ci4 alkylthio, Ci.4 alkylureyl,
amino, carbo-Cj.¢-alkoxy, carboxamide, carboxy, cyano, Cs.¢ cycloalkyl, Ca6
dialkylcarboxamide, formyl, halogen, Ci.4 haloalkoxy, Ci.4 haloalkyl, C;_4
haloalkylsulfinyl, C;.4 haloalkylsulfonyl, C;.4 haloalkylthio, heteroaryl, hydroxyl, nitro,

phenyl and sulfonamide

Cias alkyl Cies alkoxy Cias acyloxy Cisy acyl Cis Gle gaan (0 U O5Se Sua
Jagul saa e heteroaryl s alkoxy ~ Cic— carbos amino s alkylcarboxamide
acyl C1.s5 alkyl Cig O— 4 Sl Ao ganall (e W plial o0 Jatid Sle ganay gk
Cj.4.9 alkylcarboxamide Ci.4 5 dialkylamino C;.33 alkylamino Ci.¢s alkoxy Cias
cyano s carboxy s carboxamides alkoxy — C,6— carbos aminoy alkylsulfonyl

¢ phenyl s hydroxyls haloalkyl Ci4 haloalkoxy Ci4s halogens cycloalkyl Cs6

ds s Alatie e Aiils o Auilatie e Gl 4S8 Ao gene (& Ry gLl pans (8
WQJ@\?@J\MY\QL;WQAW‘;JQH Janad e JO Awlaie e

e A3 KAl A genal)

alkylamino Ci.6 alkyl Ci63 alkoxycarbonylamino Cy¢ acyloxy Ci.125 acyl Cr¢
Cias alkylsulfonamide Cy4 3 alkylcarboxamide Cy.4.3 dialkylamino Cy 33
carboxamide 5 alkoxy — C,— carbosy aminos alkylureyl Cis4 alkylsulfonyl

halogen s formyl s dialkylcarboxamide C65 cycloalkyl C365 cyanos carboxys

Y A
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J—< 580 Eus ¢ phenyl 3 hydroxyl s :t.uu\afm ¢ Agls dc genay  haloalkoxy Cias
Cias alkyl Crgs alkoxy Ci4sacyloxy Cisys acyl Cis il I YV W
Janul 3a s le heteroaryl 5 alkoxy — Ci6™ carbo s amino g alkylcarboxamide
acyl Cr.ss alkyl Cig (—e 435840 de sanall (s la Lol 2 Jadud dGle g L)
Ci.4 alkylcarboxamide C145  dialkylamino Crgs alkylamino Ciss alkoxy Cyaz
5 cyanos carboxys carboxamides alkoxy — C,¢— carboy aminos alkylsulfonyl

¢ phenyl 5 hydroxyl s haloalkyl Cy45 haloalkoxy Ci.4 halogens cycloalkyl Cs

O Ailaie e ddla J Auilate pe il A8 de gana b Ry g ilall ey
e L a) iy Jai ) e sane e e s LEA) Jaiul et JS Aualatia e

L e di el Ao gend)

Ci.s alkyl Cr¢s alkoxy Ci.4 s alkoxycarbonylamino Ci.6 acyloxy Cr.125 acyl Cis

alkylureyl Ci49 alkylsulfonyl Ci.49 alkylsulfonamide C,.4 5 alkylcarboxamide 4
dialkylcarboxamide Cy6 5 carboxy s carboxamide 5 alkoxy — C;— carbos aminos
hydroxyl s &—uilaie ;& 4 la &_c sensy haloalkoxy Cyqs halogen s formyl 4
Ciss alkoxy Ciss acyloxy Crss acyl Cps <lee ganxe (e JSo 058 Sua ¢ phenyly
33 e heteroaryl s alkoxy — Cps~ carbos amino alkylcarboxamide Cj4 alkyl
5 alkyl Crg cre AisSall e panall (so Lia) o Jafid Cle panar 5 kE8) Jaiid

¢ phenyl 5 carboxys carboxamides alkoxy = Ci.6™ carbo
ksl Jadul s JS heteroaryl Luilaie e 4gdls Ao gane A Ry g dlalll Gany G
Ciizs acyl Crg ¢ (e A3 5Sal A e ganall (o b jloal) 2 Jlaiull Cile gaae (0 323
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Cias dialkylamino C,35  alkylamino Ci55 alkyl Ci65 alkoxy Ci4s acyloxy
- Cis~ carbos aminos alkylureyl Ci45 alkylsulfonyl C;.4_ alkylcarboxamide
Ciqs halogeny cycloalkyl C365 cyanos carboxys carboxamide s alkoxy
Ciss acyl Cps Qle gana (0 JS 5S¢ hydroxyl s haloalkyl Cgs haloalkoxy
heteroaryl 5 alkoxy — Ci6~ carbo s alkylcarboxamide Cj45 alkyl Cj¢. acyloxy
Cis (— 4 Sall de ganall (je lalaal o il e seaay s olial Jlagid sas e
alkylcarboxamide Ci45  dialkylamino C,.5 s alkylamino C;65 alkoxy Ci45 acyl
carboxy g carboxamide s alkoxy — Ci6~ carbos amino s alkylsulfonyl Cj4
hydroxyl s haloalkyl Ci45 haloalkoxy Ci45 halogens cycloalkyl Csg.s cyano s

¢ phenyl 5

Jail lete S duilaia 52 oyl duilatie e duils de gane o8 Ry ez ilall Gans b
Cis acyl Crg ¢ (o A58l Ao sanal) (g Lo lasl a3 Jaiu¥l Cile gane (ye 22y (5 jlaal
alkylureyl C;4_s alkylcarboxamide C;.4 s alkyl Ci.9 alkoxy Ci.45 acyloxy 2
Gle gana o IS (96 Cua ¢ hydroxyl s carboxy s alkoxy = Cj;¢— carbosy amino g
alkoxy — Cy6~ carbos alkylcarboxamide Cy45 alkyl C 45 acyloxy Ci.s acyl Cys
carbo (e 435Sl dc ganall (e la jloald &y Jaiul Gle ganar s baa) Jlagud as e

¢ phenyl 3 carboxys alkoxy — Cj4—

JLAa Jow e« )3 0 e heteroaryl e 3 le heteroaryl ()5S ¢zl (s I

(V) s> s s LS 0 heteroaryl
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Bl e o Ailal) o ls punga (gl 8 Q)3 uadl 53 heteroaryl Ja o dus
d_c sena gsi) &L nitrogen < ) (e B2l e J; imidazole Asla Lay ) (Sa

e sane gf) Ailally 5 S0 3 e saal g 3ie f ( imidazol-1-yl
.(imidazol-2-yl, imidazol-4-yl or imiadazol-5-yl

(O Qo e dilall 8 < 3V 4y heteroaryl e duke Ry oS0 g dladll any A

(Y Jsan (B o gellS Gl 3T 4 heteroaryl

“
A NAK N/\\/ NAK N™ 73 N
PR VR NG P

b

N
\

Al e S8 Lgl.a heteroaryl 4c sase oy i Cua
e WSl e ganall e Ry JLEA] a0 czdlaill (yamy
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pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl,
thiomorpholinyl 2,5-diaza-bicyclo[2.2.1]heptyl, [1,4]oxazepanyl, 1,1-dioxo- 1A8-
thiomorpholinyl, azepanyl, and 3-oxo-piperazinyl, aza-bicyclo[2.2.1]heptyl, and

imidazolyl

Sl A sanall e daa o JS e jlaal S Jlasud Gile ganay sl Jagul Leie JS
alkyl Cy.6 5 alkoxycarbonylamino Ci. s alkoxy Ci4 acyloxy Crips acyl Crg (—a
alkylureyl Cy45 alkylsulfonyl Ci45 alkylsulfonamide C,.4_ alkylcarboxamide C;4 s
dialkylcarboxamide C,.6 5 carboxys carboxamide s alkoxy = C;6— carbos amino s
JSo 05Ss Cus ¢ phenyl s hydroxyl s heteroaryl s haloalkyl C;.4 5 halogens formyl s
Cias alkyl Ciss alkoxy Ci4 acyloxy Ciss acyl Cis O c gana o 4

Jas ol 3o a e heteroaryl 5 alkoxy — Ci6— carbos amino s alkylcarboxamide

¢ phenyl 5 carboxys alkoxy —Ci¢

b (n 43Sl Ao panall (g0 Ry ) oy e Saill a8

pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl,
thiomorpholinyl, 2,5-diaza-bicyclo[2.2.1heptyl, [1,4]oxazepanyl, 1,1-dioxo-1A5-
thiomorpholinyl, azepanyl, 3-oxo-piperazinyl, 7-aza-bicyclo[2.2.1]hept-7-yl, and

imidazolyl

3 5Sall e ganall po83n o (S o L) 2 Jasiad e pamas ooka) Jasil e JS,

5 OH NHC(=0)0 t-butyl 5 C(=0)OEt; C(=0)OHs C(=0)O t-butyl s CH; : (e
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5 C(=0)NHCH,C(=0)OH 3 NHC(=0)CH,C(=0)OCH;_s C(=0)NHCH,C(=0)OCH;
s OC(=0)CH,CH,C(=0)OCHss  C(=0)OCH;_s NHC(=0)CH,C(=0)OH
5 CH,C(=0)OHs OCH;5 CH,C(=0)OCH,CHs3 OC(=0)CH,CH,CH,CH,CH
— C(=0)OCH,s5 C(=0)CH;s CH,CH,C(=0)OCH; s OC(=0)CH,CH,C(=0)OCH;

s phenyls Fy C(=0)CH,CH,C(=0)OH; C(=0)CH,CH,C(=0)OCH33 phenyl o
5 C(=O)NH, 5 phenyl — CH,s phenyl = OCH,s S(=0),CH;s CH,C(=0)OCHj
3-methyl- 5 -CF3s NHS(=0),CHss C(=O)N(CHs), 5 NHC(=0)CH;s -NH,s CHO

.[1,2,4]oxadiazol-5-yl, and CH(CHs),

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl, morpholin- \e
4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yl, thiomorpholin-
4-yl, morpholin-2-yl, 2,5-diaza-bicyclo[2.2.1]hept-2-yl, [1,4]oxazepan-4-yl, 1,1-dioxo-
. 1)»6-thiomorpholin-4-y1, piperidin-2-yl, azepan-1-yl, pyrrolidin-3-yl, 3-oxo-piperazin-1-
yl, 7-aza-bicyclo[2.2.1]hept-7-yl, and imidazol-1-yl
5 CHy (e 4358l e panall (e 1oLl sy Jaiid il panar 5580 Jasid lia IS 1o
s OHs NHC(=0)0O— t-butyl s C(=0)OEts C(=0)OHjs C(=0)O - t-butyl
s C(=0O)NHCH,C(=0)0OH 3 NHC(=0)CH,C(=0)OCHj3;_ C(=O)NHCH,C(=0)OCHj;

s OC(=0)CH,CH,C(=0)OCH; 3 C(=0)OCH3 3 NHC(=0)CH,C(=0)OH
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-
s CHXC(=0)OHy OCH;s CH,C(=0)OCH,CH; s OC(=0)CH,CH,CH,CH,CH,
— phenyl 3 C(=0)CH3zs CH,CH,C(=0)OCH;_s OC(=0)CH,CH,C(=0)OCH3

5 Fs C(=0)CH,CH,C(=0)OH 3y C(=0)CH,CH,C(=0)OCHj;_ s C(=0)OCH,

5CH,~  phenyls OCH,~ phenyl 5 S(=0),CH;s CH,C(=0)OCH;s phenyl
-CF3 5 NHS(=0)2CH3 3 C(=0)N(CHs),s NHC(=0)CH; 5 -NH, 5 CHO 5 C(=O)NH,

.CH(CH3)2 5 3-methyl-[1,2,4]Joxadiazol-5-yl 5

Do A S e ganall (e Ry Lol (a:\,jcﬁtaﬂ‘ uaa_agﬁ}

pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl, thiomorpholinyl
and 2,5-diaza-bicyclo[2.2.1]heptyl

e 435Sl Ao ganall (pesaa e JS s jlas o YAl de ganas (g LAl Jlagiil e
Ci4 s alkylcarboxamide Ci4 5 alkyl Ci¢ s alkoxy Ci4 sacyloxy Cis g acyl Cys
J—< 05 Cua ¢ hydroxyls carboxys alkoxy — Cpg— carbos amino 5 alkylureyl
— Ci6 — carbo s alkylcarboxamide Ci4s alkyl Ci.3 sacyloxy Cis s acyl Cis (—o

- phenyl s carboxy s alkoxy — Cp¢~ carbo de ganas s LA} Jagud alkoxy

f e A0S e ganal (e Ry L) fs 7 3lail) imay g

pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl, thiomorpholinyl

and 2,5-diaza-bicyclo[2.2.1]heptyl
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a8l e panall (g san o S L) 2 i) de geaas sl Jasd e
s OHs NHC(=0)O- t-butyl 5 C(=0)OEts C(=0)0OHs C(=0)0- t-butyl s CH;
5 C(=0)NHCH,C(=0)0H_s NHC(=0)CH,C(=0)OCH;_s C(=0)NHCH,C(=0)OCH;
5 OC(=0)CH,CH,C(=0)OCH;s  C(=0)OCH; s NHC(=0)CH,C(=0)OH

5 CH,C(=0)0OHs OCH;s CH,C(=0)OCH,CH; s OC(=0)CH,CH,CH,CH,CH;
- phenyly; C(=0)CHss CH,CH,C(=0)OCH; s OC(=0)CH,CH,C(=0)OCH;

.C(=0)OCH,

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl,-piperidin-3-yl, morpholin-
4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yl, thiomorpholin-

4-yl and 2,5-diaza-bicyclo[2.2.1]heptyl

3CH; (e 43584l e ganall (e lalial S Jlatiul ile genas g Loa) Jlaiud g JS
s OH,y NHC(=0)O— tbutyl 5 C(=0)OEts C(=0)OHt-butyl C(=0)O
5 C(=0)NHCH:C(=0)OH s NHC(=0)CH,C(=0)OCHj3 s C(=O)NHCH,C(=0)OCH;

s OC(=0)CH,CH,C(=0)OCH3 3 C(=0)OCH;_g NHC(=0)CH,C(=0)OH

s CH,C(=0)OHy; OCH3s CH,C(=0)OCH,CH33 OC(=0)CH,CH,CH,CH,CHj3
— phenyl 3 C(=0)CHs;s CH,CH,C(=0)OCHj;_ OC(=0)CH,CH,C(=0)OCHj3

.C(=0)OCH;,

f e 1Sl e sanall e Ry i) s o Saill yiamy b
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piperazin-1-yl sS4 ¢ morpholin-4-yl, piperazin-1-yl, and 7-aza-bicyclo[2.2.1]hept-7-yl
.C(=0)NH; § C(=0)CH; — L Jlasiad

Oe 3oke Ra (S0 ez ilail) amy A
4-acetyl-piperazin-1-yl, morpholin-4-yl, piperidin-4-yl or pyrrolidin-1-yl.

H (2 L—}A.:R7 3Re 5 Rs szalaill any
H (58 Rs ez dlall jany 4
H (& Rg z3laill yany &
H (& Rg sz ilaill any 4

S cycloalkyl C37 i aryl §f alkenyl Cog ol alkyl Crg b Ry g iaill ymay b
e Bas e JS e b ladl Q5 VALY (e s ) Jlasad Lae S heteroaryl
alkylsulfonyl Cy¢ 5 alkyl Cig 5 alkoxy Cis 5 acyl Cig (e 4 sSall i_c _ganall
alkoxy —C;6— carbo s dialkylamino C,5 alkylamino C;s s amino
haloalkoxy Cis 5 halogens cycloalkyl C37 5 cyano carboxys carboxamide g
Jn o« phenyl s nitros hydroxyl s 4uila’ie & Als dc geney haloalkyl Cig
Jgars @A) J&5 Jady cycloalkyl Cs. heteroaryl JT aryl ae G0 slalie (lic gana

F— gokaal Jdlanad 45 oxygen b0 533

L¢e 1S heteroaryl § aryl alkenyl Cp.6 ¢ alkyl Cy4 * Rg ez ilaill ey
e ASall Ao gaadll Cpesaa e € e la jlaal Ay At e damy g 5baal Jlagial
Cis s aminoy alkylsulfonyl Cis alkyl Ci.s s alkoxy Cis acyl Cy4
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alkoxy —Cj.s— carbos  alkylamino Ci¢ dialkylamino C;3 s  alkylamino
haloalkoxy Ci1s 5 halogens cycloalkyl C3; s cyanos carboxy.s carboiamide K
JS—& 4 ¢« phenyl s nitro s hydroxyl 5 duilaia ye 4jls 4c genay haloalkyl Cis s
sol—ial JS &y Jady  cycloalkyl Cs;  heteroaryl §  aryl & (U slate (e sana

F— golial Jlasul 455 oxygen (i, j 5 e

o cycloalkyl Cs5 B aryl o alkenyl Co.6 5 alkyl Ci3 —2 Rg ¢zl aill (any 8
Oe 32 o JS (e e jliad o3y aVIanul e sae (s olial Jlasid e JS0 heteroaryl
Cis 5 halogeny cyanoy alkyl Ci 5 alkoxy Cigs s acyl Cirg (e 43Sall de gandll
J aryl e QBslatie (i gena JSE f ¢ hydroxyls haloalkyl Cis s  haloalkoxy
Jasud 435 oxygen o) o 53 Lk okl <& Jaidy  cycloalkyl Cs.;  heteroaryl

% - Lﬁ)L:ﬁ:.\

¢ J—S; heteroaryl 5 aryl § alkenyl Cog s alkyl Cig (& Rg «zilaill axy 4
Oo A8l de genall (e Baa e S e lalaa) 2 cYIABWT e dey g lal Jlagid
j « hydroxyl s haloalkyl C.s 5 halogens alkyl Cis 5 alkoxy Cis 5 acyl Cig
JS—% Ja & cycloalkyl Cs;  heteroaryl o aryl o U5t (lic gaan JS

F o gokial Jadud 445 oxygen oy o 5,0 e g laal

J cycloalkyl Cs7 § aryl 5 alkenyl Co § alkyl Cyg > Ry szdlaill ey i
O—e Bl o JS e laal 8 Jlaiid Gle gena ookial Jlaiu) i JS heteroaryl

5 hydroxyl s CF35Br 5Cl 3F 5 CH; 35 OCH; 5 C(=0)CH; (y—s & &Sall de ganal

Yo AR



cycloalkyl Cs; heteroaryl S aryl a— Okt Jlie sene JS J «CN 5 OCF;

F ol Jadid 495 oxygen o0 5 500 Lo g lal IS Jady

L ¢ < heteroaryl j aryl j alkenyl Co j alkyl Ci3 & Rg cclaﬂ\ vary A
O A3 8l e ganall (e Ban o IS la jladl 2 Jladud Gile gene (ks Jlagul
O—ie gane JS 38 j hydroxyl  CF3 s Br s Cl 3 F 3 CHs 5§ OCH; 5 C(=0)CHj3
PR IS olia) Jl Jady  cycloalkyl Cs;  heteroaryl J aryl e Ol slate

F o golaal Jladud 405 oxygen (i)
P e 4 Sall de gandl) C)ALQJL}:\.A\?:\:!RS ccbw\u'aa__:gé

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, 3-methyl-butyl,
phenyl, napthalenyl, cyclopropyl, cyclobutyl, cyclopentyl, pyridinyl, benzoimidazolyl,
benzooxazolyl, benzothiazolyl, thienyl, furanyl, benzothienyl, thiazolyl, isoxazolyl, and

pyridin-4-yl

438 Ao panal g san o S LaLal 2 Jaited e gemer s oba) Jasial Leie JS;
4§ «CN 5 OCF; 5 hydroxyls CFs5Br 5Cl sF s CH; s OCH; s C(=0)CH; ¢
P e Ja & cycloalkyl Cs 4c sass  phenyl ge U slate (lie sane JSI5

F— ool Janud ey oxygen
PO A0Sl de geadll QA\AJL:\B‘EI\:\RE; cG.'JLcﬂ‘ uaa_a‘;_s

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, phenyl, pyridinyl,
benzoimidazolyl, benzooxazolyl and benzothiazolyl
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484l Ao ganall fasan e JS W jlnal e Jaid e sanar o boal Jladind lgie JS
Olic gene JS35 4 ¢ hydroxyl s CFs s Br 5 Cl s F 5 CH; 5 OCH; 5 C(=0)CH; (e

Jai ) ey oxygen 53 e Jaidt  cycloalkyl Cs 4e sane  phenyl &a B slata

F o ksl

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, phenyl, naphthalen-
1-yl, cyclopropyl, cyclobutyl, cyclopentyl, pyridin-2-yl, pyridin-3-yl, 1H-benzoimidazol-
2-yl, benzooxazol-2-yl, benzothiazol-2-yl, thiophen-2-yl, furan-2-yl, benzothiophen-2-yl,
thiazol-2-yl, isoxazol-3-yl, and pyridin-4-yl

23,8 e pandll o sn e S a8 5 Jlaiod e panay 5 kia) Jasind lgia JS,
sl «<CN 5 OCF; 9 hydroxyl s CF3 5 Br sCl sF 5 CH; 5 OCH; 5 C(=0)CH3 ()—a

(— N —le Ja 30 cycloalkyl Cs 4—c gana phenyl o OB slaie Glie sana JSI0

F — soka) Jladud L oxygen

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, phenyl, pyridin-2-yl,
pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl and benzothiazol-2-yl

LQM‘U_ABAA‘;IDJSLAJQL‘QJM‘ QLGJML;JQ'SA‘ d‘-).\lu‘tg.udﬂa

JS— 5| hydroxyls CF35Br 5Cl 5F 5CH; 5 OCH; 5 C(=0)CHy (p—s &3 &4l

Y AR
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L5 oxygen (S0 e Jaadi  cycloalkyl Cs 4e sane  phenyl & OB slaie lie gana

4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-
difluoro-benzo[1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl,
3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-bromo-phenyl, 4-methoxy-phenyl,
4-trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-
methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl, 3-trifluoromethyl-phenyl, 3,5-
difluoro-phenyl, 2,4-dichloro-phenyl, 4-chloro-2-trifluoromethyl-phenyl, 3,4-difluoro-
phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl, naphthalen-1-yl, 4-triﬂuoromethdxy—
phenyl, 3-cyano-phenyl, 2-trifluoromethoxy-phenyl, 4-chloro-2-fluoro-phenyl, 2,3-
difluoro-phenyl, 2,4,5-trifluoro-phenyl, 2,3,4-trifluoro-phenyl, 3,4-dichloro-phenyl, 4-
fluoro-3-trifluoromethyl-phenyl, 5-fluoro-2-trifluoromethyl-phenyl, 2-trifluoromethyl-
phenyl, 3-methyl-phenyl, 2-fluoro-4-trifluoromethyl-phenyl, 4-chloro-3-fluoro-phenyl, 3-
fluoro-4-methyl-phenyl, 4-fluoro-3-methyl-phenyl, 3-fluoro-4-trifluoromethyl-phenyl, 3-

chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-cyano-phenyl, and 2,5-dichloro-phenyl.
PO A Sl Ao gandl C» Rg yloald Al ccﬁuﬂ‘ U.aa_sgsj

4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-
difluoro-benzo[1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl,

3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-bromo-phenyl, 4-methoxy-phenyl,
Y AR

\o



4-trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-
methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl, 3-trifluoromethyl-phenyl, 3,5-
difluoro-phenyl, 2,4-dichloro-phenyl, 4-chloro-2-trifluoromethyl-phenyl, 3,4-difluoro-
phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl, naphthalen-1-yl, 4-trifluoromethoxy-
phenyl, 3-cyano-phenyl, 2-trifluoromethoxy-phenyl, 4-chloro-2-fluoro-phenyl, 2,3-
difluoro-phenyl, 2,4,5-trifluoro-phenyl, 2,3 4-trifluoro-phenyl, 3,4-dichloro-phenyl, 4-
fluoro-3-trifluoromethyl-phenyl, 5-fluoro-2-trifluoromethyl-phenyl, 2-trifluoromethyl-
phenyl, 3-methyl-phenyl, 2-fluoro-4-trifluoromethyl-phenyl, 4-chloro-3-fluoro-phenyl, 3-
fluoro-4-methyl-phenyl, 4-fluoro-3-methyl-phenyl, 3-fluoro-4-trifluoromethyl-phenyl, 3-
chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-cyano-phenyl, 2,5-dichloro-phenyl, and

benzo[1,3]dioxol-5-yl.

4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-
difluoro-benzo[1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl,
3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-bromo-phenyl, 4-methoxy-phenyl,
4-trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-

methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl and 3-trifluoromethyl-phenyl.

P on A Sl de ganadll (e Ry sl o 3laill ey ds

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, 3-methyl-

butyl, cyclopropyl, cyclobutyl, and cyclopentyl.
Y AN
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methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, and 2-methyl-propenyl.

o 42 el de ganall e s laal 23 <l )3 0 e heteroaryl s Rg zilall Gany

(1) o dos

2 A )l de senall s ol a &3 N (e heteroaryl ® Ry «zdlaill (o &

() 0 dss
pyridin-3-yl, 6-trifluoromethyl-pyridin-3-yl, 3-hydroxy-pyridin-2-yl, 6-methyl-pyridin-3-
yl, 6-hydroxy-pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl, benzothiazol-2-yl,

thiophen-2-yl, furan-2-yl, 5-chloro-thiophen-2-yl, benzothiophen-2-yl, thiazol-2-yl, 5-

methyl-isoxazol-3-yl, and pyridin-4-yl.
D Sl de ganall (e Rg Ll A cc:)\.aﬂ‘ uaa_ag’ﬁ

pyridin-3-yl, 6-trifluoromethyl-pyridin-3-yl, 3-hydroxy-pyridin-2-yl, 6-methyl-pyridin-3-
yl, 6-hydroxy-pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl and benzothiazol-

2-yl.

+alkyl Crg (& Ry iz ilaill any
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H L;“ RlO cchq.\n azy ‘?.3

. alkyl Cis L;“ Rio cc.\Lun s 4_53

.H ‘_5“ R“ ‘G:JLQ.L“ u'aad_ ‘é.ﬁ

- alkyl Crg (& Ry sz dlail (mny

& =se s LS dima 3-phenyl-pyrazole Ciliida e RN FABENY z kel ey Jaidn

-

-
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L ana e Leba e
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-CH.CH,CHy-5l  -CH,C(=0)-§ -CH,CH,-§ -CHy — & W o
-C(CH3),CH,-§  -CH(CH3)CH,- 4 -CH,CH(CHj3)- sl C(CH3),C(=0)-

5355 90 055 Y W gl ¢CH,C(CHj),-
€80 53 g0 j C(=0) T X .

s 3t JO JNH &Y o



— \/"" —
- j -CF,- j -CH(OH)- j -CH,- j 1,1-cyclopropyl —& j Bl 98 yi 7

¢ -C(=0)- 3 -CH(CH;)- § -CH,CH,CH,- 3§ -CH,CH,- § C(CHa),-
¢ alkyl Cis ‘?A R,
¢ halogen JT H 4 R;

S A ilaie ;e Ll A peae f Aoty clila) 3805 de gare a Ry

A sSall e ganall e dan e IS jlal Sy g )il Jlagul e JS heteroaryl
Ci.6. alkoxycarbonylamino C;.¢ alkoxy Ci4 acyloxy Cy.125 acyl Cr¢ (—
Ci4s alkylsulfonyl Ci45 alkylsulfonamide C; 4 alkylcarboxamide C;45 alkyl
Ca6s carboxys carboxamides alkoxy —C,¢~ carbos aminos alkylureyl
heteroaryl s haloalkyl Cy4. halogens  formyls dialkylcarboxamide
Ciss acyloxy Crsy acyl Cis Cle gann (0 S (35S0 Cua ¢ phenyl s hydroxyl s
alkoxy = Cj~ carbos amino s alkylcarboxamide Cj45 alkyl Ci¢ alkoxy
e saaall e laplial 25 Jladiud Cle gana @A) Jladd sax e heteroaryl

¢ phenyl 5 carboxys alkoxy —Ci¢~ carboy alkyl Cig (s 45 sSall

heteroaryl 4 cycloalkyl C; j aryl o alkenyl Co6 5 alkyl Cg > Rg

O—aBia e S (e L UAT 2 CYIAGY) (e Sy o) Jlasid Leie JS,
alkylsulfonyl Ci6 5 alkyl Ci.6 5 alkoxy Cis 5 acyl Cig (e 435Sl de ganall
carboy alkylamino C¢ 5  dialkylamino C,5 alkylamino Cis s amino g
halogen s cycloalkyl C37 5 cyanos carboxys carboxamide s alkoxy = Ci¢—

hydroxyl 3 4—wilate y¢ dls dc senay haloalkyl Cig s haloalkoxy C¢

YA



Cs.7 heteroaryl 4 aryl a—e G35 5a% lte sana JS5 Iy phenyl s nitro s
— o) Jagud 4y oxygen o3 o 53 e o kil JSa Jaids cycloalkyl

.F

& a5 54 LS duma 3-phenyl-pyrazole liide e ol gl maV 7 iled any Jaii

L anm Jpde lete ke ol (o Lad o(IK) Zaall o

-3 -CHCH,CH-s -CH,C(=0)-4 -CHCHy s -CHy W
-3 -C(CH3%,CHp-§ -CH(CH3)CH,-5 -CH,CH(CHs)- § C(CHs),C(=0)-

g0 (1355 Y W ¢CH,C(CHy),-

Basase 32 4 C(=0) & X

QBJ_PJA‘):IIL-}‘OJTNH‘;AY .

35354 & J -CHOH)-§ -CHy &7

¢ alkyl Cis ‘;A R;
¢ halogen j H ¢ R;3 .

fi oAl Jlaiid Lae JSy heteroaryl o dwilate e ddls de gans s Ry

Crasacyloxy Cipas acyl Crg (—e 43Sl 4 c gaadll o 32a e IS o lal
Cias dialkylamino C,3 4 alkylamino C ¢ 4 alkyl Ci53 alkoxy

— Cy6~ carboy aminoy alkylureyl Cj.4 alkylsulfonyl C, 45 alkylcarboxamide

YoAR



- Yo —
Ci4s halogens  cycloalkyl Cs65 cyanos carboxys carboxamide s alkoxy
acyl Cps Gile gana (0 JS 06Ss Gunn < hydroxyl s haloalkyl C,45 haloalkoxy

alkyl C;3 acyloxy Ci.s 4

oAl Jan s s e alkoxy —Ci¢— carbo s alkylcarboxamide C.4
alkoxy Ci4y acyl Crs (— 43 Sall de ganall (4o la Loal A Jladid Gle gaaa
Cr.4s alkylcarboxamide Cj.4 dialkylamino C,4 4 alkylamino Cy¢ s
Cyanos carboxys carboxamides alkoxy —Cje— carboy amino s alkylsulfonyl
hydroxyl s  haloalkyl C;45  haloalkoxy C,.4 halogens  cycloalkyl Cs. s

¢ phenyl s

Jai ) Lgie J-< heteroaryl aryl 4 alkenyl Cp6 alkyl Ci.3 (o4 Rg .
G A8l de ganall (e 3aa o IS e bl Sy EVIAAGYT (e daey s okaal
Cic 5 aminoy alkylsulfonyl Cis 5 alkyl Ci¢ alkoxy Cis 5 acyl Cyg
alkoxy —Cj¢— carbos alkylamino Ci4 dialkylamino C,5 s alkylamino
Cis s halogens cycloalkyl C3; s cyanos carboxyy carboxamide g
nitro s hydroxyl y & —wilaie ;¢ 48ls e ganag haloalkyl Cis s haloalkoxy
cycloalkyl Cs7 heteroaryl § aryl g—a OB yslatia (e sene JSE 4§ ¢ phenyl s

F— bl Jasad 455 oxygen ot o 550 e slaal ISy Jady

& o5 s LS i 3-phenyl-pyrazole <iliuia e Sl gl Y z kel any Jails

i arm Jpie Leta e o i Lot () i)
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-5 -CH.CH,CHy-§) -CH,C(=0)-J -CH;CHp-4 -CHy ——a W
-3 -C(CH3),CH,-§l -CH(CH;)CHy-s  -CH,CH(CH3)- o C(CH3),C(=O)-

3] ¢ g UJS:I ¥ w j tCH,C(CHs3),-
s e s C(=0) 2 X
€8 9 g0 i JTO JTNH‘;AY

-8 -CFy5l -CH(OH)-§ -CHy- § 1,1-cyclopropyl & f 335—a3a 1t Z

¢ -C(=0)-§ -CH(CH;)-§ -CH,CH,CH,-§ -CH,CHy- § C(CHa),-
¢ alkyl Ci ® R;
¢ halogen _ji H & R;

S Ailatie ;e & ila e gens f duilatie ye i) 406l de gane (A Ry
A sSal de ganall (e saa o JSs b 2y g i) Jlasid e JS0 heteroaryl
C.6.5 alkoxycarbonylamino Cy¢ 9 alkoxy Cj4 acyloxy Ci.;25 acyl Crg (e
Ci.4 alkylsulfonyl Cy.4 alkylsulfonamide Cj. alkylcarboxamide C;.45 alkyl
Cr6s carboxys carboxamides alkoxy —C,¢— carboy amino s alkylureyl
heteroaryl s haloalkoxy Cj.4.s halogen formyl s dialkylcarboxamide
Ciasacyloxy Ciss acyl Crs Cle gane o JS3 58 Cua ¢ phenyl s hydroxyl s
alkoxy = Cp4~ carboy amino y alkylcarboxamide C;45 alkyl Ci alkoxy
4o sanall o la jlodl 2y Jadad Gle sena o) Jlagud sas e heteroaryl
¢ phenyl s carboxys alkoxy — Cj¢— carboy alkyl Cpg (e 43 oSl
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te DSall e ganall (e lajlad) Sy Ry e

4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-
difluoro-benzo([1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl,
3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-bromo-phenyl, 4-methoxy-phenyl,
4-trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-
methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl, 3-trifluoromethyl-phenyl, 3,5-
difluoro-phenyl, 2,4-dichloro-phenyl, 4-chloro-2-trifluoromethyl-phenyl, 3,4-difluoro-
phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl, naphthalen-1-yl, 4-trifluoromethoxy-
phenyl, 3-cyano-phenyl, 2-trifluoromethoxy-phenyl, 4-chloro-2-fluoro-phenyl, 2,3-
difluoro-phenyl, 2,4,5-trifluoro-phenyl, 2,3,4-trifluoro-phenyl, 3,4-dichloro-phenyl, 4-
fluoro-3-trifluoromethyl-phenyl, 5-fluoro-2-trifluoromethyl-phenyl, 2-trifluoromethyl-
phenyl, 3-methyl-phenyl, 2-fluoro-4-trifluoromethyl-phenyl, 4-chloro-3-fluoro-phenyl, 3-
fluoro-4-methyl-phenyl, 4-fluoro-3-methyl-phenyl, 3-fluoro-4-trifluoromethyl-phenyl, 3-
chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-cyano-phenyl, 2,5-dichloro-phenyl, and

benzo[1,3]dioxol-5-yl.

s o se 9o LS dims 3-phenyl-pyrazole ClEidia i gll;“ gl syl z el pany Jain
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LV aa J g e el

-3 -CH,CH,CHp-§ -CH,C(=0)-§ -CH,CH,- 4 -CH,- —t W
-5l -C(CH3),CHy-§ -CH(CH;)CHp-s  -CH,CH(CHj)- s C(CH3),C(=0)-

%lgaga 555G Y W sl «CH,C(CHy),-
Gisage y J C(=0) A X o
fBJ_,._;JAJ_._\f;JTO_JNHL_;hY °

- _9‘ -CF;- j -CH(OH)- j -CH;- j 1,1-cyclopropyl 2 j By g & Z °

¢ -C(=0)-s} -CH(CH3)- § -CH,CH,CH,- s -CH,CHy- § C(CHs),-
¢ alkyl C1_6 g—b R; L
¢ halogen j H ¢ Rj o

:QALJSJ&:.M\QAL&JL}:A\?::’R‘, .



v -
pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl,
thiomorpholinyl 2,5-diaza-bicyclo[2.2.1]heptyl, [1,4Joxazepanyl, 1,1-dioxo-125-
thiomorpholinyl, azepanyl, and 3-oxo-piperazinyl, aza-bicyclo[2.2.1]heptyl, and
imidazolyl
ie pandll (e saa o JS a8 5 Jatul e sanas AT Jaid lgie JS,

Cias alkyl Ci5 alkoxy Ci.4s acyloxy Cria acyl Cig s o A 3 Sl

alkylureyl Cy.4.5 alkylsulfonyl C;.4 alkylsulfonamide C;.4_ alkylcarboxamide
dialkylcarboxamide C,65 carboxys carboxamide g alkoxy —C;6— carbos amino
Us—Sy Cua ¢ phenyl s hydroxyl s heteroaryl s haloalkyl Cy. s halogen s formyl s
Cias alkyl Ci65 alkoxy Ciaacyloxy Crss acyl Cps Gl e gana 30 Jo S
Jan ol saa & heteroaryl s alkoxy — C;¢— carbo 9 amino s alkylcarboxamide

= carboy alkyl Cig (o 43 sSall 4o ganall (e la jLiidl A Jlaiul Cile sanay RN

¢ phenyl s carboxys alkoxy —Ci

:OAMJSA‘&LM‘O‘L“J%‘PEQRS‘CAM‘MQ °

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, 3-methyl-butyl,
phenyl, napthalenyl, cyclopropyl, cyclobutyl, cyclopentyl, pyridinyl, benzoimidazolyl,
benzooxazolyl, benzothiazolyl, thienyl, furanyl, benzothienyl, thiazolyl, isoxazolyl, and

pyridin-4-yl

AJM‘HSQQQLEMJ%‘&J‘M‘QLGJM@J%‘ d‘d.ﬁ.u‘t@_mds_\

3 OCF; 5 hydroxyl s CF3 3Br 3Cl s F 3 CH; 5 OCH;, s CE=O)CH;  (—a 434l
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e Jaidn cycloalkyl Cs 4e gane  phenyl &e QU a0 (lic sane JSi 4§ «CN

Fo— eotia) Jlagad L oxygen S

(2 goase 9 LS dima 3-phenyl-pyrazole Cilitie e ol &1V 73l s Jaii

éh&‘){d}m Jsta lgia e J (B Lagd c(Im) dauall

il
G—SSY W 4 ¢ -CH,CH,CHy-§ -CH,C(=0)- 5§ -CH,CH,- § -CH,- AW e
€53 92 g0
Bisase 3 J C(=0) AX o
Gagase 3¢ JO JNH Y o
¢ -CH(OH)- J-CHy- 335n90 52 Z o
¢ alkyl Cy «* Ry °
¢ halogeﬁ j H 2 R; .

P Os A8 Ao perall Ga Ry JA) S iledl pans 3 e

pyrrolidinyl, piperidinyl, morpholinyl, piperazinyl, pyridinyl, azetidinyl,

thiomorpholinyl and 2,5-diaza-bicyclo[2.2.1]heptyl
L::M\ u_a’é.l_;‘;lc dSLAJL}BA‘ a:*;.’d‘-\-‘l“‘ QLCMQQJI:CIA‘ Jlasil l.g_md&:
alkylureyl Cy.45 alkyl Cr65 alkoxy Ciqsacyloxy Ciss acyl Cps O A5 Sl
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acyl Cis Cile gane (o IS (5S; Cus ¢ hydroxyl s alkoxy = Cp6— carbos aminos
saa e alkoxy — C ¢~ carbos alkylcarboxamide Cy.4 5 alkyl Cyg acyloxy Ci.ss
= Cis— carbo (e 4 Sall Ao ganall (e la jloal o Jaital Gle gaaar s 5kaal Jlagl

¢ phenyl 5 carboxys alkoxy
wh#‘hwlthbﬁa‘?ﬁgRgccduﬂ\um@ .

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, phenyl, pyridin-2-

yl, pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl and benzothiazol-2-yl

LC‘}AM.“ U_AEJA‘S.IG JSLAJL;L;‘ (%d‘i-fw‘ CJLGJML;JL}:\;‘ dhﬁu‘ L@..\A(JSJ
JS 4 « hydroxyls CF3 9 Br 5Cl 5F 5 CH; 5 OCH; 5 C(=0)CH; (p—s & sSal
0Xygen i3 —e Jil  cycloalkyl Cs 4c sane  phenyl & OB slata (lic sans

Fo— ool Janad e

& a5 s LS A 3-phenyl-pyrazole ilitie e ol g1 AV 3l (any Jaids

L apem Ugie Lot ele s Lo (Im) s

-3 CHCHCHrs -CHC=O0)-s -CHCHyd-CHy — a2 W o
-3 -C(CH3)CHy§ -CH(CH3)CHp-s  -CH,CH(CHj)- 8 C(CHy),C(=0)-

B3y 5e 055 Y W ¢CH,C(CHy),-

Bisase st J C(=0) A X o



QBJJ;JAJ;L&JTOJTNH‘;-AY °

-§ -CF,-4 -CH(OH)- i -CH,- 4 1,1-cyclopropyl b 8y e ;£ 7

¢ -C(=0)- sl -CH(CHj)- § -CH,CH,CH,- s -CH,CH,- o} C(CHa)y-

¢ alkyl Cis g,-é R,

¢ halogen S H «* Rs

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,
morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1 -yl,
thiomorpholin-4-yl, morpholin-2-yl, 2,5-diaza-bicyclo[2.2. 11hept-2-yl, [1,4]oxazepan-
4-yl, l,l—dioxo-1%6-thiomorpholin—4—yl, piperidin-2-yl, azepan-1-yl, pyrrolidin-3-yl, 3-

oxo-piperazin-1-yl, 7-aza-bicyclo[2.2.1]hept-7-yl, and imidazol-1-yl

t e 43Sl Ao pandll (3o LA 2 Jlatid e penas (5 ksl Jatid Lgie JS

CHjs, C(=0)O-#-butyl, C(=0)OH, C(=0)OEt, NHC(=0)O-z-butyl, OH,
C(=0)NHCH,C(=0)OCH3;, NHC(=0)CH,C(=0)OCH3, C(=0)NHCH,C(=0)OH,
NHC(=0)CH,C(=0)OH, C(=0)OCH3, OC(=0)CH,CH,C(=0)OCHj,
OC(=0)CH,CH,CH,CH,CHj3, CH,C(=0)OCH,CH3;, OCH3, CH,C(=0)0H,
OC(=0)CH,CH,C(=0)OCH3, CH,CH,C(=0)OCHj3, C(=0)CHj3, and C(=0)OCH;-

phenyl, C(=0)CH,CH,C(=0)OCHj3, C(=0)CH,CH,C(=0)OH, F, phenyl,

YoAR
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CH,C(=0)OCHs, S(=0),CH3, OCH,-phenyl, CH,-phenyl, C(=0)NH,, CHO, -NH,,
NHC(=0)CHs, C(=0)N(CH),, NHS(=0),CHs, -CF3, 3-methyl-[1,2,4]oxadiazol-5-yl,

and CH(CHj),;

P e s e sanddl e lalid) SRy

4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-difluoro-
benzo[1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl, 3-fluoro-
phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4—br6mo-phenyl, 4-methoxy-phenyl, 4-
trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-
methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl, 3-trifluoromethyl-phenyl, 3,5-
difluoro-phenyl, 2,4-dichloro-phenyl, 4-chloro-2-trifluoromethyl-phenyl, 3,4-difluoro-
phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl, naphthalen-1-yl, 4-trifluoromethoxy-
phenyl, 3-cyano-phenyl, 2-trifluoromethoxy-phenyl, 4-chloro-2-fluoro-phenyl, 2,3-
difluoro-phenyl, 2,4,5-trifluoro-phenyl, 2,3 ,4-trifluoro-phenyl, 3,4-dichloro-phenyl, 4-
fluoro-3-trifluoromethyl-phenyl, 5-fluoro-2-trifluoromethyl-phenyl, 2-trifluoromethyl-
phenyl, 3-methyl-phenyl, 2-fluoro-4-trifluoromethyl-phenyl, 4-chloro-3-fluoro-phenyl, 3-
fluoro-4-methyl-phenyl, 4-fluoro-3-methyl-phenyl, 3-fluoro-4-trifluoromethyl-phenyl, 3-

chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-cyano-phenyl, and 2,5-dichloro-phenyl.

& 290 9 LS Lia 3-phenyl-pyrazole Ciliidia e sl gl Y il oy Jaids
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0SSN W 4l ¢ -CH,CH,CH,- § -CH,C(=0)-§ -CH,CH,- § -CH,- —t W

€83 9> ga

isage ;& JO JNH &Y

¢ -CH(OH)- 5} -CHy- o 83550 & Z .

¢ alkyl Cis ‘_;A R;

¢ halogen j H o R3

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl, morpholin-
4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yl, thiomorpholin-

4-yl and 2,5-diaza-bicyclo[2.2.1]heptyl

s OHs NHC(=0)O- t-butyls C(=0)OEty; C(=0)OH 3 t-butyl C(=0)0
5 C(=O)NHCH,C(=0)0OH3 NHC(=0)CH,C(=0)OCHj s C(=0O)NHCH,C(=0)OCHj3

3 OC(=0)CH,CH,C(=0)OCH3 3 C(=0)OCH;_ s NHC(=0)CH,C(=0)OH

s CH)C(=0)OHs OCH;s CH,C(=0)OCH,CH; s OC(=0)CH,CH,CH,CH,CHj;
= phenyl s C(=0)CHss  CH,CH,C(=0)OCHj3 3 OC(=0)CH,CH,C(=0)OCH;
.C(=0)OCH;,
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4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl, 2,2-
difluoro-benzo[ 1,31dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-phenyl, phenyl,
3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-bromo-phenyl, 4-methoxy-phenyl,
4-trifluoromethyl-phenyl, 3,5-bis-trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-

methoxy-phenyl, 3-acetyl-phenyl, 4-methyl-phenyl and 3-trifluoromethyl-phenyl.

& g2 e 98 LS dusa 3-phenyl-pyrazole Cliida o Il gl AN Z3lad Gamy Jaiids

LV ana sl leia mde 5 (o Lo «(Im) Zapec)

“C(CH3):C(=0)- 5 -CH;CH,CHy- 5l -CH,C(=0)- | -CH,CHp-3l -CHy- A W o
Y W 4 ¢ -CH,C(CH3)-§ -C(CH3),CHp- 5§ -CH(CH;)CHy- § -CH,CH(CHs)- 4

3 g2 g0 (550
fBJﬁyﬁﬁj‘O}iNHg&Y .

-§ -CFp-4 -CH(OH)-J -CH,- 4 1,1-cyclopropyl b Sy ase 27 e

-C(=0)- 5} -CH(CHy)- sl -CH,CH,CHy- §f CH,CH,- § C(CH3),-
¢ alkyl Cy < R .
¢ halogen JH «* Rs o
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pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,
morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yl,
thiomorpholin-4-yl, morpholin-2-yl, 2,5-diaza-bicyclo[2.2.1]hept-2-yl, [1,4]oxazepan-
4-yl, 1,1—dioxo-1?\6-thiomorpholin—4-yl, piperidin-2-yl, azepan-1-yl, pyrrolidin-3-yl, 3-

oxo-piperazin-1-yl, 7-aza-bicyclo[2.2.1]hept-7-yl, and imidazol-1-yl

e 435Sl e sanall g0 L LAl 2 il Cile ganar s kea) Jasiad Leta O,

CHs, C(=0)O-t-butyl, C(=0)OH, C(=0)OEt, NHC(=0)O-t-butyl, OH, o
C(=0)NHCH,C(=0)OCHj3, NHC(=0)CH,C(=0)OCH3, C(=0)NHCH,C(=0)OH,
NHC(=0)CH,C(=0)OH, C(=0)OCH3;, OC(=0)CH,CH,C(=0)OCHj,
OC(=0)CH,CH,CH,CH,CH3, CH,C(=0)OCH,CH3, OCH3;, CH,C(=0)OH,
OC(=0)CH,CH,C(=0)OCH3, CH,CH,C(=0)OCHj;, C(=0)CH3, and C(=0)OCH,-
phenyl, C(=0)CH,CH,C(=0)OCHs, C(=0)CH,CH,C(=0)OH, F, phenyl,
CH,C(=0)OCH3, S(=0),CHj;, OCH,-phenyl, CH,-phenyl, C(=0)NH,, CHO, -NH,,
NHC(=0)CHs, C(=0)N(CHj3),;, NHS(=0),CHj, -CF3, 3-methyl-[1,2,4]oxadiazol-5-

y1, and CH(CH3)2,

PO AsSal) Ao ganall e la sl Sy Ry .

methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, 2-methyl-propenyl, 3-methyl-

butyl, cyclopropyl, cyclobutyl, and cyclopentyl.
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0SSN W § -CH,CH,CHy- § -CH,C(=0)- s -CH,CH,- § -CH,- —t W
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-CH(OH)- J -CHy- J 535asa 42 Z

¢ alkyl Cis gé» Ry

¢ halogen j H 2 R;
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pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,
morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yl,

thiomorpholin-4-yl and 2,5-diaza-bicyclo[2.2.1Theptyl

o 8l Ao sandl e Ban o IS L) B el Gle geaey Jlaid 45 Leia (S
s OHj t-butyl NHC(=0)0s C(=O)OEt; C(=0)OH; C(=0)O- t-butyl 5 CH;
3 C(=0)NHCH,C(=0)OH 3 NHC(=0)CH,C(=0)OCHj3 5 C(=0)NHCH,C(=0)OCH;

3 OC(=0)CHCH,C(=0)OCHz53  C(=0)OCH; s NHC(=0)CH,C(=0)OH
s CHC(=0)0OH, OCH;s CH,C(=0)OCH,CH; 3 OC(=0)CH,CH,CH,CH,CH;
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~ phenyly;  C(=0)CHss CH,CH,C(=0)OCH; s OC(=0)CH,CH,C(=0)OCHj,

5 «C(=0)OCH,

wa—= Jai 35 methyl, iso-propyl, iso-butyl, n-propyl, n-butyl, and 2-methyl-propenyl.
A all 8 miage s LS duma 3-phenyl-pyrazole Cliidie e Sl gl aYl il
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P @ Re 5CH; AR s535n50 3¢ JNH AY J-CH,CHy AW o

4-acetyl-piperazin-1-yl, morpholin-4-yl, piperidin-4-yl or pyrrolidin-1-yl

Jadt ) de sana @bl Jladad Lie JS ¢ cycloalkyl Csp phenyl 4 Rg
O A8l A ganall e Ban o S L laal) S BB ) i gane f saal

- hydroxyl s -CF3 3 -Bry -Cl s -F 35 CH3 5 -OCH3 5 -C(=0)CH;

& g se & LS dima 3-phenyl-pyrazole ciliide e RIEN B AN R DN RSP Wk«

L e oo Lo el 5 € Gans Lad (1K) i

-C(CH;),C(=0)- 3 -CH,CH,CHy- § -CH,C(=0)- § -CH,CH,- o -CH,- AW
YW ¢ -CH,C(CH3)r- s -C(CH3),CHy-§ -CH(CH3)CHy- 5 -CH,CH(CHy)- §
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-s -CF,-4 -CH(OH)- 5l -CHy-  1,1-cyclopropyl b oy ase s £ 7 e

¢ -C(=0)-§ -CH(CHa)- § -CH,CH,CH,- 5| C(CH),-CH,CH,-

®
(o]

¢ alkyl Cis ‘;A R,

¢ halogen j H 2 Rs o

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,

morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl, pyridin-4-yl, azetidin-1-yI,
thiomorpholin-4-yl, morpholin-2-yl, 2,5-diaza-bicyclo[2.2.1]hept-2-yl, [1,4]oxazepan- Ve
4-yl, 1,l—dioxo—1?»6—thiomorpholin-4-yl, piperidin-2-yl, azepan-1-yl, pyrrolidin-3-yl, 3-

Oxo-piperazin-1-yl, 7-aza-bicyclo[2.2.1]hept-7-yl, and imidazol-1-yl
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CHj, C(=0)0-t-butyl, C(=0)OH, C(=0)OEt, NHC(=0)O-t-butyl, OH,
C(=0)NHCH,C(=0)OCH3;, NHC(=0)CH,C(=0)OCHj, C(=0)NHCH,C(=0)OH, Vo
NHC(=0)CH,C(=0)OH, C(=0)OCHj, OC(=0)CH,CH,C(=0)OCHs,
OC(=0)CH,CH,CH,CH,CHj3, CH,C(=0)OCH,CH;, OCH;, CH,C(=0)OH,

OC(=0)CH,CH,C(=0)OCH3;, CH,CH,C(=0)OCHs, C(=0)CH3, and C(=0)OCH,-

YA



phenyl, C(=0)CH,CH,C(=0)OCHj3, C(=0)CH,CH,C(=0)OH, F, phenyl,
CH,C(=0)OCHj3, S(=0),CHj;, OCH,-phenyl, CH,-phenyl, C(=O)NH,, CHO, -NH,,
NHC(=0)CH3, C(=0)N(CH3),, NHS(=0),CHjs, -CFs, 3-methyl-[1,2,4]oxadiazol-5-yl,

and CH(CH3)2,

pyridin-3-yl, 6-trifluoromethyl-pyridin-3-yl, 3-hydroxy-pyridin-2-yl, 6-methyl-
pyridin-3-yl, 6-hydroxy-pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl,
benzothiazol-2-yl, thiophen-2-yl, furan-2-yl, 5-chloro-thiophen-2-yl, benzothiophen-2-yl,

thiazol-2-yl, 5-methyl-isoxazol-3-yl, and pyridin-4-yl.

& g=2se 9 LS dima 3-phenyl-pyrazole <ilindia e ol gl 53V o3l any Jaids

LV o s Lia el o ¢ Lt o(IK) B

0¥ W § ¢ -CHCH,CHy ) -CH,C(=0)- 5| -CH,CH,- 5| CH, s W
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Bsa e it o C(=0) & X

fBJﬁyﬁé}TOjNH@Y

¢-CH(OH)- § -CHy J335n50 522 Z

¢ alkyl Cis ‘;A R,
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¢ halogen j H 4 R; .

:UAR‘l [ ]

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,

morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-yl or pyridin-4-yl,

fie 435Sl Ao panall (g o Laa) oy e genay (5 aa!) Jagid Lese JS

CH3;, C(=0)O-t-butyl, C(=0)OH, C(=0)OEt, NHC(=0)O-#-butyl, OH, J
C(=0)NHCH,C(=0)OCH;, NHC(=0)CH,C(=0)OCHj, C(=O)NHCH,C(=0)OH,
NHC(=0)CH,C(=0)OH, C(=0)OCHs, OC(=0O)CH,CH,C(=0)OCHy3,
OC(=0)CH,CH,CH,CH,CHj3, CH,C(=0)OCH,CHj, OCHj3, CH,C(=0)OH,
OC(=0)CH,CH,C(=0)OCH;, CH,CH,C(=0)OCHj, C(=0)CH3s, and C(=0)OCH,-

phenyl
PO A sSall de gandll G laladl 23y Ry
pyridin-3-yl, 6-trifluoromethyl-pyridin-3-yl, 3-hydroxy-pyridin-2-yl, 6-methyl-

pyridin-3-yl, 6-hydroxy-pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl and

benzothiazol-2-yl.

& oo s WS Aiwa 3-phenyl-pyrazole Cilfiia P RIEN g1V Zila (any Jais

~:(Io) danal

Y«AR

‘o



_R
Vlv 4
0 Fﬁ‘
Ra\ N
N N
H W
Ra
(Io)
L ane Jpie i ale
AT

¢ _CHZC(:O)-_;‘ —CH2CH2- JT -CHz- L;A %Y L4
¢alkyl Cig AR, o
¢ halogen s H 2Ry o

:‘ﬁAR4 ®

pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl, piperidin-3-yl,

morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-2-y! or pyridin-4-yl

5 CH 0—e A Kall e ganall cho o530 25 e ganas (50 Jatid Lt JS,
s OH,tbutyl  NHC(=0)05 C(=0)Oets C(=O)OHsbutyl  C(=0)0
s C(=0)NHCH,C(=0)OH s NHC(=0)CH,C(=0)OCHj s C(=0)NHCH,C(=0)OCH;
s OC(=0)CHCH,C(=0)0CH;5  C(=0)OCH; s NHC(=0)CH,C(=0)OH

5 CHC(=0)OH3; OCH;3 CH,C(=0)OCH,CHj; 3 OC(=0)CH,CH,CH,CH,CH;

YA



— phenyl 5 C(=0)CH;, s CH,CH,C(=0)OCHj; 3 OC(=0)CH,;CH,C(=0)OCH3

3 ¢« C(=0)OCH,

D e RS de ganall o LAl Sy Ry e

1H-benzoimidazol-2-yl, benzooxazol-2-yl and benzothiazol-2-yl.

O Lt it iy 3G € 50 0 45 S o Jlad g s 23 pany s 5m3 o
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1—[3-(4-Bromo—2—methy1—2H-pyrazol-3-yl)-4—(2-pyrrolidin—1—y1-ethoxy)-phenyl]-
3-(4-chloro-phenyl)-urea; #2: 1—[3—(4-Bromo-2-rnethy1—2H—pyrazol-3-yl)-4—(2-piperidin—
1—yl—ethoxy)-phenyl]-3-(4—chloro-pheny1)—urea; #3: 1-[3-(4-Bromo-2-methyl-2H-
pyrazol—3-yI)—4-(2-m01pholin—4-yl—ethoxy)-phenyl]-3—(4-chloro-pheny1)—urea; #4: 1-(4-
Chloro—phenyl)-3-[3—(2—methyl-2H-pyrazol-3-yl)—4-(2-py1rolidin—l-yl-ethoxy)-phenyl]—
urea; #5: 1—[3—(4-Bromo-2-methy1—2H—pyrazol—3-yl)—4-(2-pyrrolidin—l-yl-ethoxy)—
phenyl]-3-(2,4-difluoro-phenyl)-urea; #6: 1—[3-(4-Bromo—2-methy1~2H—pyrazol—3-yl)—4-
(2-piperidin—1-yl—ethoxy)-phenyl]—3—(2,4-diﬂuoro—pheny1)-urea; #7: [3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1 -yl-ethoxy)-phenyl]-carbamic acid isopropyl
ester; #8: 1-(4-Chloro-phenyl)-3-[3-(2-methy1—2H—pyrazol-3-yl)-4-(2-m01pholin-4-y1-
ethoxy)-phenyl]-urea; #9: 1-{3-(4-Bromo-2-methy1—2H-pyrazol-3—yl)—4—[2—(4-methy1-
piperazin—l—yl)-ethoxy]-phcnyl}-3-(4-chloro-phenyl)-urea; #10: 1-[3-(4-Bromo-2-

methyl-2H-pyrazol-3-yl)-4—(piperidin—4—ylmethoxy)—phenyl]—3-(4—chloro—pheny1)-urea;
Y« AR
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#11: 1—[3-(4-Bromo—2—methyl—2H—pyrazol—3-yl)—4—(2—morpholin—4-yl-ethoxy)—phenyl]-3-
(2,4-difluoro-phenyl)-urea; #12: [3-(4-Bromo—2—methy1—2H-pyrazol—3—yl)-4—(2-
piperidin—1-yl—ethoxy)—phenyl]—carbamic acid isopropyl ester; #13: 1-[3-(4-Chloro-2-
methy1-2H-pyrazol—3—yl)-4—(2-pyrrolidin-1-yl-ethoxy)—phenyl]-3-(2,4-diﬂu0ro-pheny1)—
urea; #14: 1-[3—(4-Ch10ro-2-methyl-2H-pyrazol-3-yl)-4—(2—piperidin—l—yl—ethoxy)-
phenyl]-3—(2,4—difluoro-phenyl)—urea; #15: 1—{3-(4-Chloro—2—methy1-2H—pyrazol-3-yl)-
4-[2-(4-methyl-piperazin-1-yl)-ethoxy] -phenyl}-3-(2,4-difluoro-phenyl)-urea; #16: 1-[3-
(4-Chloro-2-methyl—ZH-pyrazol—3-yl)-4-(2—morpholin-4—y1—ethoxy)—phenyl]—3—(2,4—
difluoro-phenyl)-urea; #17: 1-[3-(4-Chloro-2—methy1—2H-pyraZol-3—yl)-4—(2-pyrrolidin—
1-yl—ethoxy)-phenyl]-3—(4—chloro-phenyl)—urea; #18: 1-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-morpholin—4—yl-ethoxy)-phenyl]-3-(4-chloro-pheny1)-urea; #19: 1-[3-
(4—Chloro-2-methyl-2H—pyrazol—3—yl)—4—(2—piperidin—1—yl-ethoxy)-phenyl]-3—(4—chloro—
phenyl)-urea; #20: N—[3—(2—Methy1—2H-pyrazol—3—yl)-4-(2-pyrrolidin—1-yl—ethoxy)—
phenyl]-acetamide; #21: 1-[3—(4-Bromo—2-methyl-2H-pyrazol—3—yl)—4-(2-pyrrolidin—1—
yl-ethoxy)—phenyl]—3—(4-ﬂuoro—pheny1)—urea; #22: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-
3—y1)—4-(2-pyrrolidin—1-yl—ethoxy)—phenyl]—3-(3-chloro—phenyl)—urea; #23: [3-(4-Bromo-
2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1 -yl-ethoxy)-phenyl]-carbamic acid isobutyl
ester; #24: 1-[3~(4—Bromo-2-methy1—2H-pyrazol-3—yl)-4—(2-pyrrolidin—I—yl-ethoxy)-
phenyl]—3-(2,2—diﬂuoro—benzo[1,3]dioxol—5—y1)-urea; #25: 1-[3-(4-Bromo-2-methyl-2H-
pyrazol—3-yl)-4-(2-pyrrolidin—1-y1-ethoxy)—pheny1]—3-(4-hydroxy-phenyl)—urea; #26: 1-

[3—(4-Bromo—2-methy1—2H—pyrazol—3-yl)—4-(2-pyrrolidin— 1-yl-ethoxy)-phenyl]-3-(4-
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chloro-2-hydroxy-phenyl)-urea; #27: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-urca; #28: 1-(2,4-Difluoro-phenyl)-
3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(pyridin-2-ylmethoxy)-phenyl}-urea; #29: 1-(2,4-
Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(pyridin-3-ylmethoxy)-phenyl]-
urea; #30: [3-(2-Methyl-2H-pyrazol-3-yl)-4-(pyridin-3-ylmethoxy)-phenyl]-carbamic
acid isopropyl ester; #31: (R)-3-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxy]-pyrrolidine-1-carboxylic acid tert-butyl ester; #32: N-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-acetamide; #33: [3-(2-
Methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenyl]-carbamic acid isopropyl
ester; #34: [3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-carbamic
acid isobutyl ester; #35: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-
phenyl]-2-phenyl-acetamide; #36: 4-[4-Acetylamino-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxymethyl]-piperidine-1-carboxylic acid tert-butyl ester; #37: (R)-3-[4-
Isopropoxycarbonylamino-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-
carboxylic acid tert-butyl ester; #38: (S)-3-[4-[3-(4-Fluoro-phenyl)-ureido]-2-(2-methyl-
2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-carboxylic acid tert-butyl ester; #39: (S)-3-[4-
[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-
carboxylic acid tert-butyl ester; #40: (S)-2-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-
methyl-2H-pyrazol-3-yl)-phenoxymethyl]-pyrrolidine-1-carboxylic acid tert-butyl ester;
#41: (S)-2-[4-[3-(4-Fluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-

phenoxymethyl]-pyrrolidine-1-carboxylic acid tert-butyl ester; #42: (R)-2-[4-[3-(4-
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Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl}-pyrrolidine-1-
carboxylic acid tert-butyl ester; #43: 2-(4-Chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-
y)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-acetamide; #44: 1-Benzyl-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #45: 1-(4-Chloro-benzyl)-3-[3-
(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #46: 1-(4-Fluoro-
phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenyl]-urea; #47:
1-(3-Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-
phenyl]-urea; #48: 4-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxymethyl]-piperidine-1-carboxylic acid tert-butyl ester; #49: 4-[4-[3-(4-Fluoro-
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl]-piperidine-1-carboxylic
acid tert-butyl ester; #50: 4-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxymethyl]-piperidine- 1-carboxylic acid tert-butyl ester; #51: 1-(2,4-
Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(pyridin-4-ylmethoxy)-phenyl]-
urea; #52: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(piperidin-4-
ylmethoxy)-phenyl]-urea; #53: 1-(4-Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-
(piperidin-4-ylmethoxy)-phenyl}-urea; #54: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(piperidin-4-ylmethoxy)-phenyl]-urea; #55: 1-(2,4-Difluoro-phenyl)-3-
[3-(2-methyl-2H-pyrazol-3-yl)-4-((S)-pyrrolidin-3-yloxy)-phenyl]-urea; #56: 1-(4-
Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-((S)-pyrrolidin-3-yloxy)-phenyl]-
urea; #57: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-((S)-pyrrolidin-3-

yloxy)-phenyl]-urea; #58: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-
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((S)-1-pyrrolidin-2-ylmethoxy)-phenyl]-urea; #59: 1-(4-Fluoro-phenyl)-3-[3-(2-methyl-
2H-pyrazol-3-yl)-4-((S)-1-pyrrolidin-2-ylmethoxy)-phenyl]-urea; #60: 1-(4-Chloro-
phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-((R)-1-pyrrolidin-2-ylmethoxy)-phenyl}-
urea; #61: (2R,4R)-4-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-
yl)-phenoxy]-pyrrolidine-1,2-dicarboxylic acid 1-tert-butyl ester; #62: (2R,4R)-4-[4-[3-
(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1,2-
dicarboxylic acid 1-tert-butyl ester; #63: (2R,4R)-4-[4-[3-(2,4-Difluoro-phenyl)-ureido]-
2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-2-carboxylic acid; #64: (2R,4R)-4-
[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-2-
carboxylic acid; #65: 1-(2-Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-y1)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-urea; #66: 1-(3-Chloro-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-y1)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #67: 1-(2-Chloro-phenyl)-3-[3-
(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #68: 1-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenyl]-3-phenyl-urea; #69: 1-(4-
Bromo-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl}-
urea; #70: 1-(3,5-Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-
ethoxy)-phenyl]-urea; #71: 1-(4-Methoxy-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-
(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #72: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-3-(4-trifluoromethyl-phenyl)-urea; #73: 1-(3,5-Bis-
trifluoromethyl-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-

phenyl]-urea; #74: 1-(2-Fluoro-5-methyl-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
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piperidin-1-yl-ethoxy)-phenyl]-urea; #75: 1-(3-Methoxy-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #76: 1-(3-Acetyl-phenyl)-3-[3-
(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #77: (2S,4S)-4-
[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-
1,2-dicarboxylic acid 1-tert-butyl ester; #78: (25,4S)-4-[4-[3-(4-Chloro-phenyl)-ureido]-
2-(2-methyl-2H-pyrazol-3-yl)-phenoxy}-pyrrolidine-1,2-dicarboxylic acid 1-tert-butyl
ester; #79: (25,4S)-4-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-pyrrolidine-2-carboxylic acid; #80: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-3-p-tolyl-urea; #81: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-
(2-piperidin-1-yl-ethoxy)-phenyl]-3-(3-trifluoromethyl-phenyl)-urea; #82: (2S,4S)-4-[4-
[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-2-
carboxylic acid; #83: 1-[4-(2-Azetidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-(4-fluoro-phenyl)-urea; #84: 1-[4-(2-Azetidin-1-yl-ethoxy)-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(4-chloro-phenyl)-urea; #85: 1-(4-Chloro-phenyl)-3-[4-(1-
methyl-piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #86: 1-[4-(2-
Azetidin- 1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-difluoro-phenyl)-
urea; #87: 1-[4-(2-Azetidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,2-
difluoro-benzo[1,3]dioxol-5-yl)-urea; #88: 1-(4-Chloro-phenyl)-3-[4-[2-(4-methyl-
piperazin-1-yl)-2-oxo-ethoxy}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #89: 4-[4-[2-
(4-Chloro-phenyl)-acetylamino]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl]-

piperidine-1-carboxylic acid tert-butyl ester; #90: 4-[4-Isobutoxycarbonylamino-2-(2-
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methyl-2H-pyrazol-3-yl)-phenoxymethyl]-piperidine-1-carboxylic acid tert-butyl ester;
#91: 4-[4-Isopropoxycarbonylamino-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl]-
piperidine-1-carboxylic acid tert-butyl ester; #92: [3-(2-Methyl-2H-pyrazol-3-yl)-4-
(piperidin-4-ylmethoxy)-phenyl]-carbamic acid isopropyl ester; #93: 2-(4-Chloro-
phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(piperidin-4-ylmethoxy)-phenyl]-acetamide;
#94: [3-(2-Methyl-2H-pyrazol-3-yl)-4-(piperidin-4-ylmethoxy)-phenyl]-carbamic acid
isobutyl ester; #95: 2-(4-Chloro-phenyl)-2-hydroxy-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-
(2-pyrrolidin-1-yl-ethoxy)-phenyl]-acetamide; #96: 3-Methyl-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-butyramide; #97: 1-(4-Chloro-
phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #98:
1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-
piperidine-4-carboxylic acid ethyl ester; #99: (1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-
(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidin-4-yl)-carbamic acid tert-butyl
ester; #100: 1-(4-Chloro-phenyl)-3-[4-[2-((S)-3-hydroxy-piperidin-1-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-urea; #101: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-
2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-urea; #102: 1-(4-Fluoro-phenyl)-
3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-urea; #103: 1-{2-
[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
piperidine-4-carboxylic acid; #104: 1-[4-[2-(4- Amino-piperidin-1-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-3-(4-chloro-phenyl)-urea; #105: N-[3-(4-Chloro-2-

methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #106: 3-
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Methyl-but-2-enoic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-
ethoxy)-phenyl]-amide; #107: [(1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-4-carbonyl)-amino]-acetic acid methyl ester;

#108: N-(1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-
ethyl}-piperidin-4-yl)-malonamic acid methyl ester; #109: [(1-{2-[4-[3-(4-Chloro- °
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-4-carbonyl)-
amino]-acetic acid; #110: N-(1-{2-[4-[3-(4-Chloro-phenyl)-ureido}-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxy]-ethyl }-piperidin-4-yl)-malonamic acid; #111: (S)-1-{2-[4-[3-(4-
Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-3-
carboxylic acid methyl ester; #112: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4- Ve
yl-ethoxy)-phenyl]-3-(3-trifluoromethyl-phenyl)-urea; #113: [3-(2-Methyl-2H-pyrazol-
3-y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-carbamic acid isopropyl ester; #114: (S)-1-
{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
piperidine-3-carboxylic acid; #115: 1-(3-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-
yD-4-(2-morpholin-4-yl-ethoxy)-phenyl]-urea; #116: 1-(3-Fluoro-phenyl)-3-{3-(2- Vo
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-urea; #117: 2-(4-Chloro-
phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-

acetamide; #118: [((S)-1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-
3-yD)-phenoxy]-ethyl }-piperidine-3-carbonyl)-amino]-acetic acid methyl ester; #119:
[((S8)-1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]- Y.

ethyl }-piperidine-3-carbonyl)-amino]-acetic acid; #120: 1-(4-Chloro-phenyl)-3-[4-[2-(4-
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hydroxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #121: 1-
(2-{2-(2-Methyl-2H-pyrazol-3-yl)-4-[(pyridine-3-carbonyl)-amino]-phenoxy} -ethyl)-
piperidine-4-carboxylic acid ethyl ester; #122: 1-{2-[4-(3-Methyl-butyrylamino)-2-(2-
methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-4-carboxylic acid ethyl ester;

#123: 1-{2-[4-Butyrylamino-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine- °
4-carboxylic acid ethyl ester; #124: 1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-
pentanoylamino-phenoxy]-ethyl } -piperidine-4-carboxylic acid ethyl ester; #125: 1-{2-
[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
pyrrolidine-2-carboxylic acid methyl ester; #126: 1-{2-[4-[3-(2,4-Difluoro-phenyl)-
ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-2-carboxylic acid Ve
ethyl ester; #127: 4-[4-[3-(2,2-Difluoro-benzo(1,3]dioxol-5-yl)-ureido]-2-(2-methyl-2H-
pyrazol-3nyl)—phenoxymethyl]—piperidine—l-carboxylic acid tert-butyl ester; #128: 1-(4-
Chloro-phenyl)-3-[4-[2-(4-methyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-
yl)-phenyl]-urea; #129: 1-(2,4-Difluoro-phenyl)-3-[4-[2-(4-methyl-piperazin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #130: 1-(4-Fluoro-phenyl)-3-[4-[2- Vo
(4-methyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #131: 1-
(4-Chloro-benzyl)-3-[4-[2-(4-methyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-
yb-phenyl]-urea; #132: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
thiomorpholin-4-yl-ethoxy)-phenyl]-urea; #133: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-
2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]-urea; #134: 1-(2-{2-(2- Y

Methyl-2H-pyrazol-3-yl)-4-[(6-trifluoromethyl-pyridine-3-carbonyl)-amino]-phenoxy} -
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ethyl)-piperidine-4-carboxylic acid ethyl ester; #135: Succinic acid 1-{2-[4-[3-(4-
chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidin-4-yl
ester methyl ester; #136: Hexanoic acid 1-{2-[4-[3-(4-chloro-phenyl)-ureido]-2-(2-
methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-piperidin-4-yl ester; #137: 1-(2,4-Difluoro-
phenyl)-3-[3-(4-fluoro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-
urea; #138: (1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-ethyl }-piperidin-4-yl)-acetic acid ethyl ester; #139: 1-(2,2-Difluoro-
benzo[1,3]dioxol-5-y1)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(piperidin-4-ylmethoxy)-
phenyl]-urea; #140: 1-(2,4-Difluoro-phenyl)-3-[4-[2-(4-methoxy-piperidin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #141: 1-(4-Chloro-phenyl)-3-[4-[2-
(4-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #142:
(1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
piperidin-4-yl)-acetic acid; #143: 1-(4-Chloro-phenyl)-3-[4-[2-(3-hydroxy-azetidin-1-
yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #144: N-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-methyl-butyramide;
#145: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyridin-4-yl-ethoxy)-phenyl]-3-(4-
chloro-phenyl)-urea; #146: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-4-
yl-ethoxy)-phenyl]-3-(4-chloro-phenyl)-urea; #147: [3-(4-Chloro-2-methyl-2H-pyrazol-
3-y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-carbamic acid isobutyl ester; #148: Succinic
acid (S)-1-{2-[4-[3-(4-chloro-phenyl)-ureido] -2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-

ethyl}-piperidin-3-yl ester methyl ester; #149: 1-(2,4-Difluoro-phenyl)-3-[4-[2-(3-
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hydroxy-azetidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl}-urea; #150: N-[3-
(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-methyl-
butyramide; #151: 3-(1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-
yl)-phenoxy]-ethyl } -piperidin-4-yl)-propionic acid methyl ester; #152: 1-(2,4-Difluoro-
phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-urea; °
#153: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-
propoxy)-phenyl]-urea; #154: [3-(2-Methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-
propoxy)-phenyl]-carbamic acid isopropyl ester; #155: [3-(2-Methyl-2H-pyrazol-3-yl)-
4-(3-morpholin-4-yl-propoxy)-phenyl]-carbamic acid isobutyl ester; #156: 1-(4-Chloro-
phenyl)-3-[4-[2-(3-hydroxy-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)- Ve
phenyl]-urea; #157: (1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-
yb)-phenoxy]-ethyl}-piperidin-3-yl)-acetic acid ethyl ester; #158: 4-{2-[4-[3-(4-Chloro-
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperazine- 1-carboxylic

acid tert-butyl ester; #159: 1-(4-Chloro-phenyl)-3-[4-[2-((S)-3-methoxy-piperidin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #160: 2-(4-Fluoro-phenyl)-N-{3-(2- o
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #161: 2-(4-
Methoxy-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-acetamide; #162: 1-(2,4-Difluoro-phenyl)-3-[4-[2-(4-methyl-piperidin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #163: 1-(2,4-Difluoro-phenyl)-3-
[4-[2-(3-methyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; \K

#164: 1-(4-Chloro-phenyl)-3-[4-[2-((R)-3-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-
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2H-pyrazol-3-yl)-phenylj-urea; #165: 2-(2,4-Difluoro-phenyl)-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #166: N-[4-[2-((2S,6R)-
2,6-Dimethyl-morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide;
#167: 1-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
3-(4-chloro-phenyl)-urea; #168: Pentanoic acid [3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-
4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide; #169: 3-Hydroxy-pyridine-2-carboxylic
acid [3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-
amide; #170: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-6-trifluoromethyl-nicotinamide; #171: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-
y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-6-methyl-nicotinamide; #172: 5-{2-[4-[3-(4-
Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-2,5-diaza-
bicyclo[2.2.1]heptane-2-carboxylic acid tert-butyl ester; #173: 2-[4-[3-(4-Chloro-
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl]-morpholine-4-carboxylic
acid benzyl ester; #174: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(morpholin-2-ylmethoxy)-
phenyl]-3-phenyl-urea; #175: (1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxy]-ethyl }-piperidin-3-yl)-acetic acid; #176: 4-(4-{2-[4-[3-(4-
Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperazin-1-yl)-
4-oxo-butyric acid methyl ester; #177: 1-(4-Chloro-phenyl)-3-[4-[2-(2,5-diaza-
bicyclo[2.2.1]hept-2-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #178: N-
[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-6-

hydroxy-nicotinamide; #179: Pentanoic acid {3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-

YA

]

Vo



[2-(4-hydroxy-piperidin-1-yl)-ethoxy]-phenyl }-amide; #180: Pentanoic acid {3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-hydroxy-piperidin-1-yl)-ethoxy]-phenyl } -
amide; #181: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-hydroxy-piperidin-1-
yD-ethoxy]-phenyl}-6-methyl-nicotinamide; #182: 1-(2,4-Difluoro-phenyl)-3-[4-[2-
((2R,6S)-2,6-dimethyl—morpholin-4-y1)—ethoxy]-3—(2~methyl—2H-pyrazol-3—yl)—phenyl]—
urea; #183: 1-[4-[2-((2R,65)-2,6-Dimethyl-morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(4-fluoro-phenyl)-urea; #184: 1-(4-Chloro-phenyl)-3-[4-[2-
((2R,65)-2,6-dimethyl-morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
urea; #185: 1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl }-
piperidine-4-carboxylic acid; #186: 4-Chloro-N-[3-(4-chloro-2-methyl-2H-pyrazol-3-
yD-4-(2-morpholin-4-yl-ethoxy)-phenyl]-benzamide; #187: 4-(5-{2-[4-[3-(4-Chloro-
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-2,5-diaza-
bicyclo[2.2.1]hept-2-yl)-4-oxo-butyric acid methyl ester; #188: 1-(4-Chloro-phenyl)-3-
[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperazin-1-yl-ethoxy)-phenyl]-urea; #189: 1-[4-[2-
((2R,63)-2,6-Dimethyl-morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
3-(3-fluoro-phenyl)-urea; #190: 2-(4-Chloro-phenyl)-N-[4-[2-((2R,6S)-2,6-dimethyl-
morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #191: 4-(4-
{2-[4-[3-(4-Chloro-phenyl)-ureido}-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-
piperazin-1-yl)-4-oxo-butyric acid; #192: 1-(2,4-Difluoro-phenyl)-3-[4-(1-methyl-
piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #193: [4-[2-((2S,6R)-

2,6-Dimethyl-morpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl}-carbamic
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acid isopropyl ester; #194: [(1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-
phenoxy]-ethyl }-piperidine-4-carbonyl)-amino]-acetic acid methyl ester; #195: [(1-{2-
[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl } -piperidine-4-
carbonyl)-amino]-acetic acid; #196: (1H-Benzoimidazol-2-yl)-{3-(4-bromo-2-methyl-
2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl}-amine; #197: 1-{2-[4-
(Benzooxazol-2-ylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-piperidine-4-
carboxylic acid; #198: Benzothiazol-2-yl-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-amine; #199: Benzooxazol-2-yl-[3-(4-bromo-2-methyl-
2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-amine; #200: [(1-{2-[4-
(Benzooxazol-2-ylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperidine-4-
carbonyl)-amino]-acetic acid methyl ester; #201: 1-{2-[4-(Benzooxazol-2-ylamino)-2-
(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-piperidine-4-carboxylic acid ethyl ester;
#202: [(1-{2-[4-(Benzooxazol-2-ylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-
ethyl}-piperidine-4-carbonyl)-amino]-acetic acid; #203: Pentanoic acid [4-[2-(4-
hydroxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-amide; #204: 3-
(4-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl } -piperazin-1-
yl)-propionic acid ethyl ester; #205: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(pyrrolidin-2-ylmethoxy)-phenyl]-urea; #206: (4-{2-[2-(2-Methyl-2H-
pyrazol—3—yl)-4—pentanoylarnino-phenoxy];ethyl}—piperazin-l-yl)-acetic acid; #207: 3-
(4-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl }-piperazin-1-

yl)-propionic acid; #208: N-[4-[2-(4-Hydroxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-
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pyrazol-3-yl)-phenyl]-6-trifluoromethyl-nicotinamide; #209: (4-{2-[4-[3-(4-Chloro-
phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperazin-1-yl)-acetic
acid methyl ester; #210: 4-(5-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-
pyrazol-3-yl)-phenoxy]-ethyl }-2,5-diaza-bicyclo[2.2.1]hept-2-yl)-4-ox0-butyric acid;
#211: 3-(1-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-
ethyl }-piperidin-4-yl)-propionic acid; #212: (4-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-
(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-piperazin-1-yl)-acetic acid; #213:
Pentanoic acid [4-[2-(3-methanesulfonyl-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-amide; #214: [3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-
4-yl-ethoxy)-phenyl]-carbamic acid isopropyl ester; #215: [3-(2-Methyl-2H-pyrazol-3-
y)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-carbamic acid isopropyl ester; #216: 1-(4-
Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-
phenyl]-urea; #217: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
[1,4]oxazepan-4-yl-ethoxy)-phenyl]-urea; #218: 1-(4-Chloro-phenyl)-3-[4-(2-imidazol-
1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #219: 1-(2,4-Difluoro-
phenyl)-3-[4-(2-imidazol-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea;
#220: 1-(2,4-Difluoro-phenyl)-3-[4-[2-(1,1-dioxo- 17»6—thiomorpholin-4-y1)—ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-urea; #221: 3-Methyl-N-[3-(2-methyl-2H-pyrazol-3-
yb)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-butyramide; #222: N-[4-[2-(3-Methoxy-
azetidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #223: 4-

Methyl-pentanoic acid {3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-hydroxy-
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piperidin-1-yl)-ethoxy]-phenyl }-amide; #224: 1-(4-Chloro-phenyl)-3-[4-[2-(3-methoxy-
azetidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #225: N-{3-(4-
Chloro-2-methyl-2H-pyrazol-3-y1)-4-[2-(4,4-difluoro-piperidin- 1-yl)-ethoxy]-phenyl } -3-
trifluoromethyl-benzamide; #226: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
phenyl-piperidin-1-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #227: 1-(2,4-
Difluoro-phenyl)-3-[4-[2-(3-methoxy-azetidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-
yl)-phenyl]-urea; #228: 2-(4-Chloro-phenyl)-N-[4-[2-(3-methoxy-azetidin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #229: 1-[3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-(3-fluoro-phenyl)-urea;
#230: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-
3-(2-fluoro-phenyl)-urea; #231: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl}-3-(3-chloro-phenyl)-urea; #232: 1-[3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-phenyl-urea;, #233: 1-
[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-(3,5-
difluoro-phenyl)-urea; #234: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-3-(2,4-dichloro-phenyl)-urea; #235: 1-[3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-(4-chloro-2-
trifluoromethyl-phenyl)-urea; #236: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-3-p-tolyl-urea; #237: 1-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-(4-methoxy-phenyl)-urea; #238:

(1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl } -piperidin-4-
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yl)-acetic acid methyl ester; #239: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
methanesulfonyl-piperazin-1-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #240:
(1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-pentanoylamino-phenoxy]-ethyl } -piperidin-4-
yl)-acetic acid; #241: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-
ethoxy)-phenyl]-acetamide; #242: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-acetamide; #243: [4-[2-(4-Methyl-piperazin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-carbamic acid isopropyl ester; #244: [4-
[2-(4-Methyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-carbamic
acid butyl ester; #245: 1-(3-Fluoro-phenyl)-3-[4-(1-methyl-piperidin-4-yloxy)-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-urea; #246: 1-(2-Fluoro-phenyl)-3-[4-(1-methyl-
piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #247: 1-(4-Methoxy-
phenyl)-3-[4-(1-methyl-piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea;
#248: 1-(3-Chloro-phenyl)-3-[4-(1-methyl-piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-
yl)-phenyl]-urea; #249: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-
ethoxy)-phenyl}-acetamide; #250: 1-(4-Chloro-phenyl)-3-[4-[2-(1,1-dioxo- 1AS-

thiomorpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #251: 1-[4-{2-

(1,1-Dioxo-1A%-thiomorpholin-4-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4
fluoro-phenyl)-urea; #252: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
thiomorpholin-4-yl-ethoxy)-phenyl]-3-(4-chloro-phenyl)-urea; #253: 1-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]-3-(2,4-difluoro-

phenyl)-urea; #254: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(1,1-dioxo- 1A5-
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thiomorpholin-4-yl)-ethoxy]-phenyl} -3-(4-chloro-phenyl)-urea; #255: 1-{3-(4-Bromo-
2-methyl-2H-pyrazol-3-yl)-4-[2-(1,1-dioxo- 1A8-thiomorpholin-4-yl)-ethoxy]-phenyl}-3-
(2,4-difluoro-phenyl)-urea; #256: 1-[3—(4—Bromo-2—methy1—2H—pyrazol-3-yl)-4—(2-
[1,4]oxazepan—4—y1-ethoxy)—pheny1]—3—(4-chloro-pheny1)—urea; #257: 1-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-(2-{1,4] oxazepan-4-yl-ethoxy)-phenyl]-3-(2,4-difluoro-
phenyl)-urea; #258: 1-[3—(4-Chloro—2—methy1—2H-pyrazol-3-yl)—4—(2—morpholin—4-y1—
ethoxy)—phenyl]-3-(3,4-diﬂuor0—phenyl)—urea; #259: 1-[3-(4-Chloro-2-methyl-2H-
pyrazol—3-yl)-4-(2—morpholin—4-yl-ethoxy)—phenyl]-3-(3-trifluoromethyl-phenyl)-urea;
#260: 1—[3-(4-Chloro-2—methyl-2H—pyrazol-3-yl)—4-(2-morpholin-4—yl—ethoxy)-phenyl]-
3-(3-methoxy-phenyl)-urea; #261: 1-(3-Acetyl-phenyl)-3-[3-(4-chloro-2-methyl-2H-
pyrazol—3—yl)-4—(2—morpholin—4-yl—ethoxy)-phenyl]—urea; #262: 1-[3-(4-Chloro-2-
methyl—2H—pyrazol-3—yl)—4-(2—morpholin—4—y1-ethoxy)—phenyl]-3—(2,5-diﬂuoro-pheny1)-
urea; #263: 1—[3—(4-Chloro—2—methy1—2H—pyrazol—3-yl)-4—(2-morpholin-4—yl—ethoxy)—
phenyl]-3-(2,6-difluoro-phenyl)-urea; #264: 1-(3,5-Bis-trifluoromethyl-phenyl)-3-[3-(4-
chloro-2—methyl-2H—pyrazol—3-yl)-4-(2—morpholin—4-y1—ethoxy)—phenyl]-urea; #265: 1-
[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-
naphthalen-1-yl-urea; #266: N-{ 3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-
methoxy-azetidin-1-yl)-ethoxy]-phenyl}-acetamide; #267: 1-{3-(4-Bromo-2-methyl-2H-
pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)-ethoxy] -phenyl }-3-(4-chloro-phenyl)-urea;
#268: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1 -yb)-

ethoxy]-phenyl }-3-(2,4-difluoro-phenyl)-urea; #269: N-{3-(4-Bromo-2-methyl-2H-
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pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)-ethoxy]-phenyl }-2-(4-chloro-phenyl)-
acetamide; #270: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-
1-yl)-ethoxy]-phenyl}-3-(4-fluoro-phenyl)-urea; #271: Cyclopropanecarboxylic acid [3-
(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide;
#272: Thiophene-2-carboxylic acid [3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-amide; ; ; #273: N-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-4-fluoro-benzamide; #274: N-[3-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-(4-chloro-
phenyl)-acetamide; #275: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-
yl-ethoxy)-phenyl]-3-methyl-butyramide; #276: N-[4-[2-(4-Acetyl-piperazin-1-yl)-
ethoxy]—3-(4~bromo—2—methy1-2H-pyrazol-3—yl)-phenyl]-3—methy1—butyramide; #277: N-
{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-hydroxy-piperidin-1-yl)-ethoxy]-
phenyl}-3-methyl-butyramide; #278: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-
(3-hydroxy-azetidin-1-yl)-ethoxy]-phenyl }-acetamide; #279: 1-{3-(4-Bromo-2-methyl-
2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1-yl)-ethoxy]-phenyl } -3-(4-chloro-phenyl)-
urea; #280: 4-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-benzamide; #281: 2,4-Difluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-benzamide; #282: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-
(2-morpholin-4-yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide; #283: N-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-4-trifluoromethoxy-

benzamide; #284: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-
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1-yl)-ethoxy]-phenyl }-3-(2,4-difluoro-phenyl)-urea; #285: 1-{3-(4-Bromo-2-methyl-2H-
pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1-yl)-ethoxy]-phenyl } -3-(4-fluoro-phenyl)-urea;
#286: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1-yl)-
ethoxyl-phenyl }-3-(2-fluoro-phenyl)-urea; #287: Furan-2-carboxylic acid [3-(4-chloro-
2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide; #288: N-[3-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-fluoro-
benzamide; #289: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl]-3-fluoro-benzamide; #290: 1-[4-(1-Methyl-piperidin-4-yloxy)-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-3-p-tolyl-urea; #291: 1-(3-Cyano-phenyl)-3-[4-(1-
methyl-piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #292: 1-(2-
Fluoro-5-methyl-phenyl)-3-[4-(1-methyl-piperidin-4-yloxy)-3-(2-methyl-2H-pyrazol-3-
yl)-phenyl]-urea; #293: N-[4-[2-((2R,6S)-2,6-Dimethyl-piperidin-1-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #294: Cyclopropanecarboxylic acid [3-(2-
methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-amide; #295: Thiophene-
2-carboxylic acid [3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-
amide; #296: Furan-2-carboxylic acid [3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-
yl-ethoxy)-phenyl]-amide; #297: 4-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
piperidin- 1-yl-ethoxy)-phenyl]-benzamide; #298: 1-{3-(4-Chloro-2-methyl-2H-pyrazol-
3-y1)-4-[2-(3-hydroxy-azetidin-1-y1)-ethoxy]-phenyl }-3-(4-chloro-phenyl)-urea; #299:
1-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1-yl)-ethoxy]-

phenyl}-3-(2,4-difluoro-phenyl)-urea; #300: [1-(2-{2-(2-Methyl-2H-pyrazol-3-yl)-4-[(6-
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trifluoromethyl-pyridine-3-carbonyl)-amino]-phenoxy} -ethyl)-piperidin-4-yl}-acetic acid
methyl ester; #301: [1-(2-{ 2-(2-Methyl-2H-pyrazol-3-yl)-4-[(6-trifluoromethyl-
pyridine—3—carbonyl)-amino]-phenoxy}—ethyl)—piperidin—4-yl]-acetic acid; #302: 3-
Fluoro—N-[3-(2-methyl—2H—pyrazol-3-yl)-4-(2—piperidin-1-y1-ethoxy)—phenyl]-
benzamide; #303: 2-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-
ethoxy)-phenyl]-benzamide; #304: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-
3-y1)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea; #305: [3-(4-Chloro-2-methyl-2H-
pyrazol—3-yl)-4-(2-morpholin-4-y1—ethoxy)-pheny1]-(4-chloro-phenyl)-amine; #306: N-
[3—(4-Bromo—2-methyl—ZH-pyrazol-3-yl)-4-(2—morpholin—4—yl-ethoxy)-phenyl]-2—
cyclopropyl-acetamide; #307: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-2-cyclopentyl-acetamide; #308:
Cyclopropanecarboxylic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-
yl-ethoxy)-phenyl]-amide; #309: Cyclobutanecarboxylic acid [3-(4-bromo-2-methyl-
2H-pyrazol—3-yl)—4-(2-morpholin—4—y1—ethoxy)—phenyl]-amide; #310:
Cyclopentanecarboxylic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-
yl-ethoxy)-phenyl]-amide; #311: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-
4-(2-morpholin-4-yl-ethylamino)-phenyl]-urea; #312: 1-(2,4-Difluoro-phenyl)-3-{3-(2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethylamino)-phenyl]-urea; #313: 2-(4-
Chloro-phenyl)-2,2-diﬂuoro—N-[3—(2—methyl—2H—pyrazol-3—yl)—4-(2-morpholin—4—yl-
ethoxy)-phenyl]-acetamide; #314: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-

piperidin-1-yl-ethoxy)-phenyl]-3-(4-fluoro-phenyl)-urea; #315: 1-[3-(4-Chloro-2-
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methyl-ZH-pyrazol-B-yl)—4—(2-piperidin—1—yl—ethoxy)—phenyl]-3—(4—methoxy—phenyl)-
urea; #316: 1-(4-Bromo-phenyl)-3-[4-(1-methyl-piperidin-4-yloxy)-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-urea; #317: 1-[4-(1-Methyl-piperidin-4-yloxy)-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(2-trifluoromethoxy-phenyl)-urea; #318: 1-[4-(1-Methyl-
piperidin—4—yloxy)-3-(2—methyl-2H-pyrazol-3—yl)-phenyl]—3—(4—triﬂuoromethyl—phenyl)—
urea; #319: 1—(4-Chloro—pheny1)—3-[4—[2-((28,6R)-2,6—dimethy1—piperidin-l—yl)—ethoxy]-
3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #320: 1-(2,4-Difluoro-phenyl)-3-[4-[2-
((2S,6R)-2,6-dimethyl-piperidin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
urea; #321: 1-[4-[2-((2S,6R)-2,6-Dimethyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl}-3-(4-fluoro-phenyl)-urea; #322: 4-(2-{2-(4-Bromo-2-methyl-2H-
pyrazol—3—yl)—4—[3-(4—chloro-phenyl)-ureido]-phenoxy}—ethyl)—piperidine—l-carboxylic
acid tert-butyl ester; #323: 4-{2-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[3-(4-chloro-
phenyl)-ureido]-phenoxymethyl}-piperidine- 1-carboxylic acid tert-butyl ester; #324: 1-
[4-[2-((2R,6S)-2,6-Dimethyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-(4-methoxy-phenyl)-urea; #325: 2-(4-Chloro-phenyl)-N-[4-[2-((2S,6R)-2,6-
dimethyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide;
#326: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)-
ethoxy]-phenyl }-3-methyl-butyramide; #327: Thiophene-2-carboxylic acid [3-(2-
methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-amide; #328: 2-(4-
Chloro—phenyl)-2,2—diﬂuoro-N—[3—(2—methy1-2H—pyrazol—3—yl)-4-(2—[1,4]oxazepan-4-y1-‘

ethoxy)-phenyl}-acetamide; #329: 1-(4-Chloro-phenyl)-3-{3-(2-methyl-2H-pyrazol-3-
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y1)-4-[2-(1-methyl-pyrrolidin-2-yl)-ethoxy]-phenyl } -urea; #330: 3-Methyl-N-{3-(2-
methyl-2H-pyrazol-3-yl)-4-[2-(1-methyl-pyrrolidin-2-yl)-ethoxy]-phenyl } -butyramide;
#331: (R)-2-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-ethyl }-piperidine-1-carboxylic acid tert-butyl ester; #332: 4-{2-(2-Methyl-2H-
pyrazol-3-yl)-4-[(thiophene-2-carbonyl)-amino]-phenoxymethyl } -piperidine-1-
carboxylic acid tert-butyl ester; #333: 5-Chloro-thiophene-2-carboxylic acid [3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide; #334: 1-
[4-(1-Acetyl-piperidin-4-ylmethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
(4-chloro-phenyl)-urea; #335: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-
piperidin-4-ylmethoxy)-phenyl]-3-(4-chloro-phenyl)-urea; #336: Thiophene-2-
carboxylic acid [3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-
amide; #337: Thiophene-2-carboxylic acid [4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-3-
(2-methyl-2H-pyrazol-3-yl)-phenyl]-amide; #338: Thiophene-2-carboxylic acid [3-(2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide; #339: 1-(4-
Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-((R)-2-piperidin-2-yl-ethoxy)-
phenyl]-urea; #340: 1-(4-Chloro-phenyl)-3-[4-(1,1-dimethyl-2-0x0-2-pyrrolidin-1-yl-
ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #341: N-{3-(4-Bromo-2-methyl-
2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1-yl)-ethoxy]-phenyl }-2-(4-chloro-phenyl)-
acetamide; #342: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-
ethoxy)-phenyl]-2-(4-chloro-phenyl)-2,2-difluoro-acetamide; #343: N-[3-(2-Methyl-2H-

pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide; #344:
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Thiophene-2-carboxylic acid [3-(2-methyl-2H-pyrazol-3-y1)-4-(piperidin-4-ylmethoxy)-
phenyl]-amide; #345: Thiophene-2-carboxylic acid [3-(4-chloro-2-methyl-2H-pyrazol-
3-y1)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-amide; #346: 1-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,5-difluoro-phenyl)-urea; #347:
Thiophene-2-carboxylic acid [3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-
propoxy)-phenyl]-amide; #348: Thiophene-2-carboxylic acid [3-(4-chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-amide; #349: (R)-4-Benzyloxy-2-{2-
[4-[3-(4-fluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-
pyrrolidine-1-carboxylic acid ethyl ester; #350: 1-[4-(2-Azepan-1-yl-ethoxy)-3-(4-
bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4-chloro-phenyl)-urea; #351: 1-[4-(2-
Azepan-1-yl-ethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-difluoro-
phenyl)-urea; #352: [4-(2-Azepan-1-yl-ethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-
phenyl]-carbamic acid isopropyl ester; #353: 1-(4-Chloro-phenyl)-3-[4-[2-((R)-1-
methyl-piperidin-2-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #354: N-{3-
(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)-ethoxy]-phenyl } -2-
(4-chloro-phenyl)-2,2-difluoro-acetamide; #355: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-
2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-propoxy)-phenyl]-urea; #356: 1-(4-Chloro-2-
fluoro-phenyl)-3-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl]-urea; #357: Thiophene-2-carboxylic acid [4-(1-methyl-piperidin-4-ylmethoxy)-
3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-amide; #358: 1-(2,4-Difluoro-phenyl)-3-[3-(2-

methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-propoxy)-phenyl]-urea; #359: 1-(4-
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Fluoro-phenyl)-3-{3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-propoxy)-phenyl]-
urea; #360: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl}-4-fluoro-benzamide; #361: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
pyrrolidin- 1-yl-ethoxy)-phenyl]-2-(4-chloro-phenyl)-acetamide; #362: N-[3-(4-Bromo-
2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-2-cyclopentyl-
acetamide; #363: 1-(4-Chloro-phenyl)-3-[4-(1-methyl-piperidin-4-ylmethoxy)-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-urea; #364: (R)-3-[4-[2-(4-Chloro-phenyl)-2-hydroxy-
acetylamino}-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-carboxylic acid tert-
butyl ester; #365: (R)-3-[4-[3-(4-Fluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-pyrrolidine-1-carboxylic acid tert-butyl ester; #366: (R)-3-[2-(2-Methyl-2H-
pyrazol-3-yl)-4-(4-trifluoromethyl-benzoylamino)-phenoxy]-pyrrolidine-1-carboxylic
acid tert-butyl ester; #367: 2-(4-Chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-y1)-4-(2-
morpholin-4-yl-propoxy)-phenyl]-acetamide; #368: 2-(4-Chloro-phenyl)-2,2-difluoro-
N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-propoxy)-phenyl]-acetamide;
#369: 2-(4-Chloro-phenyl)-N-[4-(1-methyl-piperidin-4-ylmethoxy)-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-acetamide; #370: 1-(4-Chloro-phenyl)-3-[4-(1-methyl-2-
morpholin—4-y1—¢thoxy)-3—(2-methy1-2H-pyrazol-3-yl)—phenyl]-urea; #371: 2-(4-Chloro-
phenyl)-2-hydroxy-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-
acetamide; #372: 1-(4-Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-((R)-
pyrrolidin-3-yloxy)-phenyl]-urea; #373: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-((R)-

pyrrolidin-3-yloxy)-phenyl]-4-trifluoromethyl-benzamide; #374: 4-[4-Acetylamino-2-
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(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenoxymethyl}-piperidine- 1-carboxylic acid tert-
butyl ester; #375: 1-(2,4-Difluoro-phenyl)-3-[4-(1-methyl-2-morpholin-4-yl-ethoxy)-3-
(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #376: 2-(4-Chloro-phenyl)-N-[4-(1-methy!-2-
morpholin-4-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #377: N-[3-
(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-2-(4-chloro-
phenyl)-acetamide; #378: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-
yloxy)-phenyl]-3-(4-chloro-phenyl)-urea; #379: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-
yD)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,3-difluoro-phenyl)-urea; #380: Thiophene-
2-carboxylic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-4-ylmethoxy)-
phenyl]-amide; #381: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-4-
ylmethoxy)-phenyl]-2-(4-chloro-phenyl)-acetamide; #382: Thiophene-2-carboxylic acid
[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-ylmethoxy)-phenyl]-
amide; #383: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-
ylmethoxy)-phenyl]-2-(4-chloro-phenyl)-acetamide; #384: 1-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,4,5-trifluoro-phenyl)-urea;
#385: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-3-
(2,3,4-trifluoro-phenyl)-urea; #386: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-
pyrrolidin-3-yloxy)-phenyl]-4-trifluoromethyl-benzamide; #387: N-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-4-chloro-benzamide; #388:
N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-4-fluoro-

benzamide; #389: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-
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yloxy)-phenyl}-2,4-difluoro-benzamide; #390: 4-Chloro-N-[3-(4-chloro-2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-benzamide; #391: 1-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-3-(4-chloro-phenyl)-urea;
#392: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-3-
(2,4-difluoro-phenyl)-urea; #393: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-
4-(piperidin-3-yloxy)-phenyl]-urea; #394: 1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-
(piperidin-3-yloxy)-phenyl]-3-(4-fluoro-phenyl)-urea; #395: N-[3-(4-Bromo-2-methyl-
2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenylj-4-chloro-benzamide; #396: N-[3-(4-
Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl}-4-fluoro-benzamide;
#397: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl]-2,4-
difluoro-benzamide; #398: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-
yloxy)-phenyl]-2-(4-fluoro-phenyl)-2-hydroxy-acetamide; #399: 4-Fluoro-N-[3-(4-
fluoro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl |-benzamide;
#400: 2-(4-Chloro-phenyl)-N-[3-(4-fluoro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-
yl-ethoxy)-phenyl]-acetamide; #401: 1-(4-Chloro-phenyl)-3-[4-(1,1-dimethyl-2-
pyrrolidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #402: N-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl]-4-trifluoromethyl-benzamide;
#403: 1-[4-(1,1-Dimethyl-2-pyrrolidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-(4-fluoro-phenyl)-urea; #404: 2-(4-Chloro-phenyl)-N-[4-(1,1 -dimethyl-2-
pyrrolidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #405: 1-[4-[2-

(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4-
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chloro-phenyl)-urea; #406: 1-[4—[2—(7—Aza—bicyclo[2.2.1]hept—7—yl)—ethoxy]—3-(2-
methyl-2H-pyrazol-3-yl)—phenyl]—3—(4—ﬂuoro-phenyl)—urca; #407: 1-(2,4-Difluoro-
phenyl)-3-[4-(1,1-dimethyl-2-pyrrolidin- 1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-urea; #408: 3,4-Diﬂuoro-N—[3—(2-methy1—2H-pyrazol—3—yl)-4—(2-piperidin—l—yl-
ethoxy)-phenyl}-benzamide; #409: 2,4-Dichloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-benzamide; #410; 3,4-Dichloro-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-benzamide; #411: 3-Fluoro-N-[3-(2-
methyl—2H—pyrazol—3—yl)-4-(2-piperidin—1-yl-ethoxy)—phenyl]—4-triﬂuoromethyl—
benzamide; #412: 5-Fluoro—N—[3—(2-methyl—2H—pyrazol-3-yl)-4—(2-piperidin—1—yl-
ethoxy)-phenyl]-2-trifluoromethyl-benzamide; #413: 3,5-Difluoro-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-benzamide; #414: N-[3-(2-Methyl-
2H-pyrazol-3-yl)—4—(2-piperidin-1—yl-ethoxy)—phenyl]—4-triﬂuoromethyl-benzamide;
#415: 2—(4—Ch10ro—phenyl)—N-[3-(2-methy1-2H—pyrazol—3-yl)—4—(2—piperidin-l—yl-
ethoxy)-phenyl]-isobutyramide; #416: 1-(4-Chloro-phenyl)-cyclopropanecarboxylic acid
[3—(2~methy1-2H—pyrazol-3—yl)—4—(2—piperidin—1—yl—ethoxy)-phenyl]—amide; #417: N-[3-
(4-Bromo-2—methy1-2H—pyrazol-3—yl)—4-(2—pyrrolidin—l—yl-ethoxy)—phenyl]-2—(4-chloro—
phenyl)-isobutyramide; #418: 1-(4-Chloro-phenyl)-cyclopropanecarboxylic acid [3-(4-
bromo-2-methy1—2H—pyrazol-3—yl)-4—(2-pyrrolidin—1-yl-ethoxy)-phenyl]-amide; #419:
N-[3—(4-Bromo-2-methy1—2H-pyrazol—3—yl)—4-(2-pyrrolidin—1-yl-ethoxy)-phenyl]-Z-(4-
chloro-phenyl)-2-hydroxy-acetamide; #420: 1-[4-((R)-1-Benzyl-pyrrolidin-3-yloxy)-3-

(2-methy1—2H-pyrazol-3-yl)-phenyl]-3-(4-chloro—phenyl)—urea; #421: 1-(4-Chloro-
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phenyl)—3—[4—[2—((S)—3—ﬂuoro-pyrrolidin—1-yl)-ethoxy]—3—(2-methyl—2H-pyrazol-3-yl)-
phenyl]-urea; #422: 1—(4-Ch10ro-phenyl)—3-[3-(2-methy1—2H—pyrazol-3—yl)—4—((R)-
piperidin-3-yloxy)-phenyl]-urea; #423: 2-(4-Chloro-phenyl)-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-((R)-piperidin-3-yloxy)-phenyl]-acetamide; #424: 2,4-Difluoro-N-[3-(2-
methyl—2H—pyrazol-3-yl)—4-(2-piperidin-1—yl—ethoxy)—phenyl]—benzamide; #425: N-[3-
(2-Methyl—2H-pyrazol—3-yl)—4-(2-piperidin-1-yl—ethoxy)-phenyl]—3—triﬂuoromethy1—
benzamide; #426: N -[3—(2—Methy1-2H-pyrazol-3-yl)-4-(2—piperidin—l-yl-ethoxy)-
phenyl]-2-trifluoromethyl-benzamide; #427: N —[4-[2—(7-Aza—bicyclo[2.2.1]hept—7-yl)-
ethoxy]-3—(2—methyl-2H—pyrazol-3-yl)-phenyl]—2-(4-chloro—phenyl)-acetamide; #428: 1-
[4-[2-(7-Aza-bicyclo[2.2. 1]hept-7—y1)—ethoxy]-3—(2—methyl-2H-pyrazol-3—yl)—pheny1]-3—
(2,4-difluoro-phenyl)-urea; #429: 1-[4—[2—(7—Aza-bicyclo[2.2.1]hept—7-yl)—ethoxy]—3-(2-
methyl—2H—pyrazol—3-yl)—phenyl]—3—(2,5-diﬂuoro-phenyl)—urea; #430: N-[4-[2-(7-Aza-
bicyclo[2.2. 1]hept—7-y1)-ethoxy]-3—(2-methyl-2H-pyrazol—3—yl)—phenyl]-4-chloro-
benzamide; #431: N-[4-[2—(7-Aza—bicyclo[2.2.1]hept-7—y1)—ethoxy]—3-(2-methyl—2H-
pyrazol-3-yl)-phenyl]-4-fluoro-benzamide; #432: Benzo[b]thiophene-2-carboxylic acid
[3-(2—methy1-2H—pyrazol-3-yl)—4-(2-piperidin-1-yl-ethoxy)-phenyl]-amide; #433: 2-(4-
Chloro-phenyl)—N-[3—(2-methyl—2H-pyrazol-3—yl)—4-((S)—piperidin-3—yloxy)-phenyl]—
acetamide; #434: 2-(4-Chloro-phenyl)—Z-hydroxy-N—[3-(2-methy1—2H—pyrazol—3-yl)—4—
((S)-piperidin-3-yloxy)-phenyl]-acetamide; #435: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-
(2-pyrrolidin-1-yl-ethoxy)—phenyl]-3-triﬂuoromethyl—benzamide; #436: N-[3-(2-Methyl-

2H—pyrazol-3—yl)—4-(2-piperidin—1-yl-ethoxy)-phenyl]—2—thiophen-2-yl-acetamide; #437:
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N—[3-(4-Bromo-2-methyl—2H—pyrazol—3-yl)-4—(2—piperidin—1-yl-ethoxy)—phenyl]-3-(4-
fluoro-phenyl)-propionamide; #438: 1-(2,4-Difluoro-phenyl)-3-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(piperidin-4-yloxy)-phenyl]-urea; #439: 1-(4-Chloro-phenyl)-3-[3-(2-
methyl-2H—pyrazol-3-yl)—4—(piperidin—4-yloxy)—phenyl]—urea; #440: N-[3-(4-Chloro-2-
methy1—2H—pyrazol—3—yl)—4-(2-morpho1in-4—yl—ethoxy)-pheny1]—4-triﬂuoromethy1- °
benzamide; #441: N-[3-(4-Chloro—2—methy1—2H-pyrazol-3—yl)—4'(2-morpholin—4—yl-
ethoxy)-phenyl]-3,4-difluoro-benzamide; #442: 1-(4-Chloro—phenyl)—3—[3-(2-methy1—
2H—pyrazol-3—yl)—4—(2-methyl-2—pyrrolidin-1—yl—propoxy)-phenyl]-urea; #443: 2-(4-
Chloro-phenyl)—N—[3—(2—methy1-2H-pyrazol-3—yl)-4-(2—methyl-2—pyrrolidin—l—yl-
propoxy)-phenyl]-acetamide; #444: 3,4-Diﬂuoro—N-[3—(2-methy1—2H—pyrazol-3-yl)-4— K
(piperidin-4-yloxy)-phenyl]-benzamide; #445: N—[3-(2-Methy1-2H—pyrazol—3-yl)’—4-
(piperidin-4—yloxy)-phenyl]-4-triﬂuoromethyl—benzamide; #446: N-[3-(2-Methyl-2H-
pyrazol-3-yl)-4-(2-methyl-2-pyrrolidin-1 -yl-propoxy)-phenyl]-4-trifluoromethy!-

benzamide; #447: N-[3-(4—Bromo-2—methyl—2H-pyrazol-3—y1)-4—(2—piperidin—l-yl-
ethoxy)-phenyl]-2—(4-ﬂuoro-phenyl)-2-hydroxy—acetamide; #448: N-[3-(4-Bromo-2- Yo
methyl-2H—pyrazol-3-yl)-4~(2—piperidin-1-yl-ethoxy)-phenyl]-2-(2-chloro-phenyl)-2-
hydroxy-acetamide; #449: N-[3—(4-Bromo—2—methyl—2H-pyrazol-3-yl)—4—(2—piperidin-1-
yl-ethoxy)-phenyl]-4-fluoro-benzamide; #450: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-
yl)-4—(2-piperidin—l—yl—ethoxy)-phenyl]-3-f1uoro-benzamide; #451: N-[4-[2-(7-Aza-
bicyclo[2.2. 1]hept—7-y1)—ethoxy]—3—(2—methyl-2H-pyrazol—3—yl)—phenyl]-4- \K

trifluoromethyl-benzamide; #452; N-[3-(4-Bromo—2—methyl-2H-pyrazol—3-yl)—4—(2—
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piperidin-1-yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide: #453: N-[3-(4-Bromo-2-
methyl—ZH—pyrazol-3—yl)-4-(2-piperidin—1-y1—ethoxy)—pheny1]—3,4—diﬂuoro—benzamide;
#454: N -[3—(4-Brom0—2-rnethy1—2H-pyrazol—3—yl)—4-(2-pyrrolidin—l-yl—ethoxy)—phenyl]—
4-trifluoromethyl-benzamide; #455: N—[3—(4—Bromo-2—methy1—2H—pyrazol—3-yl)-4—(2-
pyrrolidin-1-yl-ethoxy)-phenyl]-3-fluoro-benzamide; #456: N-[3-(4-Bromo-2-methyl-
2H-pyrazol—3-yl)-4-(2—pyrrolidin-l—yl-ethoxy)-phenyl]-3,4—diﬂuoro—benzamide; #457:
N-[4-[2—(2-Methyl—piperidin-1—yl)—ethoxy]—3—(2-methyl—2H—pyrazol—3-yl)—phenyl]-4—
trifluoromethyl-benzamide; #458: 3-Fluoro-N-[4-[2-(2-methyl-piperidin-1 -yb)-ethoxy]-

3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #459: 3,4-Difluoro-N-[4-[2-(2-

methyl—piperidin-l-yl)—ethoxy]-3—(2—methyl—2H—pyrazol-3—yl)—phenyl]-benzarnide; #460:

l—(4—Ch10ro—pheny1)—3-[4-[2—(2—methy1—piperidin—1—yl)-ethoxy]—3-(2—methy1—2H—pyrazol-
3-yl)-phenyl]-urea; #461: N—[3-(4-Bromo-2—methyl-2H-pyrazol—3-yl)-4-(2-pyrrolidin—1-
yl-ethoxy)-phenyl]-3-(4-chloro-phenyl)-propionamide; #462: N-[3-(4-Bromo-2-methyl-
2H—pyrazol-3-yl)—4-(2-pyrrolidin-1—yl-ethoxy)-phenyl]—3-(2,4—dichloro-pheny1)-
propionamide; #463: N-[3—(4—Bromo-2—methy1-2H—pyrazol—3-yl)-4—(2-pyrrolidin~l—yl—
ethoxy)-phenyl]-3-thiazol-2-yl-propionamide; #464: N-[3-(4-Bromo-2-methyl-2H-
pyrazol-3—yl)-4—(2-pyrrolidin-1—yl—ethoxy)—phenyl]—3-pyridin—3-yl—propionamide; #465:
N-[3—(4-Bromo—2-methyl-2H—pyrazol-3—yl)—4-(2-pyrrolidin—1-yl-ethoxy)-phenyl]—3—(4—
hydroxy-phenyl)-propionamide; #466: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-y1)-4-(2-
pyrrolidin-1-yl-ethoxy)—phenyl]—3-(4—methoxy—phenyl)-propionamide; #467: 2-(4-

Chloro—phenyl)—N-[3-(2-methyl—2H-pyrazol-3-yl)—4-(piperidin—4-yloxy)-phenyl]-
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acetamide; #468: 2,4-Diﬂuoro—N-[3—(2—methy1-2H—pyrazol—3-yl)—4-(2—pyrrolidin—1-y1-
ethoxy)-phenyl]-benzamide; #469: 3,4-Dichloro-N-[3-(2-methy]-2H-pyrazol-3-yl)-4-(2-
pyrrolidin-1-yl-ethoxy)-phenyl]-benzamide; #470: N -[4-[2-((S)-3-Fluoro-pyrrolidin-1-
yD)-ethoxy]-3-(2-methyl-2H-pyrazol-3 -yl)-phenyl]-4-trifluoromethyl-benzamide; #471;
N-[4-[2—((S)-3-Fluoro—pyrrolidin-1-yl)—ethoxy]—3-(2-methyl-2H-pyrazol-3-yl)—phenyl]-3—
trifluoromethyl-benzamide; #472: N—[4-[2-((S)-3-Fluoro-pyrrolidin—1-y1)—ethoxy]-3-(2-
methy1-2H-pyrazol—3-yl)-phenyl]-3-methy1—benzamide; #473: 3-Fluoro-N-[4-[2-((S)-3-
ﬂuoro—pyrrolidin-1—yl)—ethoxy]—3-(2-methyl—2H—pyrazol-3—yl)—phenyl]-benzamide; #474:
N-{3-(4-Bromo-2-methyl-2H-pyrazol-3 -yD-4-[2-((S)-3-fluoro-pyrrolidin-1 -yl)-ethoxy]-
phenyl}-4-fluoro-benzamide; #475: N-{ 3-(4-Bromo-2-methyl-2H-pyrazol-3-y1)-4-[2-
((S8)-3-fluoro-pyrrolidin-1-yl)-ethoxy]-phenyl } -3-fluoro-benzamide; #476: 4-Chloro-N-
[3—(2-methy1-2H-pyrazol-3—yl)-4—(2—methy1-2-pyrr01idin—l-yl-propoxy)-phenyl]—
benzamide; #477: 2-Fluoro-N-[3—(2-methy1-2H-pyrazol-3-yl)—4-(2-morpholin-4-y1—
ethoxy)-phenyl]-4-trifluoromethyl-benzamide; #478: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-
4-(2—morpholin-4-yl-ethoxy)—phenyl]-3-(4-triﬂuoromethyl-phenyl)—urea; #479: 4-
Chloro—N-[3-(2—methy1-2H-pyrazol—3—yl)-4-(2-morpholin-4-yl—ethoxy)-phenyl]—
benzamide; #480: N—[3—(2-Methyl—2H-pyrazol—3—yl)—4-(2—morpholin—4—yl—ethoxy)-
phenyl]-3-trifluoromethyl-benzamide; #481: N-[4-[2-(4-Fluoro-piperidin-1-yl)-ethoxy]-
3-(2-methyl—2H-pyrazol-3-yl)—pheny1]-4-triﬂuoromethyl-benzamide; #482: N-[4-[2-(4-
Fluoro-piperidin-1-yl)-ethoxy]—3-(2-methyl-2H-pyrazol-3-yl)—phenyl]—3—trifluoromethyl-

benzamide; #483: 3,4-Difluoro-N -[3-(2—methyl-2H—pyrazoI-3—y1)-4-(2-py1rolidin-l-yl-
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ethoxy)-phenyl]-benzamide; #484: 3-Chloro-4-fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-
4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-benzamide; #485: 4-Fluoro-N-[3-(2-methyl-2H-
pyrazol-3—yl)—4-(2—pyrrolidin-1—y1—ethoxy)—pheny1]—3-triﬂuoromethyl—benzamide; #486:
4-Fluoro-3-methyl-N-[3 ~(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1 -yl-ethoxy)-
phenyl]-benzamide; #487: 3-Fluoro-N -[3-(2-methyl-2H-pyrazol-3-y1)-4-(2-pyrrolidin-1- o
yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide; #488: 3-Fluoro-4-methyl-N-[3-(2-
methyl-2H—pyrazoI—3-yl)—4—(2-pyrrolidin—l—yl-ethoxy)—phenyl]-benzamide; #489: 4-
Chloro-N-[3—(2-methy1—2H-pyrazol-3—yl)-4—(2-pyrrolidin-l-yl—ethoxy)—phenyl]-

benzamide; #490: 3,4-Dichloro-N-[3-(2-methyl-2H—pyrazol-3—yl)-4-(2—morpholin—4—y1—
ethoxy)-phenyl]-benzamide; #491: 4-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2- K
morpholin-4-yl-ethoxy)-phenyl]-3-trifluoromethyl-benzamide; #492: N-[4-[2-(7-Aza-
bicyclo[2.2. 1]hept—7—yl)—ethoxy]—3—(2—methy1-2H—pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #493: 3—Chloro-4—ﬂuoro—N—[3-(2-methy1-2H-pyrazol-3-yl)—
4-(2-piperidin-1-yl-ethoxy)-phenyl]-benzamide; #494: 4-Fluoro-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-3 -trifluoromethyl-benzamide; #495: Vo
3—Flu0ro—4-methy1—N—[3—(2—methy1-2H—pyrazol—3-yl)-4—(2-piperidin-l-yl-ethoxy)-
phenyl]-benzamide; #496: 4-Fluoro-3-methy1-N—[3—(2—methyl—2H—pyrazol—3—yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-benzamide; #497: N -[3-(4-Bromo-2-methyl-2H-pyrazol-
3—yl)—4-(2-pyrrolidin—1—yl-ethoxy)-phenyl]-2,4-diﬂuoro-benzamide; #498: N-[3-(4-
Bromo—2-methy1—2H-pyrazol—3-yl)-4-(2—pyrr01idin—1—yl-ethoxy)—phenyl]-4-chloro— Y.
benzamide; #499: N -[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1 -yl-
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ethoxy)-phenyl]-4-methyl-benzamide; #500: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-
yD-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-3-trifluoromethyl-benzamide; #501: N-[3-(4-
Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-chloro-
benzamide; #502: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-
ethoxy)-phenyl]-benzamide; #503: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
piperidin-1-yl-ethoxy)-phenyl]-2,4-difluoro-benzamide; #504: N-[3-(4-Bromo-2-
methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenyl]-4-chloro-benzamide;
#505: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-4-
methyl-benzamide; #506: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-
yl-ethoxy)-phenyl]-3-trifluoromethyl-benzamide; #507: N-[3-(4-Bromo-2-methyl-2H-
pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-3-chloro-benzamide; #508: N-[3-(4-
Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenyl]-benzamide;
#509: 4—F1uoro—N—[3-(2-methyl-2H—pyrazol-3—yl)-4-(2—pyrrolidin-l—yl-ethoxy)—phenyl]-
benzamide; #510: 4-Methyl-N -[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-
ethoxy)-phenyl]-benzamide; #511: N-[3-(2-Methyl-2H-pyrazol-3-y1)-4-(2-pyrrolidin-1-
yl-ethoxy)-phenyl]-4-trifluoromethoxy-benzamide: #512: 3-Chloro-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-benzamide; #513: 3-Fluoro-N -[3-(2-
methyl—2H-pyrazol—3-yl)—4-(2—pyrrolidin—1-yl—ethoxy)-phenyl]-benzamide; #514: 1-(4-
Chloro-phenyl)-3-[4-(2-methyl-2-morpholin—4—y1—propoxy)—3-(2—methyl-2H-pyrazol—3—
yD)-phenyl]-urea; #515: N-[4-(2-Methyl-2-morpholin-4-yl-propoxy)-3-(2-methyl-2H-

pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #516: N-[3-(4-Bromo-2-methyl-
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2H-pyrazol-3-y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-fluoro-benzamide: #517: N-
[3—(4—Bromo—2-methy1—2H-pyrazol—3—yl)—4-(2—morpholin-4-y1—ethoxy)—phenyl]—4—ﬂuoro-
benzamide; #518: N-[4—(2-Methy1—2—morpholin—4-yl—propoxy)—3—(2—methyl-2H-pyrazol—
3-yD)-phenyl]-4-trifluoromethyl-benzamide; #519; 4-Chloro-3-fluoro-N-[3-(2-methyl-
2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-benzamide; #520: 4-Chloro-N-[3-
(4-chloro-2—methy1—2H—pyrazol-3-yl)—4-(2-morpholin—4-y1-ethoxy)-phenyl]—3-ﬂuor0-
benzamide; #521: N-[3—(4-Chloro-2-methyl-2H-pyrazol-3—yl)—4-(2-morpholin—4—y1—
ethoxy)-phenyl]-3-(4-fluoro-phenyl)-propionamide; #522: N-[3-(4-Chloro-2-methyl-
2H—pyrazol-3—yl)—4-(2—morpholin-4—yl-ethoxy)—phenyl]-3—(3-ﬂuoro—phenyl)—
propionamide; #523: N—[3-(4—Ch10ro—2-methyl~2H—pyrazol—3—yl)-4-(2-morpholin-4—y1-
ethoxy)-phenyl]-3-(4-chloro-phenyl)-propionamide; #524: N-[3-(4-Chloro-2-methyl-
2H—pyrazol-3-yI)—4-(2-morpholin—4-yl-ethoxy)-phenyl]-2,4-diﬂuoro—benzamide; #525:
3,4—Dichloro-N—[3-(4—chloro-2-methyl-2H-pyrazol—3—yl)-4-(2-morpholin-4-yl—ethoxy)—
phenyl]-benzamide; #526: 3—Chloro-N—[3—(4—chloro—2—methyl-2H-pyrazol—3-yl)-4—(2-
morpholin-4-yl-ethoxy)-phenyl]-4-fluoro-benzamide; #527: N- [3-(4-Chloro-2-methyl-
2H-pyrazol-3—yl)-4-(2—morpholin—4-yl—ethoxy)-phenyl]-3-triﬂuoromethyl-benzamide;
#528: 3—Chloro—N-[3-(4—chloro—2-methy1—2H—pyrazol—3-yl)-4—(2—morpholin-4—yl-ethoxy)-
phenyl]-benzamide; #529: N-[3-(4-Chloro-2-methy1-2H-pyrazol-3-yl)-4—(2-morpholin—
4-yl-ethoxy)-phenyl]-3-methyl-benzamide; #530: N-[3-(4-Chloro-2-methyl-2H-pyrazol-
3—yl)-4—(2-morpholin—4-y1-ethoxy)—phenyl]-4—triﬂuoromethoxy—benzamide; #531: N-[3-

(4-Chloro-2-methyl-2H-pyrazol-3—yl)—4-(2—morpholin—4—yl—ethoxy)-phenyl]-4-methoxy-
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benzamide; #532: N—[3-(4—Chloro-2-methyl—2H-pyrazol-3-yl)-4-(2—morpholin—4-y1—
ethoxy)-phenyl]-4-methyl-benzamide; #533: N-{ 3-(2-Methyl-2H-pyrazol-3-yl)-4-[2-(1-
methyl-pyrrolidin-2-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #534: 2.4-
Difluoro-N-{3-(2-methyl-2H-pyrazol-3-yl)-4-[2-(1 -methyl-pyrrolidin-2-yl)-ethoxy]-
phenyl}-benzamide; #535: 3-Chloro-4-fluoro-N-{ 3-(2-methyl-2H-pyrazol-3-y1)-4-[2-(1- o
methyl-pyrrolidin-2-yl)-ethoxy]-phenyl }-benzamide; #536: N- [4-[2-(3,3-Difluoro-
pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3 -y1)-phenyl]-3-trifluoromethyl-

benzamide; #537: 4—F1uoro-N-[4-[2—(4-ﬂuoro-piperidin-1-yl)-ethoxy]—3-(2—methy1-2H—
pyrazol-3-yl)-phenyl]-3-methyl-benzamide; #538: 3-Chloro-4-fluoro-N-[4-[2-(4-fluoro-
piperidin—1-yl)-ethoxy]-3—(2-methyl-2H-pyrazol—3-yl)—phenyl]-benzamide; #539: N-[3- Vo
(2-Methyl—2H—pyrazol—3—yl)-4-((S)—1-methyl—pyrrolidin—2-ylmethoxy)-phenyl]-3—
trifluoromethyl-benzamide; #540: 3-Chloro-4-fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-
4-((S)-1-methyl-pyrrolidin-2-ylmethoxy)-phenyl]-benzamide; #541: 4-Chloro-3-fluoro-
N—[3—(2—methyl-2H-pyrazol—3—yl)—4—(2-pyrrolidin-1—yl-ethoxy)—phenyl]—benzamide;

#542: N—[3-(4—Chloro-2-methy1—2H-pyrazol-3-yl)-4-(2-morpholin-4-y1-ethoxy)-pheny1]— Vo
3-pyridin-3-yl-propionamide; #543: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4_—y1—ethoxy)—phenyl]-3—thiophen-2-yl-propionamide; #544: N-[3-(4-Chloro-
2-methyl—2H—pyrazol-3—yl)—4-(2-morpholin-4—yl-ethoxy)-phenyl]—3—thiazol-2-yl—
propionamide; #545: 3-Chloro—N—[4—[2—(3,3-diﬂuoro-pyrrolidin—1—y1)—ethoxy]—3—(2—
methyl-2H-pyrazol-3-yl)-phenyl]-4-fluoro-benzamide; #546: N-[4-[2-(3,3-Difluoro- \K

pyrrolidin-1 -yl)—ethoxy]—3-(2-methyl-2H-pyrazol—3-yl)—phenyl]-4-ﬂuoro—3-methyl-
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benzamide; #547:; 4-F1uoro—3—methyl—N-[3-(2-methyl-2H-pyrazol—3—yl)—4-((S)-1—methyl—
pyrrolidin-2-ylmethoxy)-phenyl]-benzamide; #548: N—[3-(4—Bfomo-2-methyl-2H—
pyrazol—3-yl)—4—(2—morpholin—4-y1-ethoxy)—phenyl]—2,4-diﬂuoro-benzamide; #549: 5-
Methyl-isoxazole-3-carboxylic acid [3-(4-bromo—2—methy1—2H—pyrazol—3—yl)-4—(2-
morpholin-4-yl-ethoxy)-phenyl]-amide; #550: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-
yl)—4-(2-morpholin—4—yl—ethoxy)—phenyl]-3—(2,4-dichloro-phenyl)—propionamide; #551:
N—[3-(4—Chloro-2—methyl-2H—pyrazol—3—yl)—4-(2—morpholin—4-yl-ethoxy)—phenyl]—3-(2-
chloro-phenyl)-propionamide; #552; N-[3-(4—Chloro—2-methyl—2H-pyrazol-3-yl)—4-(2-
morpholin-4—yl-ethoxy)-phenyl]—3—(2,6-dich10ro-phenyl)—propionamide; #553: N-[3-(4-
Chloro-2—methy1—2H-pyrazol-3-yl)—4-(2-morpholin-4-yl-ethoxy)—phenyl]-3-(4-methoxy—
phenyl)-propionamide; #554: N—[3-(4-Chloro—2—methy1—2H—pyrazol—3-yl)—4-(2-
morpholin-4—yl—ethoxy)-phenyl]-3-(4-hydroxy—phenyl)-propionamide; #555: N-[3-(2-
Methyl-2H—pyrazoI—3-yl)-4-((R)-1-methyl-pyrrolidin—3—yloxy)-phenyl]-3—trif1uoromethy1—
benzamide; #556: 3-Ch10ro—4-ﬂuoro—N—[3-(2-methyl-2H—pyrazol—3-yl)-4—((R)-l-methyl-
pyrrolidin-3-yloxy)-phenyl]-benzamide; #557; 5-Methyl-isoxazole-3-carboxylic acid [3-
(2-methyl—2H-pyrazol—3—yl)—4-((R)—1-methyl-pyrrolidin—3—yloxy)-phenyl]-amide; #558:
N—[3—(4—Chloro-2—methyl—2H-pyrazol-3—yl)—4-(2-morpholin-4-yl—ethoxy)-phenyl]-3-
fluoro-4-trifluoromethyl-benzamide; #559: N—[3—(4—Chloro-2-methyl-2H-pyrazol—3-yl)-
4—(2-morpholin-4-yl—ethovxy)-phenyl]-3-ﬂuoro-4-methyl-benzamide; #560: N-[3-(4-
Chloro—2—methyl-2H-pyrazol-3-yl)—4-(2-morpholin—4-y1-ethoxy)-phenyl]-4-ﬂuoro—3-

trifluoromethyl-benzamide; #561: N-[3-(4—Chloro-2—methy1-2H-pyrazol-3—yl)-4—(2-
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morpholin-4-yl-ethoxy)-phenyl]-4-fluoro-3-methyl-benzamide; #562: N-[3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-isonicotinamide; #563:
N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-
nicotinamide; #564: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl]-benzamide; #565: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-y1)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-4-cyano-benzamide; #566: N-[3-(2-Methyl-2H-
pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide;
#567: N-[3-(2-Methyl-2H-pyrazol-3-y1)-4-(2-[ 1,4Joxazepan-4-yl-ethoxy)-phenyl]-4-
trifluvoromethoxy-benzamide; #568: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-
[1,4]Joxazepan-4-yl-ethoxy)-phenyl]-3-trifluoromethyl-benzamide; #569: 3,4-Difluoro-
N—[3-(2-methyl—2H—pyrazol-3-yl)-4—(2—[1,4]oxazepan—4—yl-ethoxy)—phenyl]-benzamide;
#570: 4-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-
phenyl]-benzamide; #571: 4-Fluoro-3-methyl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
[1,4]oxazepan-4-yl-ethoxy)-phenyl]-benzamide; #572: N-{3-(2-Methyl-2H-pyrazol-3-
y1)-4-[2-(2-methyl-pyrrolidin-1-yl)-ethoxy]-phenyl } -3-trifluoromethyl-benzamide;
#573: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl}-
2-fluoro-4-trifluoromethyl-benzamide; #574: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-
y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-(4-trifluoromethyl-phenyl)-propionamide;
#575: N-[4-[2-((S)-3-Hydroxy-pyrrolidin-1-y1)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-trifluoromethyl-benzamide; #576: 3-Chloro-4-fluoro-N-[4-[2-((S)-3-hydroxy-

pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl}-benzamide; #577: N-{3-
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(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-((S)-3-fluoro-pyrrolidin- 1-yl)-ethoxy]-
phenyl}-2,4-difluoro-benzamide; #578: 3-Chloro-4-fluoro-N-{3-(2-methyl-2H-pyrazol-
3-y1)-4-[2-(2-methyl-pyrrolidin- 1-yl)-ethoxy]-phenyl } -benzamide; #579: N-{3-(4-
Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-pyrrolidin-1-yl)-ethoxy]-phenyl } -3 ,4-
difluoro-benzamide; #580: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl- o
pyrrolidin-1-yl)-ethoxy}-phenyl }-2,4-difluoro-benzamide; #581: N-[3-(2-Methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #582: 4-Fluoro-N-[4-[2-
(4-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #583: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-1-
methyl-pyrrolidin-3-yloxy)-phenyl]-2,4-difluoro-benzamide; #584: N-[4-[2-((R)-3- K
Hydroxy-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #585: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-((R)-1-
methyl-pyrrolidin-3-yloxy)-phenyl]-3,4-difluoro-benzamide; #586: N-[4-[2-((S)-3-
Hydroxy-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-4-
trifluoromethyl-benzamide; #587: N-[4-((S)-4-Benzyl-morpholin-3-ylmethoxy)-3-(2- \o
methyl-2H-pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #588: N-[4-[2-(7-Aza-
bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #589: N-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-
(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-4-trifluoromethyl-benzamide; #590: 1-[4-
[2-(2-Methyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4- Y.

trifluoromethyl-phenyl)-urea; #591: 1-{4-[2-(2-Methyl-piperidin-1-yl)-ethoxy]-3-(2-
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methyl-2H-pyrazol-3-yl)-phenyl]-3-(3-trifluoromethyl-phenyl)-urea; #592: N-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-((S)-1-morpholin-3-ylmethoxy)-phenyl]-3-trifluoromethyl-
benzamide; #593: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-((R)-1-morpholin-3-ylmethoxy)-
phenyl]-3-trifluoromethyl-benzamide; #594: N-[4-((R)-4-Benzyl-morpholin-3-
ylmethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #595:
N-[4-[2-(7-Aza-bicyclo[2.2.1}hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-
phenyl]-4-fluoro-benzamide; #3596: N- [4—[2-(7—A2a-bicyclo[2.2.1]hept—7-y1)-ethoxy]-3-
(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide; #597: 3-Fluoro-N-
[4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-4-
trifluoromethyl-benzamide; #598: 3,4-Difluoro-N-{4-[2-(4-methoxy-piperidin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #599: N-[4-[2-(7-Aza-
bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-2-(4-
chloro-phenyl)-acetamide; #600: N-[4-[2-(4-Methoxy-piperidin-1-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-4-trifluoromethyl-benzamide; #601: N-[4-[2-(7-Aza-
bicyclo{2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-4-
chloro-benzamide; #602: N-{4-[2-(4-Methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #603: N-[4-[2-(7-Aza-
bicyclo[2.2.1}hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
chloro-benzamide; #604: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
[1,4]Joxazepan-4-yl-ethoxy)-phenyl]-4-trifluoromethyl-benzamide; #605: N-[3-(4-

Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-3-
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trifluoromethyl-benzamide; #606: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
[1,4]oxazepan-4-yl-ethoxy)-phenyl]-3-fluoro-4-trifluoromethyl-benzamide; #607: N-[3-
(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-4-fluoro-
3-methyl-benzamide; #608: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
[1,4}oxazepan-4-yl-ethoxy)-phenyl]}-4-fluoro-3-trifluoromethyl-benzamide; #609: N-[3-
(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]-4-
trifluoromethyl-benzamide; #610: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
thiomorpholin-4-yl-ethoxy)-phenyl]-3-trifluoromethyl-benzamide; #611: 1-[4-[2-(4-
Methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4-
trifluoromethyl-phenyl)-urea; #612: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
thiomorpholin-4-yl-ethoxy)-phenyl]-3-fluoro-4-trifluoromethyl-benzamide; #613: 1-[4-
[2-(4-Methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(3-
trifluoromethyl-phenyl)-urea; #614: N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
thiomorpholin-4-yl-ethoxy)-phenyl]-4-fluoro-3-trifluoromethyl-benzamide; #615: N-{3-
(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-((S)-3-hydroxy-pyrrolidin-1-yl)-ethoxy]-
phenyl }-2,4-difluoro-benzamide; #616: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-
[2-((S)-3-hydroxy-pyrrolidin-1-yl)-ethoxy]-phenyl } -4-chloro-benzamide; #617: 1-[4-
((R)-4-Benzyl-morpholin-3-ylmethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(4-
chloro-phenyl)-urea; #618: 4-Chloro-N-[4-[2-((R)-3-hydroxy-pyrrolidin-1-yl)-ethoxy]-
3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #619: 2-(4-Chloro-phenyl)-N-[4-[2-

((R)-3-hydroxy-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
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acetamide; #620: N-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-
methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-4-trifluoromethyl-benzamide; #621: N-[4-[2-
(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-
4-fluoro-3-trifluoromethyl-benzamide; #622: N-{3-(2-Methyl-2H-pyrazol-3-yl)-4-[2-(3-
oxo-piperazin-1-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #623: 2-(4-Chloro-
phenyl)-N-{3-(2-methyl-2H-pyrazol-3-yl)-4-[2-(3-0xo-piperazin-1-yl)-ethoxy]-phenyl } -
acetamide; #624: 4-Fluoro-3-methyl-N-{3-(2-methyl-2H-pyrazol-3-yl)-4-[2-(3-0xo0-
piperazin-1-yl)-ethoxy]-phenyl }-benzamide; #625: N-[4-[2-(4-Hydroxy-piperidin-1-yl)-
ethoxyl}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #626: N-
[4-[2-(4-Hydroxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-4-
trifluoromethyl-benzamide; #627: N-[4-{2-[4-(3-Methyl-[1,2,4]oxadiazol-5-yl)-
piperidin-1-yl]-ethoxy}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-4-trifluoromethyl-
benzamide; #628: 2-(4-Chloro-phenyl)-N-[4-{2-[4-(3-methyl-[1,2,4]oxadiazol-5-yl)-
piperidin-1-yl}-ethoxy}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide; #629: 4-
Fluoro-3-methyl-N-[4-{2-[4-(3-methyl-[1,2,4]oxadiazol-5-y])-piperidin-1-yl]-ethoxy}-3-
(2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #630: 2-(4-Chloro-phenyl)-N-[4-[2-(4-
methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide;
#631: 1-(4-Chloro-benzyl)-3-[4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-
pyrazol-3-yl)-phenyl]-urea; #632: 1-(4-Fluoro-benzyl)-3-[4-[2-(4-methoxy-piperidin-1-
yb)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #633: N-{3-(4-Chloro-2-

methyl-2H-pyrazol-3-yl)-4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-phenyl } -4-
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trifluoromethyl-benzamide; #634: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
methoxy-piperidin-1-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #635: N-{3-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-phenyl } -
3,4-difluoro-benzamide; #636: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
methoxy-piperidin-1-yl)-ethoxy]-phenyl }-4-fluoro-benzamide; #637: N-{3-(4-Bromo-2- ¢
methyl-2H-pyrazol-3-yl)-4-[2-(4-methoxy-piperidin- 1-yl)-ethoxy]-phenyl } -3-fluoro-
benzamide; #638: N-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-
methyl-2H-pyrazol-3-yl)-phenyl]-2,4-difluoro-benzamide; #639: N-[4-[2-(7-Aza-
bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]}-3,4-
dichloro-benzamide; #640: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl- K
piperidin-1-yl)-ethoxy]-phenyl }-4-trifluoromethyl-benzamide; #641: N-{3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-piperidin-1-yl)-ethoxy]-phenyl }-3,4-difluoro-
benzamide; #642: 1-(4-Chloro-benzyl)-3-{3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-
(2-methyl-piperidin-1-yl)-ethoxy]-phenyl}-urea; #643: 1-{3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-[2-(2-methyl-piperidin- 1-yl)-ethoxy]-phenyl } -3-(4-fluoro-benzyl)-urea; Vo
#644: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-piperidin-1-yl)-
ethoxy]-phenyl }-4-trifluoromethyl-benzamide; #645: N-{3-(4-Bromo-2-methyl-2H-
pyrazol-3-yl)-4-[2-(2-methyl-piperidin-1-yl)-ethoxy]-phenyl }-3,4-difluoro-benzamide;
#646: 1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-piperidin-1-yl)-
ethoxy]-phenyl }-3-(4-fluoro-benzyl)-urea; #647: 4-Chloro-N-{3-(4-chloro-2-methyl- \

2H-pyrazol-3-yl)-4-[2-(3-oxo-piperazin-1-yl)-ethoxy]-phenyl } -benzamide; #648: 1-(4-
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Chloro—benzyl)-3-[3—(4-chloro—2—methy1-2H-pyrazol-3—yl)-4-(2-morpholin—4-yl—ethoxy)-
phenyl]-urea; #649: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl]-3-(4-fluoro-benzyl)-urea; #650: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-
3—y1)-4—(2-morpholin—4—yl-ethoxy)—phenyl]-3—(3—ﬂuoro—benzyl)—urea; #651: 4-{2-[2-(2-
Methy1-2H—pyrazol—3—yl)—4-(4—triﬂuoromethyl-benzoylamino)-phenoxy] -ethyl}-
piperazine-1-carboxylic acid ethyl ester; #652: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-
yl)-4-[2-(3-oxo0-piperazin-1-yl)-ethoxy]-phenyl} -4-fluoro-benzamide; #653: 4-{2-[4-(3-
Fluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperazine-1-
carboxylic acid ethyl ester; #654: 4-{2-[4-[3-(4-Chloro-phenyl)-ureido]-2-(2-methyl-
2H-pyrazol-3-yl)-phenoxy]-ethyl} -piperazine-1-carboxylic acid ethyl ester; #655: (1-{2-
[4—(3-Fluoro—benzoylamino)—Z-(2-methy1-2H-pyrazol—3—yl)—phenoxy]—ethyl}—piperidin—4—
yl)-carbamic acid tert-butyl ester; #656: (1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-(3-
trifluoromethyl-benzoylamino)-phenoxy]-ethyl } -piperidin-4-yl)-carbamic acid tert-butyl
ester; #657: (1-{ 2-[4-[2-(4-Chloro-phenyl)-acetylamino]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-ethyl }-piperidin-4-yl)-carbamic acid tert-butyl ester; #658: 1-[4-[2-(7-Aza-
bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
benzyl-urea; #659: N-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-
3-yl)-phenyl}-3-trifluoromethyl-benzamide; #660: N-[4-[2-(4-Acetyl-piperazin-1-yl)-
ethoxy}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide; #661: N-[4-[2-(4-
Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-2-(4-chloro-

phenyl)-acetamide; #662: (1-{2-{4-(3 -Fluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3-

Y«AR

Vo



— Yy -

yl)-phenoxy]-ethyl } -piperidin-4-yl)-carbamic acid ethyl ester; #663: (1-{2-[2-(2-
Methyl-2H-pyrazol-3-yl)-4-(3-trifluoromethyl-benzoylamino)-phenoxy]-ethyl } -
piperidin-4-yl)-carbamic acid ethyl ester; #664: 1-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(3-
morpholin-4-yl-propoxy)-phenyl]-3-(4-trifluoromethyl-phenyl)-urea; #665: 1-[3-(2-
Methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-3-(3-trifluoromethyl-
phenyl)-urea; #666: 1-(4-Chloro-benzyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-
morpholin-4-yl-propoxy)-phenyl]-urea; #667: 2-(4-Chloro-phenyl)-N-[3-(2-methyl-2H-
pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-acetamide; #668: N-[3-(2-Methyl-
2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-4-trifluoromethyl-benzamide;
#669: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-3-

trifluoromethyl-benzamide; #670: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-

oxo0-piperazin-1-yl)-ethoxy]-phenyl }-3-chloro-benzamide; #671: 1-(3-Fluoro-benzyl)-3
[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl]-urea; #672: 4-
Chloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-propoxy)-phenyl}-
benzamide; #673: 3,4-Difluoro-N-{3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-
propoxy)-phenyl]-benzamide; #674: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-
(3-oxo-piperazin-1-yl)-ethoxy}-phenyl }-3-trifluoromethyl-benzamide; #675: 1-{3-(4-
Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-ox0-piperazin-1-yl)-ethoxy]-phenyl }-3-(4-
chloro-phenyl)-urea; #676: 1-(4-Fluoro-benzyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-
morpholin-4-yl-propoxy)-phenyl]-urea; #677: N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-

y1)-4-[2-(3-oxo0-piperazin-1-yl)-ethoxy]-phenyl }-3-fluoro-benzamide; #678: N-{3-(4-

Y« AR

\o



— \YA-

Chloro-2—methy1—2H-pyrazol—3-yl)-4—[2-(4—methy1—3—oxo-piperazin—1-y1)-ethoxy]—
phenyl}-3-trifluoromethyl-benzamide; #679: N-[3-(2-Methyl-2H-pyrazol-3-y1)-4-(3-
pyrrolidin-1-yl-propoxy)-phenyl]-4-trifluoromethyl-benzamide; #680: N-[3-(2-Methyl-
2H-pyrazol-3-yl)-4-(3-pyrrolidin-1-yl-propoxy)-phenyl]-3 -trifluoromethyl-benzamide;
#681: 4-Chloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-pyrrolidin-1-yl-propoxy)-phenyl]-
benzamide: #682: 3,4-Difluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-pyrrolidin-1-yl-
propoxy)-phenyl]-benzamide; #683: 2-(4-Chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-
yl)-4-(3-pyrrolidin- 1-yl-propoxy)-phenyl]-acetamide; #684: 1-(2,4-Difluoro-phenyl)-3-
[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-pyrrolidin- 1-yl-propoxy)-phenyl}-urea; #685: 1-(4-
Chloro—phenyl)—3—[3-(2—methy1-2H-pyrazol—3—yl)—4-(3—pyrrolidin—l-yl—propoxy)—phenyl]—
urea; #686: 1-(4-Chloro-benzyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-pyrrolidin-1-yl-
propoxy)-phenyl]-urea; #687: N-{ 3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-oxo0-
piperazin-1-yl)-ethoxy]-phenyl}-3-trifluoromethyl-benzamide; #688: N-[4-(3-Imidazol-
1—yl-propoxy)-3-(2-methy1-2H—pyrazol-3-yl)—phenyl]—4—triﬂuoromethyl-benzamide;
#689: N-[4-(3-Imidazol-1-yl-propoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #690: 2-(4-Chloro-phenyl)-N-[4-(3-imidazol-1-yl-propoxy)-
3-(2-methyl-2H-pyrazol-3-yl)-phenyl}-acetamide; #691: 1-(4-Chloro-phenyl)-3-[4-(3-
imidazol-1-yl-propoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea; #692: 1-[4-((S)-4-
Benzyl—morpholin—3—ylmethoxy)-3—(4-chloro-2-methyl—2H-pyrazol-3-yl)—phenyl]—3-(4—
fluoro-phenyl)-urea; #693: 1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-((S)-1-

morpholin-3-ylmethoxy)-phenyl]-3-(4-fluoro-phenyl)-urea; #694: N-[4-((S)-4-Benzyl-
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morpholin-3-ylmethoxy)-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
trifluoromethyl-benzamide; #695: 3-Chloro-N-{3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-
4-[2-(4-methyl-3-oxo-piperazin-1-yl)-ethoxy]-phenyl } -benzamide; #696: N-[3-(4-
Chloro-2-methyl-2H-pyrazol-3-y1)-4-((S)-1-morpholin-3-ylmethoxy)-phenyl]-3-
trifluoromethyl-benzamide; #697: 4-{2-[2-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(3-
trifluoromethyl-benzoylamino)-phenoxy]-ethyl } -4-methyl-morpholin-4-ium; #698: 1-
[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-(2-fluoro-benzyl)-urea; #699: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-
ethoxy}-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(3-fluoro-benzyl)-urea; #700:
1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-y1)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-(4-fluoro-benzyl)-urea; #701: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-
ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-dichloro-benzyl)-urea;
#702: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-y])-ethoxy]-3-(4-bromo-2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(1-phenyl-ethyl)-urea; #703: N-[4-[2-(4-Acetyl-piperazin-1-yl)-
ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3-y1)-phenyl]-3-trifluoromethyl-benzamide;
#704: N-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-fluoro-benzamide; #705: N-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-pheny!]-3-chloro-benzamide; #706: N-[4-[2-(4-
Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-chloro-4-fluoro-
benzamide; #707: N-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-

yl)-phenyl]-4-trifluoromethyl-benzamide; #708: N-[4-[2-(4—Acéty1-piperazin—l—yl)-
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ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-chloro-benzamide; #709: 1-[4-[2-(7-
Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3 -(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
(4-trifluoromethyl-benzyl)-urea; #710: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-y])-ethoxy]-
3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(3 -trifluoromethyl-benzyl)-urea;

#711: 1—[4—[2—(4-Acety1—piperazin—1-yl)—ethoxy]—3—(2—methy1—2H—pyrazol—3-yl)—phenyl]- °
3-(4-fluoro-phenyl)-urea; #712: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-
bromo-2-methy1—2H-pyrazol-3—yl)—phenyl]-3-(4-ch10ro—benzy1)—urea; #713: (S)-1-{2-[2-
(4-Chloro—2-methy1-2H—pyrazol-3-yl)—4-(3-triﬂuoromethyl-benzoylamino)-phenoxy]—
ethyl}-pyrrolidine-2-carboxylic acid amide; #714: N-{3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-[2-(4-formyl-piperazin-1-yl)-ethoxy) -phenyl }-3-trifluoromethyl- \o
benzamide; #715: 1-{2-[2—(4-Chloro-2—methyl-2H—pyrazol—3—yl)-4-(3-triﬂuoromethyl-
benzoylamino)-phenoxy]-ethyl }-piperidine-4-carboxylic acid amide; #716: 4-{2-[2-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(3 -trifluoromethyl-benzoylamino)-phenoxy}]-ethyl }-
piperazine-1-carboxylic acid amide; #717: N—[3—(4—Chloro-2-methy1—2H—pyrazol—3-yl)—
4-(1-methyl-piperidin-4-yloxy)-phenyl]-acetamide; #718: (1-{2-[2-(4-Chloro-2-methyl- Vo
2H—pyrazol—3-yl)—4—(3-triﬂuoromethyl-benzoylamino)—phenoxy]—ethyl}-piperidin-4—yl)—
carbamic acid tert-butyl ester; #719: N-[4-[2-(4-Amino-piperidin-1-yl)-ethoxy]-3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-trifluoromethyl-benzamide; #720: N-[4-[2-
(4-Acetylamino-piperidin-1-yl)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3 -yl)-phenyl]-
3-trifluoromethyl-benzamide; #721: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-y])-ethoxy}]-3- \K

(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2-chloro-benzyl)-urea; #722: 1-[4-[2-
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(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2-
fluoro-benzyl)-urea; #723: 4-{2-[2-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(3-
trifluoromethyl-benzoylamino)-phenoxy]-ethyl} -piperazine-1-carboxylic acid
dimethylamide; #724: N-{ 3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-isopropyl-
piperazin-1-yl)-ethoxy]-phenyl}-3-trifluoromethyl-benzamide; #725: N-{3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-[2-(3,3-difluoro-pyrrolidin-1-yl)-ethoxy]-phenyl } -3-
trifluoromethyl-benzamide; #726: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-
methyl-piperidin-4-yloxy)-phenyl]-3-trifluoromethyl-benzamide; #727: 3-Chloro-N-[3-
(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-benzamide; #728: N-
[3-(4-Chloro-2-methyl-2H-pyrazol-3-y1)-4-(1-methyl-piperidin-4-ylmethoxy)-phenyl]-3-
trifluoromethyl-benzamide; #729: 3-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-benzamide; #730: 3,4-Difluoro-N-[3-(2-methyl-2H-
pyrazol—3—yl)-4-(2-morpholin—4-yl-ethoxy)—phenyl]-benzamide; #731: N-[4-[2-(4-
Acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-2,4-difluoro-
benzamide; #732: 3-Fluoro-4-methyl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-
4-yl-ethoxy)-phenyl]-benzamide; #733: 3-Methoxy-N-[3-(2-methyl-2H-pyrazol-3-y1)-4-
(2-morpholin-4-yl-ethoxy)-phenyl]-benzamide; #734: 1-[4-[2-(7-Aza-
bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-
difluoro-benzyl)-urea; #735: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-y})-4-[2-(3,3-
difluoro-azetidin-1-yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide; #736: 1-[4-[2-(7-

Aza-bicyclo[2.2.1]hept-7-y1)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
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(3-fluoro-benzyl)-urea; #737: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2-fluoro-benzyl)-urea; #738: 1-[4-[2-(7-
Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy}-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-
(4-fluoro-benzyl)-urea; #739: N—[3-(4-Chloro-2-methy1—2H—pyrazol-3—'yl)-4—(1—methyl—
piperidin-4-yloxy)-phenyl]-4-fluoro-benzamide; #740: N-[3-(4-Chloro-2-methyl-2H-
pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-3-fluoro-benzamide; #741: N-[3-
(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-2-fluoro-
benzamide; #742: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-
yloxy)-phenyl]-3-methoxy-benzamide; #743: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-
y1)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-4-methyl-benzamide; #744: N-[3-(4-Chloro-
2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-3-fluoro-4-methyl-
benzamide; #745: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-
yloxy)-phenyl]-4-fluoro-3-methyl-benzamide; #746: 1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-
7-y1)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenyl}-3-benzyl-urea; #747: 1-
{2-[4-(3-Fluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxyl-ethyl } -
piperidine-4-carboxylic acid amide; #748: 4-{2-[4-(3-Fluoro-benzoylamino)-2-(2-
methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -piperazine- 1-carboxylic acid amide; #749: 1-
[4-{2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-benzoyl-urea; #750: N-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-
chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #751: N-{3-(4-Chloro-2-methyl-

2H-pyrazol-3-yl)-4-[2-(4-methyl-piperazin- 1-yl)-2-oxo-ethoxy]-phenyl }-3-
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trifluoromethyl-benzamide; #752: 3-Fluoro-N-[4-[2-(4-formyl-piperazin-1-yl)-ethoxy]-
3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-benzamide; #753: 3-Fluoro-N-[4-[2-(4-
methanesulfonyl-piperazin-1-yl)-ethoxy}-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-
benzamide; #754: 3-Fluoro-N-{3-(2-methyl-2H-pyrazol-3-yl)-4-[2-(4-trifluoromethyl-
piperidin-1-yl)-ethoxy]-phenyl }-benzamide; #755: N-{4-[2-(4-Acetyl-piperazin-1-yl)-
ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-methoxy-benzamide; #756: N-[3-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-oxo-2-piperazin-1-yl-ethoxy)-phenyl}-3-
trifluvoromethyl-benzamide; #757: N-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
methanesulfonylamino-piperidin-1-yl)-ethoxy]-phenyl}-3-trifluoromethyl-benzamide;
#758: N-[4-[2-(4-Acetyl-[1,4]diazepan-1-yl)-ethoxy]-3-(4-chloro-2-methyl-2H-pyrazol-
3-yl)-phenyl]-2,4-difluoro-benzamide; #759: 2,5-Difluoro-N-[3-(2-methyl-2H-pyrazol-
3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-benzamide; #760: 3,5-Dimethoxy-N-[3-(2-
methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-benzamide; #761: 3,5-
Difluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-
benzamide; #762: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-2-phenyl-acetamide; #763: 2-(2-Chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-
yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #764: N-[3-(2-Methyl-2H-pyrazol-
3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl}-2-(2-trifluoromethyl-phenyl)-acetamide;
#765: 2-(2-Methoxy-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl]-acetamide; #766: 2-(3-Fluoro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-

yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-acetamide; #767: 2-(3-Chloro-phenyl)-N-[3-
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(2—methy1—2H-pyrazol-3-yl)—4-(2-morpholin—4-yl-ethoxy)-phenyl]—acetamide; #768: N-
[3—(2-Methy1-2H-pyrazol-3—yl)-4-(2—morpholin—4-yl-ethoxy)—phenyl]—2-(3—
trifluoromethyl-phenyl)-acetamide; #769: 2-(3-Methoxy-phenyl)-N-[3-(2-methyl-2H-
pyrazol—3-yl)—4-(2—morpholin—4-y1—ethoxy)—phenyl]—acetamide; #770: N-[3-(2-Methyl-
2H-pyrazol—3—yl)—4—(2—morpholin—4-yl—ethoxy)—phenyl]-2—m—toly1-acetamide; #771: N-
[3-(2-Methy1-2H-pyrazol-3—yl)-4-(2—morpholin—4—yl—ethoxy)—phenyl]-2-p-tolyl-
acetamide; #772: 2—Benzo[1,3]dioxol-5-y1—N—[3—(2—methy1-2H—pyrazol-3-yl)-4—(2—
morpholin—4—y1—ethoxy)-phenyl]-acetamide; #773: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-
(2-morpholin-4-y1—ethoxy)—phenyl]-2—o-toly1-acetamide; #774: N-[3-(4-Chloro-2-
methyl-2H-pyrazol-3-yl)-4-(2-[1,4]diazepan- 1-yl-ethoxy)-phenyl]-2,4-difluoro-
benzamide; #775: N-{3-(4-Chloro-2—methyl-ZH—pyrazol-S—yl)—4-[2—(4-methy1—
[1,4]diazepan-1-yl)-ethoxy]-phenyl} -2 A-difluoro-benzamide; #776: N-[4-[2-(4-Acetyl-
piperazin-1 -yl)—ethoxy]-3-(4-chloro—2—methy1-2H-pyrazol-3 -yl)-phenyl]-2,4-difluoro-
benzamide; #777: l—[3—(4-Bromo—2—methy1—2H—pyrazol-3-yl)-4—(2—m0rpholin—4—yl-
ethoxy)-phenyl]-3-(3-fluoro-benzyl)-urea; #778: N-[4-[2-(4,4-Difluoro-piperidin-1-yl)-
ethoxy]—3-(2—methyl—2H—pyrazol—3—yl)—phenyl]—3-fluoro-benzamide; #779:
Cyclobutanecarboxylic acid [3-(4-ch10ro—2—methyl—2H—pyrazol—3—yl)-4—(2—morpholin—4-
yl-ethoxy)-phenyl}-amide; #780: Cyclopentanecarboxylic acid [3-(4-chloro-2-methyl-
2H-pyrazol-3-yl)-4—(2-morpholin—4—yl-ethoxy)—phenyl]—amide; #781:
Cyclohexanecarboxylic acid {3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-

yl-ethoxy)-phenyl}-amide; #782: N-{ 3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-
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formyl-[1,4]diazepan-1-yl)-ethoxy]-phenyl}-2,4-difluoro-benzamide; #783: 1-[4-[2-(4-
Acetyl-piperazin-1-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(3-
fluoro-benzyl)-urea; #784: N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-
piperidin-4-yloxy)-phenyl]-2,4-difluoro-benzamide; #785: N-[3-(4-Chloro-2-methyl-
2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-3-methyl-benzamide; #786:4- o
{2-[4-(2,4-Difluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
piperazine-1-carboxylic acid amide; #787: N-[4-[2-(4-Acetyl-piperazin-1-yl)-ethoxy]-3-
(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenyl]-2-fluoro-benzamide; #788: 1-{2-[2-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-fluoro-benzoylamino)-phenoxy]-ethyl } -
piperidine-4-carboxylic acid amide; #789: 3-Methoxy-N-{3-(2-methyl-2H-pyrazol-3- \
y1)-4-[2-(4-trifluoromethyl-piperidin-1-yl)-ethoxy]-phenyl }-benzamide; #790: N-[3-(4-
Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-piperazin-1-yl-ethoxy)-phenyl]-2,4-difluoro-
benzamide; #791: 4-{2-[4-(3-Methoxy-benzoylamino)-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-ethyl}-piperazine-1-carboxylic acid amide; #792: N-[3-(2-Methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-pyridin-3-yl-acetamide; #793: 2- Vo
(2—Fluoro-pheny1)—N—[3—(2-methy1-2H—pyrazol—3—yl)-4—(2-m0rpholin-4—y1-ethoxy)-
phenyl]-acetamide; #794: N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl]-2-(4-trifluoromethyl-phenyl)-acetamide; #795: N-[3-(2-Methyl-2H-
pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-thiophen-2-yl-acetamide; #796: 3-
Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperazin- 1-yl-ethoxy)-phenyl]- \E
benzamide; #797: N-[4-[2-(4-Cyclopropanecarbonyl-piperazin-1-yl)-ethoxy]-3-(2-
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methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide; #798: 3-Fluoro-N-[4-{2-(4-
isobutyryl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3 -yl)-phenyl]-benzamide;

#799: N-[3 —(2—Methy1~2H-pyrazol—3-yl)-4-(2-morpholin—4—y1—ethoxy)-phenyl]-2-pyridin—
2-yl-acetamide; #800: (R)-1-{ 2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-(3-trifluoromethyl-
benzoylamino)-phenoxy]-ethyl}-pyrrolidine-2-carboxylic acid amide; #801: (R)-1-{2- °
[4-(3-Chloro-4-fluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3 -yl)-phenoxy]-ethyl}-
pyrrolidine-2-carboxylic acid amide; #802: (S)-1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-
(4—triﬂuoromethyl—benzoylamino)—phenoxy]-ethyl}-pyrrolidine-Z-carboxylic acid amide;

#803: (S)-1-{2-[4-(3 -Chloro-4-fluoro-benzoylamino)-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxy]-ethyl }-pyrrolidine-2-carboxylic acid amide; #804: (S)-1-{2-[2-(2-Methyl-2H- \e
pyrazol-3-yl)-4-(3-trifluoromethyl-benzoylamino)-phenoxy] -ethyl}-pyrrolidine-2-

carboxylic acid amide; #805: N-[4-[2-(4-Amino-piperidin-1-yl)-ethoxy]-3-(2-methyl-
2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide; #806: N-[4-[2-(4-Amino-piperidin-1-yl)-
ethoxy]-3-(2-methyl-2H—pyrazol—3-yl)-phenyl]-3-triﬂuoromethyl—benzamide; #807: N-
[4-[2-(4-Amino-piperidin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-2-(4- Yo
chloro-phenyl)-acetamide; #808: [3-(4-Bromo-2-methyl-2H-pyrazol-3-y1)-4-(2-
pyrrolidin—1-yl—ethoxy)-phenyl]-(4—triﬂuoromethyl-phenyl)-amine; #809: [3-(4-Bromo-
2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl] -(4-chloro-phenyl)-

amine; #810: [3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl]-(4-fluoro-phenyl)-amine; #811: [3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2- Y.

pyrrolidin-1-yl-ethoxy)-phenyl]-(3-fluoro-phenyl)-amine; #812: [3-(4-Chloro-2-methyl-
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2H—pyrazol-3-yl)—4-(2-morpholin—4-yl-ethoxy)—phenyl]-(4—triﬂuorornethyl-phenyl)-
amine; #813: [3-(4-Ch10ro-2-methyl—2H—pyrazol-3—yl)-4—(2-morpholin-4—yl—ethoxy)-
phenyl]-(4-fluoro-phenyl)-amine; #814: [3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin—4—yl—ethoxy)-phenyl]—(3—chloro—phenyl)—amine; #815: [3-(4-Chloro-2-methyl-
2H-pyrazol-3—y1)—4-(2—morpholin—4—yl—ethoxy)-phenyl]-(3—ﬂuoro—phenyl)-amine; #816:
[3-(4-Chloro-2—methyl—2H—pyrazol—3—yl)—4—(2—morpholin—4-yl—ethoxy)—phenyl]—(3,4-
difluoro-phenyl)-amine; #817: [3—(4—Chloro—2—methyl-2H-pyrazol—3—yl)—4-(2-morpholin—
4-yl-ethoxy)—phenyl]-(4-triﬂuoromethoxy-phenyl)—amine; #818‘: [3-(4-Chloro-2-methyl-
2H—pyrazol—3-yl)-4—(Z—morpholin—4-yl—ethoxy)—phenyl]-pyridin-3—yl-amine; #819: 1-{3-
(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(1 -methyl-piperidin-4-yl)-ethoxy]-phenyl}-3-
(4-chloro-phenyl)-urea; #820: Thiophene-2-carboxylic acid [3-(4-bromo-2-methyl-2H-
pyrazol-3-yl)-4—(2-pyrrolidin—1-yl—ethoxy)-phenyl]—amide; #821: N-[3-(4-Bromo-2-
methyl—2H-pyrazol-3-yl)—4—(2-pyrrolidin-1-yl-ethoxy)—phenyl]—4-ﬂuoro-benzamide;
#822: N-[3—(4—Bromo-2-methyl—2H-pyrazol—3-yl)-4-(2-pyrrolidin—l—yl-ethoxy)—phenyl]—
2-(4-chloro-phenyl)-acetamide; #823: 3,4-Dichloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-
(2-piperidin-1-yl-ethoxy)-phenyl]-benzamide; #824: N-[3-(2-Methyl-2H-pyrazol-3-yD)-
4—(2-piperidin—1-yl-ethoxy)—phenyl]—4—triﬂuoromethyl—benzamide; #825: N-[3-(4-
Bromo-Z-methyl-ZH-pyrazol—3-yl)-4-(2—piperidin—1-yl-ethoxy)—phenyl]—3—ﬂuoro-
benzamide; #826: 4-Fluoro-N-[4-[2-(4-methoxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-
2H-pyrazol-3-yl)-phenyl]-3-trifluoromethyl—benzamide; #827: N-[4-[2-(8-Acetyl-3,8-

diaza-bicyclo[3.2.1]oct-3-yl)-ethoxy}-3 -(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-
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benzamide; #828: N-[4-[2-(3-Acetyl-3,8-diaza-bicyclo[3.2.1]oct-8-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide; #829: N-[4-[2-(8-Acetyl-3,8-

diaza-bicyclo[3.2.1]oct-3-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-methoxy

benzamide; #830: N-[4-[2-(3-Acetyl-3,8-diaza-bicyclo[3.2.1]oct-8-yl)-ethoxy]-3-(2-
methyl-2H-pyrazol-3-yl)-phenyl]-3-methoxy-benzamide; #831: (S)-3-[4-[3-(2.,4-
Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-
carboxylic ‘acid tert-butyl ester; #832: (R)-3-[4—[3—(4-Chloro—phenyl)-ureido]—2-(2—
methyl-2H-pyrazol-3-yl)-phenoxy]-pyrrolidine-1-carboxylic acid tert-butyl ester; #833:
(R)-2-[4-[3-(2,4-Difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-
phenoxymethyl]-pyrrolidine-1-carboxylic acid tert-butyl ester; #834: (R)-2-[4-[3-(4-
Fluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxymethyl]-pyrrolidine-1-
carboxylic acid tert-butyl ester; #835: 1-(4-Chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-
3-y1)-4-((R)-pyrrolidin-3-yloxy)-phenyl]-urea; and #836: 1-(4-Fluoro-phenyl)-3-[3-(2-

methyl-2H-pyrazol-3-yl)-4-((S)-1-pyrrolidin-2-ylmethoxy)-phenyl}-urea.
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da dsee e asanl Gl agiley S ol ) Sy (ol g) AT+ PK6F silicad) Ja (3l
ol coan ail ol o) 5 (A ) ae sLY e = 4L 01Y Kiieselgel 60 silicad)

. palladium filtrations gead i 4 Celite 454° alasiud o5 Buchi 52 yise ddaud o

e\_lﬁl ¢LC - 10AD VP, Shimadzu Inc (— HPLC <ilaias :PC (\) (LCMS Gliial ga
¢L.C-10AD VP Shimadzu Inc :UV liS ¢SCL- 10A VP Shimadzu Inc HPLC ‘éﬁ ?S;Id\
API 150EX :4tSl Casha (e TC HTS, PAL, Leap Scientific : 1) cilimll JAT jlea
(Y) -Analyst 102 <l as 5l <AB/ MDS Sciex « Turbo Ion Spray source yiuaas 3 9 e
SCL- 10A VP HPLC ‘éﬁ (.SS."J‘ ‘al.)s':.'a ¢L.C - 8A VP Shimadzu Inc :HPLC laias :Mac
215 T Sl AT Slea ¢LC-10AD VP Shimadzu Inc :UV LS ¢Shimadzu Inc
Turbo Ion  jyaes 3534 API 150EX 48l b (ulia 5 Gilson Inc (s Liquid Handler.

-Masschrom 1.5.2. <lias il <AB/ MDS Sciex ¢ Spray source

azan’ :(\—\) Jla

Vo



- Y\Y -

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,4-

difluoro-phenyl)-urea

(VF S 59)
Jos ol S pall yuzmas 1(1-1) 55k

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-hydroxy-phenyl]-3-(2,4-difluoro-phenyl)-

urea

I\I/Ie
. o 3 F o OHI
/ J N
\Q\NJLN N & — NN N
£ H H LN F Y
cl

Poe ka2 &

1-[3-(4-chloro-2-methyl-2 H-pyrazol-3-yl)-4-methoxy-phenyl]-3-(2,4-difluoro-
phenyl)urea

alen 8o e 3 (Je V1) Sl ¥ 1,2-dichloroethane b (Jse e +- 13 can +.YV)
Y.V caa . Y1A) S Y aluminum chloride d8ls) <adh . (G363 Vv 3ol 4l 5 g
Al iy ) ples (I JB S 388 Yo el o7 i e Jo il Jald (i 235 (Jse e
potassium sodium laa3ul bail) Jue 5 Ethyl acetate 43} <o de b 5aal ;/\ ¢ dic

¢iile ¥ NapSOy pladi wly Lgisdat s 4y 5 anll Aapdall Juad 215 (450 30 (40 +) tartrate

YoAR

Vo
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S5« HPLC <l sile 5 S5 485l deliad) o5 ola miie (o Jpandl la 58 Jig Lol 5

Do Jsmanll drenilly Lehuint g 2Dl ¢l a1 guens

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-hydroxy-phenyl]-3-(2,4-difluoro-phenyl)-

urca

.ZVO :L"J..AAAJ ;L'a..g 3\_\1;4 3aLeS

LCMS m/z (%) = 379 (M+H *C1, 100), 381 (M+H ¥'Cl, 40). '"H NMR (400 MHz,

DMSO-dg) 6 9.81 (s,1H), 8.92 (s,1H), 8.45 (s, 1H), 8.12-8.06 (m, 1H), 7.63 (s, 1H),

7.40-7.31 (m, 3H), 7.09-7.04 (m, 1H), 6.99 (d, J; = 8.72 Hz, 1H), 3.69 (s, 3H).
maat (@)Y ) 3 sha

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,4-

difluoro-phenyl)-urea

(<) Gk (VT oS )

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-hydroxy-phenyl]-3-(2,4-difluoro-phenyl)-

urca

YA



- Yo -
(Jss Lo +.YY caae ¥+ A) triphenyl phosphine A8l v‘(d‘\ Y) S Y THF &
Al a5y (Js—e Lo +.YY ¢Ja v ¥Y) 1-(2-hydroxyethyl)-pyrrolidine
g b _y—ad 3 ylad (Jge (e +.YV ¢Ja +.+0Y) (DIAD) diisopropylazodicarboxylate
a5 Al il e Jpeanl) o 38 55 cafielas 530 B aY 5 ym a i Jelil Bls culis
NaOH 4y Leihilaa s 4Dl ¢l a1 agpent 35« HPLC ol ya sl S Aginll 4climd) o
Uaide s Ciad Jalaall 88 2y O je a ) BtOAC alasiuly Leadlaiul 5 5 5ke )

SOV A Aliany 5 jiuall 4 jlin elimy Adia 33S (VF) Soal e Jguaall

LCMS m/z (1) = 476 (M+H *Cl, 100), 478 (M+H *'Cl, 40). 'H NMR (400 MHz,

DMSO-dg) &: 9.10 (s, 1H), 8.55 (s, 1H), 8.17-8.09 (m, 1H), 7.69 (s, 1H), 7.61 (dd, J =
8.9 and 2.72 Hz, 1H), 7.47 (d, J = 2.70 Hz, 1H), 7.43-7.36 (m, 1H), 7.26 (d, J = 9.04
Hz, 1H), 7.16-7.09 (m, 1H), 4.25-4.08 (m, 2H), 3.73 (s, 3H), 2.58-2.45 (m, 2H), 2.45-

2.29 (m, 4H), 1.75-1.69 (m, 4H).

.lazu‘,.“ Jﬂ‘ﬁ&ﬂ(*“‘\)dﬁu \o

(z) 48 sk 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenylamine.

) £

o o
Ay -
H »

l\ Z~

HQN "N

DAl

YA
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(a> \) N—[3—(2—methy1—2H—pyrazol—3-yl)—4—(2-piperidin—1—yl—ethoxy)-phenyl]—acetamide
¢« Y.0) Sl sodium hydroxide d8ba] sl & (Je V0) ethanol i (dse glo ¥4
LBl o365 5 b O sk oA e Jelitl Bls ull 5 (03005 7o
Sl o sead %y e 2D BIOAC plasiuly gl Gt 5 &5 ale dslass
sa—ide Jaa i Coad cud all g 55 5 A ddle Y NapSO4 alasiuly leddad o 4 guianll
<3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenylamine e Jgpanll

JAYY Alsany <y S
LCMS m/z (£) = 301 (M+H, 100).

— ( pyrazol-3-yl “HY— methyl =Y) =V] pa—al Gugnsid il piand (YY) Jba

Aaaly S [ phenyl — (S5 = do = V= cwuon —Y) ¢

[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1 -yl-ethoxy)-phenyl]-carbamic acid

isopropyl ester
(a) iy Hh (Y‘Y‘ ;.;SJA)
O 28
o)
/ _ 't /
N, N,
N N

o
H2N/©/\L// )\OJ\”/E)/\L

e Jslaa ()

) paa ¥ ~) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenylamine
slo oY il Sue Y£.T) pyridine Al s (da V) methylene chloride (& (Je (oo
Lo +)Y ¢ ls 8 VYY) isopropyl chloroformate plaatul; Ial) dalles Cudiy (e

Y oAR
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e Jsmnll s 58 5 25 Gl Ol she il 5 m G0 e Jelil) Luls ulis 2 3 (U
Bl (e a Hlie CliaS (Si0y) parey Sl a siles S Agnll aclimd) & ) i
ey Agma 3 Al oa 50l PY Sl e Jgeaall (CHoCL/HeOH bl i sl

AT Upasy 3 yaall 4 jla
LCMS mv/z (/) = 387 (M+H, 100).
aad :(i—\) s

N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-2-phenyl-

(—2) 48,k (Yo S ) acetamide

N H N
e slaae )

vV e YY) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenylamine
e+ « il e Y V) pyridine 48ls) <as (Je V) methylene chloride (8 (Jse ol
(Jse Ao ++A < sl S ) +.7) phenylacetylchloride alasiuby Jadall dallas cucig (Jse
(site ol Jsmanll o385 5 Jl gl 550 5 m da die Jolil) Iuls s 5 3
4l Bl (e da die GlbS €Si0,) ey il fla g )Ss Adnll 4eliad] 5 )
sodall 4y jls play dmad Lda salS Yo (€l e Jgeanll (CH,Cly/HeOH il

JAVY sy

LCMS mv/z (/) = 419 (M+H, 100).

YA

Ve
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gLt :(0—\) e

«1-benzyl-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenyl]-urea

() Heb (£8 oS )

N N
£ A0
A
HZN%N ©/\H H%N
PO dslae dallee s

(p—aa V) ) ¢3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenylamine

1.1) benzyl isocyanate alaai wli (J— V) methylene chloride 4 (Jse o vV
J—d d\}kié_)ﬂ\b\);l;)amJcljﬂ\laglsg.gsjesai(dﬁgl‘, e VE ol Sie
Si0;) Uar—ss il flag S A gl debiad) &8 ) (Se e Jganlls 38 5 2
8aleS (£ €) S yall o J geanll (CH,CL/MeOH 4l dpguaill Jilo (e da jdie CilaeS

Jooy. ¢ uasy s jtiall 4 5la cliay dda

LCMS m/z (1) = 434 (M+H, 100). 'H NMR (400 MHz, Acetone-ds) 8: 8.04 (s, 1H),

7.57 (dd, J = 8.88 and 2.70 Hz, 1H), 7.48 (d, J = 2.67 Hz, 1H), 7.42-7.27 (m, 6H), 7.07
(d, J = 8.91 Hz, 1H), 6.26 (bs, 1H), 6.23 (d, J = 1.8 Hz, 1H), 4.45 (d, J = 5.85 Hz, 2H),
4.13\@, J =5.70 Hz, 1H), 3.77 (s, 3H), 2.70-2.64 (m, 2H), 2.52-2.41 (m, 4H), 1.58-1.51

(m, 4H), 1.46-1.38 (m, 2H).

: yhiaa :(‘L—\) Js
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1-{2-[4-[3-(2,4-difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -

pyrrolidine-2-carboxylic acid methyl ester

1-{2-[2-(2-methyl-2H-pyrazol-3-yl)-4-nitro-phenoxy]-ethyl } -pyrrolidine-2-carboxylic

acid methyl ester

‘é_h ) cana Yo ~) 5-[2-(2-bromo-ethoxy)-5-nitro-phenyl]-1-methyl-1H-pyrazole I
¢33 - H-DL-Pro-OMe 8L} &llb iy DIEA 4ilia) Cudi ¢(Ja ¥)  acetonitrile (8 (J 5
A anll el cad) o5 5 488 Yo 30 A VY die Gy Kie s sy Jelinl Ll aas
o Jsanll taatlly Leiiat s 4Dl ¢l 321 qaead 5 (5 ypiaad HPLC il e siles S

: e trifluoroacetic acid ¢ele

1-{2-[2-(2-methyl-2H-pyrazol-3-yl)-4-nitro-phenoxy]-ethyl }-pyrrolidine-2-carboxylic

acid methyl ester

JANELY M,}ua;.:cjlﬂ R Cu S

Y A"

\o
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LCMS mvz (%) = 375 (M+H, 100).

yacan’ Z(g,:'\—\) 3)1:&

1-{2-[4-amino-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-pyrrolidine-2-carboxylic

acid methyl ester

(z) &k
N (\N
cL T i
Os
SN = HoN =
o N ’ N
D datlae G

1-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-nitro-phenoxy]-ethyl } -pyrrolidine-2-carboxylic

acid methyl ester

Os— S —e palladium G 4 3ia LuaS Hlasiuly (Je V0) methanol (A cpae VO ‘)
— U rleull o525 argon pladiuly sl e Sl ¢ 55 &9 ((Degussa VARY PR
s 38520 5 A ys e LOL (DIa w8l R 3 Jsaall (o3 e hydrogen
Uit hax e iad e il @l 3 5 Sy . Celite A Jelial gl el 5 5 Ll

i Judd) trifluoroacetic acid pele (Ao J gaall 4diad

1-{2-{4-amino-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -pyrrolidine-2-carboxylic

acid methyl ester

Y AR

Vo
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JAY Aluasy gslll (b cy S
LCMS m/z (/) = 345 (M+H, 100).
D omast iz 1)) sska

1-{2-[4-[3-(2,4-difluoro-phenyl)-ureido]-2-(2-methyl-2H-pyrazol-3-yl)-phenoxy] -ethyl}-

pyrrolidine-2-carboxylic acid methyl ester

.(\Yo k_\S)A)

0o
0
- F. o 0
\Q\NLN%
FoHOH N

) oo dsanll (5) A&kl 2 dbay & L ABles 33 sl O ginll S je sl S

~0__0
?NS
O
HZN%
N /

VN

LCMS m/z (£) = 500 (M+H, 100).
pmiaad i(V-Y) JBe

(1H-benzoimidazol-2-yl)-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-

ethoxy)-phenyl]-amine

W a5k (141 <859

Y AR
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N N
&0 Oy &
N - Ny N.
\ N H \/N

H2N N
/

O
Br Br

o dals )
3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-ethoxy)-phenylamine

& (Jse Lo +.¥Y can «.40V) 2-chlorobenzimidazole (Jse Lo +.YA can vV 00)
Slasa delll s (s 5. g ke Y HCI (g (i sl Al <udi (Ja V) ethanol
HPLC il sl s S Al del uiad) o %5 38 i debu sad 2V AL die iy Saa
a8 (147) el o Jpnanll dantly Leiing s AaDlall ¢ a9 ppand o (5 jaian’

TV Aany b jieall 4 jlia e liay dla
LCMS vz (/) = 495 (M+H Br, 100), 497 (M+H ®'Br, 90).

Pre-tw :(/\-\) Jla

3-(1- 2-[4—[3-(4—chloro—phenyl)—ureido]-2—(2—methyl—2H—pyrazol—3-yl)—phenoxy]—ethyl }-

piperidin-4-yl)-propionic acid methyl ester

A" sk (10) ()

Q
ci o o) OMe
cl o o) - \Q\ 1
oL ’ N °
N7 N N, H H Np?
H H | N VN

YoAR
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1—[4-(2—ch10ro—ethoxy)-3—(2-methy1—2H-pyrazol—3-yl)—phenyl]-3—(4-chloro—phenyl)—urea

+.\ +A) 3-piperidin-4-yl-propionic acid methy! ester s (Js—e Lo+ YOV can 4.1 8)
DMA (o4 (Jse Lo 1.+ ¥ can +.V£Y) potassium  carbonate (dsa Lo +1FY (aa
S sl S lad Julall 485t Aol 0 2TV 04 e g S daily (U £10)

(FYA o oY TFA ele) S (V0)) oSl e Jsnsl HPLC

Exact mass calculated for CygH34CINsO, 539.23, found 540.4 (MH"). 'H NMR (400
MHz, chloroform-dg) &: 10.70 (s, 1H), 8.24-8.30 (m, 2H), 7.61-7.62 (m, 1H), 7.57 (broad
s, 1H), 7.34-7.36 (m, 2H), 7.20-7.22(m, 2H), 7.14-7.16 (m, 1H), 6.70-6.71 (m, 1H), 6.23
(s, 1H), 4.27 (s, 2H), 3.71 (s, 3H), 3.67 (s, 3H), 3.24-3.31 (m, 2H), 3.51-3.57 (m, 2H),

2.24v2.28 (t,J =17.33 Hz, 2H), 1.40-1.75 (m, 8H).

! daaaad :(‘\—\) b

(1-{2-[4-[3-(4-chloro-phenyl)-ureido] -2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -

piperidin-3-yl)-acetic acid

IIJH uf‘).]a (\ Vo L_.ISJA)

Y Y
Cl 0 o) Cl O OH
[N FodRgii oK §o o

v H
NN AN

P oe lie Jglaa )

Y«AR
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(1-{2-[4-[3-(4-chloro-phenyl)-ureido] -2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -
piperidin-3-yl)-acetic acid ethyl ester

+.¥) MeOH 5 (Ja +.9) TFA (o a8 (Jge o +.2OA can .o ¥A < TFA k)

V.40 caa +.v £ £) [ithium hydroxide, monohydrate 4ila) < (Ja » ¥) K0 (e

Aa) il A cand A58 £0 add Jadall (s iy (3 5a0 5 ) 5 da o e (Jge (oL

(74

Exact mass calculated for C,sH30CINsO4 511.2, found 512.3 (MHY). 'H NMR (400
MHz, methanol-d,) 6: 7.39-7.42 (m, 2H), 7.29-7.32 (m, 3H), 7.13-7.15 (m, 2H), 7.01-
7.03v¢m, 1H), 6.23 (s, 1H), 4.23-4.24 (m, 2H), 3.36 (s, 2H), 3.30 (s, 1H), 3.18 (s, 3H),
2.58-2.64 (m, 2H), 2.46-2.52 (m, 2H), 2.10-2.15 (m, 2H), 2.03-2.06 (m, 1H), 1.71 (s br,

2H), 1.54-1.57 (m, 1H), 1.01-1.04 (m, 1H).
! tas’ :(\ .—\) Jbe

4-(4-{2-[4-[3-(4-chloro-phenyl)-ureido] -2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl } -

piperazin-1-yl)-4-oxo-butyric acid methyl ester

IO Al (1Y S5

Cl O(\ UH Cl OK\U ©

/N N 0O "'OMe

YoAT

\o
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e olie Jglaa Y

1-(4-chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperazin- 1-yl-ethoxy)-

phenyl]-urea

VYTl S £ can 4.0 YO) DIEA 5 (dse olo v Y caa v ¥Y  HCL ol
€1 ¢aa +.+1Y) methyl 4-chloro-4-oxo-butyrate 4l <udi (Ja ©) THF (4 (J3e (o
Al g Al 5l Aa o ) Jalall A8 add L Ha die (Jge e Vo0 iy S
(VY1) Sl o Jseanll HPLC Cil_ys sila s Sy lall Ladall 485 cuch 4280 £0 50)

(/OY cax +.«Y¢ ( TFA G‘A) Q:\JS

Exact mass calculated for CogH33CINgOs 568.22, found 569.5 (MH™). '"H NMR (400
MHz%, methanol-dys) &: 7.50 (s, 1H), 7.42-7.45 (m, 1H), 7.32-7.36 (m, 3H), 7.15-7.18 (m,
2H), 7.05-7.07 (m, 1H), 6.28 (s, 1H), 4.29-4.30 (m, 2H), 3.64 (s, SH), 3.46-3.47 (m, 2H),
3.11-3.13 (m, 2H), 3.01-3.13 (m, 4H), 2.58-2.59 (m, 2H), 2.53-2.55 (m, 2H), 1.26-1.28

(m, SH).
fomans (VYY) Jhe

1-(4-chloro-phenyl)-3-[4-[2-(2,5-diaza-bicyclo[2.2.1]hept-2-yl)-ethoxy]-3-(2-methyl-2H-

pyrazol-3-yl)-phenyl]-urea

2 b (VY

YA

\o



5-{2-[4-[3-(4-chloro-phenyl)-ureido] _2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl}-

2,5-diaza-bicyclo[2.2.1]heptane-2-carboxylic acid tert-butyl ester

.J.__\C-(J._A Y) dioxane%j)‘ﬂyiHCl_,(dy‘;L, oY e A cTFACJA)
gﬂ\g&d}mﬂtﬂbjgw‘@hﬁéjd;:md‘}l:a&)aj\ﬁ_)\ﬁa;_)d

RVARDIRTEE A RS : (G YR < K (VYY)

Exact mass calculated for Co4sH7CINGO, 466.19, found 467.5 (MH").

twaad (VYY) Jbe

(4-{2—[4-[3-(4-chloro-pheny1)-ureido]-2-(2-methy1—2H—pyrazol-3-yl)—phenoxy]—ethyl}-

piperazin-1-yl)-acetic acid methyl ester

5 sk (Y S 5)

"Qk @LL“”“ "Lk m

YoAR
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P Gllie Jolae Y

1-(4-chloro-phenyl)-3-{3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperazin-1-yl-ethoxy)-

phenyl]-urea

he v € ¢Sl e £ caa +.OVY) DIEA 5 (dse glo + o)) cpa ¢ 0TV ¢« HCL L)
¢ 58 VY caa +.+)4) methyl bromoacetate AiL—a| cuai (Je ¥) THF (g (s
Yo saal Ay i 5 Ja a o) il R85 i Lo jina i (Jg e 1Y)
Ce S (Y0) S Gl Jseanll HPLC Gl ya ilas S pla) It 30 casi el

.(Z\’i FXS .+ oY ¢ TFA c-\A)

Exact mass calculated for CpgH3CINgO, 526.21, found 527.5 (MH"). 'H NMR (400
MHz, acetonitrile-ds) &: 7.78-7.89 (m, 2H), 7.77 (s, 1H), 7.54-7.77 (m, 1H), 7.43-7.48
(m, 3H), 7.25-7.29 (m, 2H), 7.06-7.08 (m, 1H), 6.49 (s, 1H), 4.33-4.35 (t, J = 4.55, 4.80
Hz, 2H), 3.84 (s, 2H), 3.80 (s, 3H), 3.75 (s, 3H), 3.46-3.48 (t, J = 4.55 Hz, 2H), 3.39-

3.41 (m, 8H).
! iasd :(W—\) Jba

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-3-(4-

chloro-phenyl)-urea

e Jganll (z17=1) I (17-1) Go il ghall o Jaiss =" 4y 5l (VY S )

. phenol

YA
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.6-nitrochromone _jaas? :(T\ YY) 55k

o o}
- | I
—_>
O‘ll\lr HoN
o) o}

0]

Ethyl acetate / methanol (4 (Jse e V+.0 « (.A Y) 6-nitrochromone (30 Jslae
*-0 ¢« Degussa-wet) Pd/C j—ise /0 dila) cudi ¢ argon b yelae (da Yo [daNev)
LCMS (y— J—S ;oddl ia ol ae L A hydrogen cilelis Jlay A (pn
palladium 3—ine Jad o %5 s tadll @l Y el ey slad Sl S s TLC
7 33 238 255 . methanol b LAl saldl Jue A ¢ Celite DA prad Ally 2dvial)
salS (79 ¢ ¢a> 1.0A) 6-amino-chromen-4-one e Jganll dnanall ol 5 g Al

Aatld o) jiin diden

LCMS m/z (/) = 162 (M+H, 100), IH NMR (400 MHz, CDCl3) 8: 7.79 (d, J = 5.96 Hz,

1H), 7.38 (d, J = 2.86 Hz, 1H), 7.29 (d, J = 8.88 Hz, 1H), 7.01 (dd, J = 8.80 Hz, 2.8 Hz,

1H), 6.26 (d, J = 5.96 Hz, 1H), 5.29 (s, 2H).

1-(4-chloro-phenyl)-3-(4-ox0-4H-chromen-6-yl)-urea takan’ :(«,4\ Y‘—\) 5 ghd
O. I Cl\©\ o 0)
|
HQNJ@Q NJLN@
H H 0

Yo o)
¢ (Js— e YA.T <aa ) 6-aminochromone (e (A" AY) ey e WD )

B3 (Jse slo Yeu0 caa Y'.Y) 4-chlorophenyl isocyanate 4ila} a (Ja Y+ +) toluene

YoAR
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— a5 ol W e g Je il s 350 205 Aol YA Bl (a0 5 e kil gl

e panll g e Jany A i) Cadad 54 . methanol
. }mi (35S (Z RPN °./\) 1-(4-chloro-phenyl)-3-(4-oxo-4H-chromen-6-yl)-urea

LCMS m/z (%) = 315 (M+H *°CJ, 100), 317 (M+H ¥'Cl, 32.2) 'H NMR (400 MHz,
DMS8O0-dy) 8: 9.09 (bs, 1H), 8.94 (bs, 1H), 8.29 (d, J = 5.99 Hz, 1H), 8.20 (d, J = 2.69
Hz, 1H), 7.81 (dd, J = 9.0, 2.75 Hz, 1H), 7.62 (d, J = 9.07 Hz, 1H), 7.52 (dd, J = 6.84,

2.16 Hz, 2H), 7.35 (dd, J = 6.85, 2.11 Hz, 2H), 6.33 (d, J = 5.98 Hz, 1H).

:M:(E\T’—\)S#

1-(4-chloro-phenyl)-3-[4-hydroxy-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea
QR0 O OO
/

NJKN@ NJ\N N,

. H H S H H | N

2 (Js—o e ¥V <2 V. £7) methyl hydrazines (s Bl 3 jmey cilie Jslas
1-(4-chloro-phenyl)-3-(4-oxo-4H-chromen-6-yl)-urea (,— J s 4il_af <ud pyridine
Joelal by da culis 5. @ Ve ads A 35 58l pyridine 2 (Jse Ja V.4 can Y.0)
30 —al da o Y elay 488y e 5 el saad 5 S0 5l jall A 0 die a0 5 s
5oal da 0 die Jelidl byl culis 5y 1 Jelil dads e el T ey L Adaadl
= g W o anall 443 Cudiy ¢ pyridine a5 Ay VA 3ad 5 Sl
0.1 «Y&+ = A 438 [Ja Y+) Varian Prep ¢ i (e HPLC aldas aladiuly 4345 3 DMSO
L ginall o 2Y) 385 5 L cpdlall isomers Juad o35 .( TFA/HL070.1 5 TFA/CH,CN

sl e (35mne (1EY can 1.VA) 2L £ e oy 3 Ledsiaty ool e



~ oy,
LCMS m/z (%) = 343 (M+H *Cl, 100), 345 (M+H *'C], 32.5). 'H NMR (400 MHz,
DMSO-dy) 5: 9.59 (bs, 1H), 8.72 (bs, 1H), 8.48 (bs, 1H), 7.43 (dd, J = 6.8, 2.07 Hz, 2H),
7.41 (d, J = 1.83 Hz, 1H), 7.28 (dd, J = 7.13, 2.09 Hz, 2H), 7.26 (d, J = 2.72 Hz, 1H),

6.89 (d, J=9.36 Hz, 1H), 6.21 (d, J = 1.84 Hz, 1H), 3.67 (s, 3H).
EETCCUR] R R et ) R VS

1-(4-chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-

phenyl]-urea.

ax .\) 1-(4-chloro-phenyl)-3-[4-hydroxy-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-urea

3 (Jse le V.V« VA can +.Y4Y) triphenyl phosphine 5 (Jse e +.Y4YY¥

G (Je YO) THF (& (Js0 sla V.4 99 an o) YV) 1-(2-hydroxy ethyl)-pyrrolidine
(BB Y Baa pdaw (U (e VY 0 G LYY ¢) diisopropyl azodicarboxylate 3alia)
ae Glelw £ saal J€ a4l g Al 5l da 0 ) Jelall Jads A5, ran s
Pl uly 4 985 DMSO (& il Y Cadiy THE s o5 155S0) 55 yall da

201 Yeo =} 534 a8 [0 o (3825) Varian g 9 (s (§_j1—an’ HPLC Al
gload) oy il o dygmal ol 1Y) yas 55 (1 TFAH,070.1 § TFA/CH,CN

Tt Qi) S10; o 3gee il silas S plaialy Aslh A i@ ol i iga)

YA

Vo
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¢) 329 yi5 4 5 (DCM 3 methanol /10 J) DCM & methanol /) :dumis
sotaall 455 3l it ol Aae Adia 3ale o Jseaall gl e 4 gial

LAl

Pmasd (—a) Y=Y ) s ghad

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl}-3-(4-

chloro-phenyl)-urea.

) "0
CI\@\ o O / C|\©\ o O /
NJ\N N, NJ\N N,
H H | N H H LN
cl

PO Jslae Y

1-(4-chloro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-

phenyl]-urea

(o vk i) N-chloro succinimide (3—e Js—Iae A8zl <2 43 3 4 methanol Q‘A ¢
methanol j—&8 a5 a3 (438 T+ 3aal Jelill lds (i 54 . methanol L_,,A’(n‘“\‘\o
Z\O :t_:u_’tlﬁ:%:m_;a:\ df\L_u:M silica i g &-ﬁ‘);j.'ﬂ.n_,_)s ?\A;_\.u:" La ;’_s.x.m.‘”.' | «'a__@.ﬁ &:..\A:'l"

ot wy 8L ghiaigmilll o 4 gal BENY 255 5. DCM & methanol

: e Jguanll

1-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(4-

chloro-phenyl)-urea

YA

Vo
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B _hall 4 )l e Ly didia 5alS (77A (2 00 0) (VY oSl

LCMS m/z (1) = 474 (M+H ¥*C1 ¢, 100), 476 (M+H *C1 ¥'Cl, 81.7), 478 (M+H *'CI

Ty, 11.2). '"H NMR (400 MHz, DMSO-de) 8: 8.83 (bs, 1H), 8.73 (bs, 1H), 7.61 (s, 1H),
7.54 (dd, J = 2.65, 2.69 Hz, 1H), 7.46 (dd, J = 2.06, 2.11 Hz, 2H), 7.37 (d, J = 2.7 Hz,
1H)¢7.31 (dd, J = 2.09, 2.04 Hz, 2H), 7.16 (4, J = 9.03 Hz, 1H), 4.2-4.0 (bm, 2H), 3.65

(s, 3H), 2.7-2.5 (bm, 2H), 2.4-2.3 (bm, 4H), 1.7-1.5 (bm, 4H).

. -~

:_)...\.;4;_1:(\ i"\)é)d&o

1—(2,4-diﬂuoro—pheny1)—3—[3-(2—methyl—2H-pyrazol-3—yl)-4—(pyridin—2—ylmethoxy)-

phenyl]-urea
(YA &S 1)
P omaad (1 6-1) 5k
(g A3 k) 2—[2—(2-methyl-2H—pyrazol-3-yl)-4-nitr0-phenoxymethyl]—pyridine

-
OH \N l
0 N 0
1 / -
0 O\w
O

/N\N + //
NN

e £ aaa Vo) 2-(2-methyl-2H-pyrazol-3-yl)-4-nitro-phenol : (e Jala TP
(Js—o e +.00 ¢p—>e ) £ +)2-bromomethylpyridine hydrobromide Loy (J5—e

J sk ;\ v+ die (s £) DMSO & (Use sl V.10 cans YoA) potassium carbonate 4

YeAR
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Ol A ddia 30l Olsiedl (S 5 yé 8 HPLC o sile g 5Ss ?tsjl a0 L Jll)
(//\\ ‘p3a \0/\)

Exact mass calculated for C;sH;4N4O; 310.1, found 311.2 (MH").

HEPYOI N :(u._s\ i"\) 5 ghad

(48 k) 3-(2-methyl-2H-pyrazol-3-yl)-4-(pyridin-2-ylmethoxy)-phenylamine

7 1 N7
Sy I P
O - - O
0 N
~NF
N // HoN \ N
N~-N /

e dslaa

TV cans \0/\) ¢ 2-[2-(2-methy1—2H—pyrazol-3—yl)—4—nitro—phenoxy—methyl]—pyridine

Bsaue iy 48l s (Ja V) aade ammonium chloride (de ¥) THF i (Use e
Vo Baals ol Aa 5y Gl v il Culin 5.0 ia die (e e Y. (ane Y4Y)
O il e o Jpasll g jie by 8 Jolal 3855 & L Celite JA el 5 & 4380

X VARKIFPPOR FIH B VIS X1 IX
Exact mass calculated for C1sH;sN4O 280.1, found 281.4 (MH").
HEPCe- | :(E\ i—\) b ghd

1-(2,4-difluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3 -y1)-4-(pyridin-2-ylmethoxy)-

phenyl]-urea

YA

Vo
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(YA S 59)

N7 N
l/ l/
S O
i O O
N
HoN N N N Y
: (N ' !

5ol e Jganll (5) Ayl 3 Abas x5 Lol ABLas 26y jhy (f giadl S ja pimad

5 yinall 4 jlis glimy ddia

\Z\

'"H NMR (DMSO-ds, 400 MHz) § 3.68 (s, 3H), 5.20 (s, 2H), 6.31 (d, J = 2.02 Hz, 1H),
7.04-7.06 (m, 1H), 7.18 (d, J = 8.34 Hz, 1H), 7.27-7.34 (i, 2H), 7.37-7.47 (m, 4H), 7.87
(dt, J=2.02, 8.08 Hz, 1H), 8.00-8.07 (m, 1H), 8.48 (s, 1H), 8.59-8.60 (m, 1H), 8.98-8.99

(m, 1H). Exact mass calculated for Co3H;0F,NsQ, 435.2, found 436.4 (MH™).
i maad (VoY) Jba

2-(4-chloro-phenyl)-2-hydroxy-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-

ethoxy)-phenyl]-acetamide

Foa Bk (10 S0

0 0

:QAIJ' s ..?.3
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(a0 Vs ~) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenylamine
Y+ +) HATU 5 (Js— (o +.0Y0 cane 4A) 4-chloromandelic acid 5 (Jse Lo +.¥0
Al ke e°° v die (Jea 1) DMF 48 (e +.0) triethylamine 5 (Jse (sie +.0Y0 cana
caaa V) Dolia Caal 33lS (o ginll (€ 30 58 6l HPLC Gl ya sile 5 )5S HlAl dan s

(%ve

'H NMR (DMSO-ds, 400 MHz) 8 1.60-1.73 (m, 2H), 1.84-1.91 (m, 2H), 2.80-2.90 (m,
2H), 3.22-3.30 (m, 4H), 3.65 (s, 3H), 4.25 (t, J = 5.05 Hz, 2H), 6.26 (d, J = 1.77 Hz,
1H), 7.17 (d, J = 9.09 Hz, 1H), 7.39-7.46 (m, 2H), 7.51-7.53 (m, 3H), 7.67 (d, J = 2.53
Hz, 1H), 7.80 (dd, J = 2.78, 8.84 Hz, 1H), 9.50 (s br, 1H), 10.0 (s, 1H). Exact mass

calculated for C24H27C1N403 454.2, found 455.4 (MH+)

D msand :(\'l—\) I

3-methyl-but-2-enoic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-

ethoxy)-phenyl]-amide

-“(3“ z‘:q:t)k (\ .u.k (__\S‘)A)
. 5O
/
N

O
0] 0
Q / —_—
[«]

Br

Ia.}.“’.at_\m' X

Y AR
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3-Methy1—N-[3—(2-methyl-2H-pyrazol-3—yl)-4—(2-pyrrolidin-l—yl—ethoxy)-phenyl]-

butyramide

Y) DMF‘é_%(dHL?_\A -5 C?M\')NBS ?\J:.:\u\.}(d}ag_h N -31 c(m;AY~)
J:\S}_'\JHPLC U‘J:-ﬂl_an")&?hl‘z\:ﬁﬁ&'_\i\wﬁcb'&.\.«.‘a&)ﬂ"&)\ﬁthm(&

.(ZYO c?’;n'\)ﬁ)ﬁgaﬂ:’g)hb;h'a}g%h'&ﬂ.éo‘)w‘ uSJA

Exact mass calculated for C,;H7BrN4O; 446.1, found 447.2 (MH").

D omaad (VY-Y) Jle

LY R

Sy agy sk 4-bromo-5-[2-(2-bromo-ethoxy)-5-nitro-phenyl]-1-methyl-1H-pyrazole

Br Br
0 O
—_— Br
O~‘N+‘C((> -O‘N+ =
1 1] /
N=N N~

PR S EQUET P

‘_rla WY e Y ) 5-[2-(2-bromo-ethoxy)-5-nitro-phenyl]-1-methyl-1H-pyrazole
L « DMF s J— ¥ & (‘ﬁ& Y odge ula . .'H) N-bromosuccinimide (d}»
aladinly Aadlail g celally Jeldll ada aledf o34 gy Saall A EA Y AW (f\ .o
You) el jia Adia 50l ) inl S 3o o Jpaall ¢ jie Jaug A 4ddas g Bthyl acetate

(LAY cpna

Y« AR

\o
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'H NMR (400 MHz, CDCl3) 8 3.53-3.64 (m, 2H), 3.78 (s, 3H), 4.38-4.49 (m, 2H), 7.11
(d, 1H), 7.57 (s, 1H), 8.23 (s, 1H), 8.39 (d, 1H). Exact mass calculated for

C12H11BI'2N303 402‘9, found 406.1 (MH+)

P omaad 1(VAY) A8 Jhe

pentanoic acid {3-(4—brom0—2-methy1—2H—pyrazol—3-yl)-4—[2-(4—hydroxy—piperidin—l—yl)—

ethoxy]-phenyl }-amide
S Ak (\Vﬁ usf)

L L
O g OH ——4m8 —— o) o | OH
HZN% \/\)\N%N

/N\N Br

oo i (paid
1-{2—[4-amino-2—(4—bromo—2—methyl-ZH-pyrazol-3—yl)-phenoxy]—ethyl}-piperidin—4—ol

(d)_n‘rla « 10 ca e Y/\) valeric anhydride J(JJ—AF—L‘ AV e s °')
G LB Y v saal ATAY e Ciygg Soe B (e V) DMF (& (Ja +.)) triethylamine 5
‘p—a \‘V) c.\)La.az\_.\l_aAB.)LAS C sl S 5a 8 ol HPLC sy gile s S e\;ﬂ&eﬁﬂ

.(Zio

'H NMR (DMSO-ds, 400 MHz) § 0.90 (t, J = 7.33 Hz, 3H), 1.33 (quar, J = 7.58 Hz,
2H), 1.47-1.51 (m, 1H), 1.57 (quin, J = 7.58 Hz, 2H), 1.68-1.90 (m, 2H), 230, J=
7.33 Hz, 2H), 2.75-3.30 (m, 6H), 3.40-3.43 (m, 2H), 3.70-3.71 (m, 3H), 3.85-3.90 (m,

Y«AR
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1H), 4.22-4.50 (m, 2H), 7.22 (d, J =9.35 Hz, 1H), 7.53 (d, J = 2.53 Hz, 1H),7.64(d,J =
8.84 Hz, 1H), 7.76 (dd, J = 2.53,9.09 Hz, 1H), 9.37 (s, br, 1H), 9.98 (s, 1H). Exact mass

calculated for C,Hz BrN,O; 478.2, found 479.3 (MH").
D omand 1(V4-Y) P8 JG.
pentanoic acid [4-[2-(4-hydroxy-piperidin-1 -yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)- °
phenyl}-amide
.(Y VS _)A)
P masd :(M—\) 3 sha

"' 434 4k 4-(2-chloro-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine

;r (‘CI
o) - - o}
J AL d
. N | N HaN LN
L e daa (i

(p—3a €0 ~) N-[4-(2-bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide
VoL 3o Gy S dadli (Ja £) THF (& (da +29) S5 HCL 5 (s e 1YY

o K il e e Jpemnll e Jaug AN 3B 5y AR Y 5ad

GJL_'\X\ (-.hs::_u\ 19 Exact mass calculated for C1,H;4CIN;O 251.1, found 252.0 (MH" Vo
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tomasd (G 4-Y) seka

pentanoic acid [4-(2-chloro-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-

amide.

Cl Cl

—_— O

(0]
/
NI. \/\)I\N \ N‘N
H /

HJM(U&)BM‘@&AMJ?B\AS&W@JLJU‘M\ t_as‘),o_):\maﬁeﬁ

chay 3\_\134 3ale

'H NMR (CDCls, 400 MHz) & 0.95 (t, J = 7.33 Hz, 3H), 1.43 (quar, J = 7.58 Hz, 2H),
1.72 (quin, J = 7.60 Hz, 2H), 2.40 (t, J = 7.58 Hz, 2H), 3.72 (t, / = 5.31 Hz, 2H), 4.04 (s,
3H))4.25 (1, 2H), 6.25 (d, 1H), 6.98-7.00 (m, 1H), 7.44 (s, br, 1H), 7.59-7.60 (m, 1H),
7.64-7.66 (m, 1H), 7.81 (d, J = 2.53 Hz, 1H). Exact mass calculated for C17H2,CIN3O3

335.1, found 336.3 (MH").

D iz VA7) sk

pentanoic acid [4-[2-(4-hydroxy-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-

phenyl]-amide

S 5sha (Y0¥ oS 50)

Yo AR
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[ S S\
(0] O
O / - . 0 / OH
\/\)LN N. \/\)LN N\
H LN H W

:L}AI'S. 4 ,é

° ~) pentanoic acid [4—(2—chloro-ethoxy)-3-(2—methy1—2H-pyrazol-3—yl)—phenyl]—amide
potassium s (Js—s lo + VA cpe \A) 4-hydroxypiperidine (Use slo v V0 cana
s tetrabutyl ammonium iodide (s A8 AaS s (e Lo+ YYO caas ¥1) carbonate
Gl ey s A A5 Cast el Y0 Badd TV o e 2l Gy Sie B (Je V) DMF

.(Z/\O Cana 0\) 1.;}1__\&*@33\‘5 u\}al\ t_\S)A _);ﬁjﬂHPLC

'H NMR (DMSO-ds, 400 MHz) 8 0.89 (t, J = 7.33 Hz, 3H), 1.30 (quar, J = 7.58 Hz,
2H)) 1.40-1.48 (m, 1H), 1.54 (quin, J =7.58 Hz, 2H), 1.66-1.82 (m, 2H), 2.28 (t, J =
7.33 Hz, 2H), 2.82-2.89 (m, 1H), 3.05-3.09 (m, 2H), 3.19-3.22 (m, 1H), 3.39-3.45 (m,
2H), 3.64 (d, J = 2.53 Hz, 3H), 3.85 (s, 1H), 4.11-4.18 (m, 4H), 6.25 (dd, J = 2.02, 5.05
Hz, 1H), 7.16 (d, J = 9.09 Hz, 1H), 7.45 (dd, J = 2.02, 5.31 Hz, 1H), 7.55(d, J =2.78
Hz, 1H), 7.66 (dd, J = 2.53, 9.09 Hz, 1H), 9.23 (s, br, 1H), 9.91 (s, 1H). Exact mass

calcutated for CyyH3N4O3 400.2, found 401.3 (MH").

g LSl o gISH JASY Alall 6l ) H(Y oY) J

() ok 5-[2-(2-bromo-ethoxy)-5-nitro-phenyl]-4-chloro-1-methyl-1H-pyrazole

Y AR
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(\Br (\Br
O 0]
Cl
O¢N+©;/> O\\N+ //
\ L
O /N~N O N=-N
e dld ol 5

5—[2—(2—bromo-ethoxy)-5-nitro-pheny1]—l-methyl—lH-pyrazole and N-chlorosuccinimide

Yoo (1880 ) edse (e V8 ¢) N-chlorosuccinimide (Use Lo V.81 caaa £V4)
aadaiady oLl Jalal sled) Jig .ciygg Saall 8 ABES Y 34l ;\ v+ 2ic DMF Je
o) jia Al a 30l () gl S e e Jspasll & sie lauy 8 4ddaiy Bthyl acetatec

(LAY cane £1Y)

' NMR (400 MHz, CDCL;) & 3.61 (t, 2H), 3.78 (s, 3H), 4.44 (t, 2H), 7.13 (d, 1H), 7.57
(s, 140), 8.23 (s, 1H), 8.40 (d, 1H). Exact mass calculated for C12H,#'BrCIN;0; 359.0,

found 362.0 (MH").
HEPtTe-tN :(Y\—\) (43_) Jla

1-[4-(2-azetidin-1-yl-ethoxy)-3 -(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,2-difluoro-

benzo[1,3]dioxol-5-yl)-urea

I 3k (AY o859

Vo
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G, 0
- O /
/CLL/ —Q' }—C| QNJ\H \ Nﬂ\l

1,2- o8 (J3—s (Lo +. Y00 caaa O} .0) 4-nitrophenyl chloroformate (e Jslae ()

5-amino-2,2-difluoro-1,3-48L ) <asi (s Sse ©+) pyridine 5 (Je ¢) dichloroethane

p dili) i el ey (dse e +-YVO il Saa TY) benzodioxole

(4 iV.i) 4-(2-azetidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine
an oL Al Jsh sl e (J= ©) 1,2-dichloroethane &8 (dse Lo v 1 EY
Sl e dyaalliﬁ.}au}‘;@m‘ adald o5 . HPLC ) gila g Sy Aanlall salal)

.(Z°~ R i~.V) QL\.A:\:’ :L.xLA'BJ\AS (/\V)

LCMS mv/z (/) = 472 (M+H, 100), "H NMR (400 MHz, DMSO-ds) §: 8.96 (bs, 1H),
8.73 (bs, 1H), 7.65 (d, J = 2.10 Hz, 1H), 7.47-7.41 (m, 2H), 7.36 (d, J = 2.71 Hz, 1H),
7.30 (d, J = 8.74 Hz, 1H), 7.10-7.02 (m, 2H), 6.22 (d, J = 1.84 Hz, 1H), 3.89 (t, J = 5.51
Hz, 2H), 3.67 (s, 3H), 2.98 (t, J = 6.92 Hz, 4H), 2.60 (t, ] = 5.47 Hz, 2H), 1.86 (quintet,

J =690 Hz, 2H).

Pomand (YY) P8 Jhe
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1-[3—(4—bromo-2-methy1—2H-pyrazol—3-yl)-4—(2-pyrrolidin-1-yl—ethoxy)-phenyl]—3-(4—

hydroxy-phenyl)-urea

ros K (Y0 <S5
0
| N

(\'D 1. N/

' Si HO

E0 " X GOm0y g 00

HoN N, - > NJ\N N,

2 | /N triphosgene H H ,
2. TBAF Br

Br

AL ) casi (o ) THF (B (dse o +00 1T e V4.Y) triphosgene (e Jslae o
ms (Js—e e VIV caaa EA £) 4-(tert-butyl-dimethyl-silanyloxy)-phenylamine

il cad el

3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenylamine

V++) triethylamine dila) L1 aiig (o ©) THF (dse slo # VY paa TY.Y)

i gy o 2ol 350 A5 ) gk olE ]y B T ey (e -
G e gdaa) @l Yy (Je 10) THF (& (pae Ar) Jsdmell cu 3l 4N i . HPLC

Jap 13 585 Ay (Use e +V10 ¢ Y ga ) THE Jslae (e da +.1710) TBAF 4ils)

1Y ¢ il Aisd Bl ) Si0;  gee ol ya sl g S5 4AAT Cadd Cu ) ohel Laa (Jelal
elcan Al a 53L& (Y0) € yall e Jsaasll ( dichloromethane A+ | methanol

.(ZW cana ov.*r) Vo

LCMS m/z (/) = 500 (M+H "°Br, 100), 502 (M+H ¥'Br, 89), 'H NMR (400 MHz,

DMSO-ds) 8: 9.03 (s, 1H), 8.59 (bs, 1H), 8.35 (bs, 1H), 7.59 (s, 1H), 7.51 (dd, J = 8.97,

2.71 Hz, 1H), 7.33 (d, J = 2.70 Hz, 1H), 7.20 (d, J = 8.86 Hz, 1H), 7.12 (d, J = 9.04 Hz,

YoAR
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1H), 6.67 (d, J = 8.85 Hz, 1H), 4.13-4.04 (m, 1H), 4.04-3.95 (m, 1H), 3.66 (s, 3H), 2.77-

2.66 (m, 1H), 2.66-2.57 (m, 1H), 2.41-2.30 (m, 4H), 1.65-1.55 (m, 4H).

! et :(YT’—\) Je

. |Iiil| Lot

43, )k 2-(tert-butyl-diphenyl-silanyloxy)-4-chloro-phenylamine

S — XE0

tert- 5 (Js—s —Lo 1.1Y (4= +.4£4) 2-Amino-5-chlorophenol b K
V4.7 e ) YY) imidazole s (Jse (Lo 2. «Je Y.0) butylchlorodiphenylsilane
b Gy e sl Jelil) bla 585 2 ol 530 3y (s ©) THE (i (e o
/oo [ dichloromethane 780 A dg i JAu) Si0; dgee oy gila g S, 4lats

:&d@i}ah;&eﬁd\q@@.(hexmes

ca—aa VAL .Y) JL_J..J <y S 2-(tert-butyl-diphenyl-silanyloxy)-4-chloro-phenylamine

VAR

'H NMR (400 MHz, DMSO-ds) 8: 7.72-7.64 (m, 4H), 7.55-7.43 (m, 6H), 6.71 (d, J =

8.45 Hz, 1H), 6.65 (dd, J = 8.46, 2.27 Hz, 1H), 6.10 (d, J = 2.26 Hz, 1H), 1.05 (s, SH).
Y AR
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Prre-tu) 2(Yi—\) Al

“*

.'L,j“ 44, b .5-(2-methoxy-5-nitro-phenyl)- 1-methyl-1H-pyrazole

1. n-butyl lithium l

- 2. zinc chloride 0

N‘N/ g =

s 3. OgN | 02N /
OMe

& (Je Vo o) THE (B (Use (le VY. € caa ©.1Y) N-methylpyrazole (so Jslae 358 a3

(Use olo TAA «Ja YV.0) hexane (4 JY 5o Y.0 n-butyllithium il Cudig a VA=
N 5 +.0 zinc chloride b} i i3 ) jal) da 3 el 2ie 4352 Y a) il aay g

t b Ve ) zincchloride s (se (gbe OF-0 «Ja ) +V) THF (2

A 3l 5 ya Aa ) dadll A% ey (e e V0T (e Vo.Y) diethyl ether
A ayg (Js—s oL 1Y € i \V.i) 2-iodo-4-nitroanisole A8} &g
PR TR ESU  JCYPIN (PP PR PR RTES Y.1) tetrakis(triphenylphosphine)palladium
Ethyl acetate —— 4A—add%u] 9 )50 ) Sa b 2t Jslaall OS5 0 delu Yo sadl
4sd 5y magnesium  sulfate oy drxasall 43 piaall il Cdal 5L oale Jslaas
o Al Gad 5l Jusd g ¢ hexane A8l i Agdall okl a5 oy s Wioa 058 S

: e Jgaall Ethyl acetate [ hexane (e V 1V Apudy 2L hdsy alue

(708 e o Y19 o A.1) ¢ 5-(2-methoxy-S5-nitro-phenyl)-1-methyl-1H-pyrazole

el o) ) Alia saleS

YA

\o
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LCMS m/z (1) = 234 (M+H, 100). "H NMR (400 MHz, CDCl;) &: 8.34 (dd, J =2.8,9.2

Hz, 1H), 8.19 (d, J = 2.8 Hz, 1H), 7.56 (d,J = 2.0 Hz, 1H), 7.08 (d, J = 9.2 Hz, 1H),

6.31(d, J = 1.6 Hz, 1H), 3.96 (s, 3H), 3.74 (s, 3H).

o) A aemat (Yo ) (i

-

" \" 44y 4k . 4-methoxy-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine

Y£.) caa V.40) ¢5-(2-methoxy-5-nitro-phenyl)-1-methyl-1H-pyrazole - (s Jslaa A

A5y Geama kil m) & (J—a YO ) acetic acid —3 (Js— e
) dayy (38 V¢ Bael B alen 3 250 aa sl sl o (Jse e VYA @ VYY)
a5 . Celite D3 e AL Adiall o gall Joad 8 &5 oAdall 3 s Aa e ARE Y Badl
Al Aga L) Si0, asee il gl s Sy (SRSl AT ek Bl @l 55 5

. e Jsasll (Y 1Y+ methanol / methylene chloride

(s glo YV € aa £.Y¢) «4-methoxy-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine

oy S (Y
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LCMS mv/z (1) = 204 (M+H). 'H NMR (400 MHz, CDCl) &: 7.51 (d, J = 1.8 Hz, 1H),
6.83 (d, J = 8.7 Hz, 1H), 6.76 (dd, J = 2.8, 8.7 Hz, 1H), 6.62 (d, / = 2.8 Hz, 1H), 6.22 (d,
J=1.8 Hz, 1H), 3.74 (s, 3H), 3.73 (s, 3H), 3.24-3.55 (broad s, 2H).

: Jas gl S gall juiaat :(Y'\—\) Jba

AR i3y yh 1-[3-(2-methyl-2H-pyrazol-3-yl)-4-hydroxy-phenyl]-3-(4-chloro-phenyl)-urea

cl o cl o OH
O —— OO0
H H | N H H y

Doe s N

1.Y °) 1-[3-(2-methyl-2H-pyrazol-3-yl)-4-methoxy-phenyl]-3-(4-chloro-phenyl)-urea

«Ja) +) tribromoborane il sl (e 00 v) dichloroethane 5(dse Lo VWA (o
A iy o sl ey Al 5 m A (ol Tadal A5 ey (Uge o Vo3
3y ammonium hydroxide (s dads ddlia) Cudy b alea Ll a0 5 o gy
Aaiuly At s e () B8 8 5 gy 0S8 (o Voo 5o ol el
elally lelut 5 el Al Sl shll 8 ddall salall Juad 239 <ol s methylene  chloride

D e Jsanll

1.4Y) 1-[3-(2-methyl-2H-pyrazol-3-yl)-4-hydroxy-phenyl]-3-(4-chloro-phenyl)-urea
e.\..\.;ﬁ_.uxb I randl g ianll J\Jl:%” N ?'3 .(ZV\ ¢ ge glq VYLV celin /9. Cax

Do i) il e Jpanll s 5SSy Leasd 55 MgSO,

YA

Vo
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bal— S 1—[3—(2—methyl-2H-pyrazol—3-yl)—4-hydroxy—phenyl]-3—(4-chloro-phenyl)—urea

39 4S) Alpaall calSy (AYA (Jsa o £.99 caa V.VY) eliay Bha

LCMS m/z (1) = 343.1 (M+H). 'H NMR (400 MHz, CDCl3) &: 9.60 (br s, 1H), 8.78 (s,

1H), 8.53 (s, 1H), 7.48-7.42 (m, 3H), 7.32-7.27 (m, 4H), 6.91-6.89 (m, 1H), 6.21 (d, J =

1.8 Bz, 1H), 3.68 (s, 3H).

D mash :(YV—\) I

1—[3—(2-methy1—2H—pyrazol-3-yl)-4—(morpholin—2-ylmethoxy)-phenyl]-3-pheny1—urea

Sl 38l (VY E oS )

5
CI\©L 0 O
N

——eee
N)l\ N
N N
N-N H H |,

2—[4-[3—(4-chloro-phenyl)—ureido]-2-(2-methy1—2H-pyrazol-3-yl)—phenoxymethyl]-

morpholine-4-carboxylic acid benzyl ester

cZ\~) L')_,__USGXQPd:GL'A‘\CAAEc(dA °) methanolgi(d}agh YA ¢€..>.AY'~)
(Osll—) hydrogen (r s> b Jaldd (i B5 (g o o0 VE cpma 00 ¢ THO AL

sy Celite (DA e il Aboall 3 pall Jus 35 - icbo 3aad 2652l 5 ) 5 By i

Vo
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L) eloay Lbia 3aleS (VVE) S e o Jsaall HPLC <8 ja ol g S Jaalall) dan
.(Z‘“\ cdy ‘;L N R Cana 4.A ¢« TFA
LCMS m/z (Z ) =408.5 (M+H). 'H NMR (400 MHz, MeOH-d,) 8: 7.43-7.38 (m, 2H),

7.32-7.30 (m, 3H), 7.20-7.16 (m, 2H), 7.00 (d, J = 8.9 Hz, 1H), 6.99-6.90 (m, 1H), 6.23
(s, 141), 4.01-3.98 (m, 3H), 3.88-3.85 (m, 1H), 3.72-3.69 (m, 1H), 3.65 (s, 3H), 3.14-3.09

(m, 2H), 2.98-2.92 (m, 1H), 2.79-2.73 (m, 1H).

Juasd boronic acid and copper(Il) acetate :(YA—Y) Jta
[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-(4-chloro-
phenyl)-amine

-“_ji“ 2‘33} (‘u .0 C_\S)A)

(O _ 0™ ) oE0

O
N > \©\ rll
HoN { ;N Cu(OAc),/ TEA / CH,Cl, H { ;N

Cl Cl

Do s s

3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine

e +.YY caa +. . ¥0) 4-chlorophenyl boronic acid 5 (Jse e +-10 ¢pa v.10)
«Je +.+£Y) triethylamine s (Js—s o +.10 con + 0 YVY) (IT) ulas i g (J 5
o5 Aela €A 5ad A8 jall 5 ) s da 0 e «(Je ¥) methylene chloride 4 (Jse o +.¥
HPLC il sia s S Agill el nd) o ola il Ll Jeaall Jolilh Bls 35

Y oAR
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Q_SfHTFAC_JATchyAJMQw_Q}s)LM\ o) 321 apand 5 (g piand

./V\.V :L‘ém.i u)m %J\AJ&.}L@BJ\AS (T‘~°)

LCMS: Exact mass calculated for CooHpsCLLN4O; is 446.13, found m/z = 447.1 (M+H).

D aasd gl el A 1(Y4-Y) Jte

1-[3-(4—bromo-2—methyl-2H—pyrazol-3—yl)—4-(1-methyl-piperidin—4—y1methoxy)-phenyl]—

3-(4-chloro-phenyl)-urea

S d sk (YO (S 5)

NH N7
RS p
NaBH(OAc)3
"'O 4, oo @

N N N.
H / \ /N
Br Br

f e dadd Al G

1—[3—(4—bromo—2-methy1—2H-pyrazol—3—yl)—4—(piperidin—4-ylmethoxy)—phenyl]—3—(4-

chloro-phenyl)-urea

e v VA cda vrvo o Sl Jslas /YY) formaldehyde 5 (Jse Lo +-+ 7 > v Y)
+.+Y0) triacetoxyborohydride Js—laa alaas uly ¢(Je Y) 1,2-dichloroethane 8 (Jse
J gt argonQ_A};L_giéﬂ\BJ\ﬁﬁ\;ﬁm@u\ i 3 (e Lo+ VY

Juad 20 9 4xuia sodium bicarbonate alaaiuly alut 5 Ethyl acetate plasiuly 48eas 5 (Jll

‘_;.9 d)ma.“ L&_);\S_)SJ Lg.a:hil):i_g 2\:6\4 Y sodium sulfate a‘.ﬁ;&u&b \.3.13&;3} z\e}mal‘ M‘

YA

<}
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55Ul o321 maend oy g piaad HPLC il a siles Sy Agull dchind) & pla @il

A amay ol can Al a3l WS (YY0) oSl TFA e (o Jpanll anilly Ledsdad
Jotly

LCMS: Exact mass calculated for CosH,7BrCINsO, is 531.10, found m/z = 532.2 (M+H).

tmaad (YY) Jhe

N-{3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4- [2-(4-methanesulfonylamino-piperidin-1-

yl)-ethoxy]-phenyl }-3-trifluoromethyl-benzamide

el Aay k(YO (S )
. )\
CLNHZ N @N“

Cl

DAY

N—[4—[2—(4-Amino—piperidin-1-yl)-ethoxy]—3—(4—chloro-2—methyl-2H-pyrazol—3—yl)—

phenyl]-3-trifluoromethyl-benzamide

M.@MBPEJJJE@(& Y) DMA ‘:sﬁ(d_,.aglc oYY (> ~.~\“/\)
Jelill hds calds A4 (g o V) can e + Ao} Methanesulfonyl chloride Al
(J—AD)NaHCO3u_UL§.\$j\ géhaljdc\i\“ _):\S}?ﬁd;\m d‘}.l::té)ﬂ\ﬁj\_);:\;‘)d.ﬁc

By s el GadAT W) 5 Ciiad 5 (de Yo X Y) BtOAc b Jolaall edlasd &
YA

\o
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e Jyanll gy wma’ HPLC il ya sile s oS Wity 1 58 S5 Lo A (NazS0.)
.¢L'A:L}3._A.‘m$.3\.AS¢ TFAC_‘AZVO ‘d‘}‘g.sl‘ N Cax ~.~\‘1) u‘}uj\ c_\S_)A
LCMS m/z (/) = 600 (M+H>CL, 100), 602 M+H'Cl, 36). "H NMR (400 MHz,

DMSO-dg) & : 10.54 (s, 1H), 9.30 (s, 1H), 8.30 (s, 1H), 8.26 (d,J = 8.0 Hz, 1H), 7.97 (m,
2H)$7.80 (m, 1H), 7.72 (d, J = 2.6 Hz, 1H), 7.68 (s, 1H), 7.31 (m, 1H), 4.40 (m, 1H),

4.32 (m, 1H), 3.69 (s, 3H), 3.50-2.90 (m, 7H), 2.95 (s, 3H), 2.00-1.50 (m, 4H).

: yuaa :(V\—\) JBa
1—(4—Chloro—phenyl)-3—[4—[2-((R)-1—methyl—piperidin—2-y1)-ethoxy]-3—(2—methyl—2H—
pyrazol-3-yl)-phenyl}-urea

S A8 )l (YOF oS )

HE|3oc Hl\llle
02 00T — O O
N N
N . N”N :
N LN H H LN
Al

2-{2-[4-[3-(4-Chloro-phenyl)-ureido] -2-(2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl}-

piperidine-1-carboxylic acid tert-butyl ester

THF 3 Ny ) LIAIH, o dotae ) (Js—s Lo+ £7E o na YE2)
sie Jelil i s 5 .o e die (Ja V+) THF 5 (Jse o ¥-6VY «da T.EVY)

s gLl pLal delil) hls sled) o5 cilelu A 3adl RS BN EGUNF PN

Y AR

Vo
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Yoosaal Ad el 5 s Aad e (il B alal ) NapSOy Aila] 5 il K IR 1O
a8lhall 5L 38 55 g Ethyl acetate — lelug 9 A3l Adiall Salal) gl 5 5 20 Al dgad
538 o siall (S ya e Jsanll HPLC A alall 485 i o § ie Jauy (B ledindy

TFA el il 4 8 Al

o Exact mass calculated for C,5sC1H30NsO, 467.2, found 468.5 (MHY).
D ymiant :(Y‘Y =\ ) JG

N-{3-(4-bromo-2-methyl-2H-pyrazol-3 -yl)-4-{2-(4-methoxy-piperidin-1 -yl)-ethoxy]-

phenyl}-3-fluoro-benzamide

.('WV gsf)
TCL? . 0 (CNCL?

0}
F. N

o Br Br

e Jslae

3-(4-bromo-1-methyl- 1H-pyrazol-5-yl)-4-(2-(4-methoxypiperidin-1 -yl)ethoxy)

benzenamine

3-fluorobenzoyl Adlzf (d—-A n*) CH.Cl, 2 (d}a PP RPN ~.~\‘i)
L_s'_L“ v VY od— v \) triethylamine s (d}.o c;““ oYY E (Javae ./\'k)chloride

3 xsy. Rp-HPLC il yasilas Sy 45655 0 58 Sy Aclu saal Jelidl lals ulis o5 (e

\o
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LCMS mvz () = 531 (M+H"°Br, 94), 533 (M+H*'Br, 100). 'H NMR (400 MHz,
DMSO-dg) &: 10.42 (s, 1H), 7.95 (dd, J = 2.1, 8.5 Hz, 1H), 7.82 (d, J = 7.9 Hz, 1H),
779-7.75 (m, 1H), 7.74-7.72 (m, 1H), 7.68 (d, J = 8.6 Hz, 1H), 7.63-7.57 (m, 1H), 7.45
(dt, J = 2.6, 8.3 Hz, 1H), 7.29 (dd, J = 3.7, 9.1 Hz, 1H), 4.47-4.38 (m, 1H), 4.35-4.28 (m,

1H)#3.69 (s, 3H), 3.27 (s, 3H), 3.53-1.37 (m, 11H).
D mdasd (VYY) Jhe

N-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-

fluoro-4-methyl-benzamide

(008 S)
0 20
o) o) o o) 0
{ T — Nf
HoN 1 /‘N ;@AN | /‘N
Ve Cl cl
b dslaae

3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine

3-fluoro-4-methylbenzoyl ~ Adlial i Ja V.A) CHoCly (8 (Jsm (e + VY o 20 £)
& (Jse gle +10 «Ja v YY) triethylamine 5 (Jse oo + -V E <Ja +.+Yo) chloride
1aatll Cadal aeyy . RP-HPLC il ya gile g Sy 4355 0 38 5ig edelu sad laldll s yo

(V8 a0 0 87) G Gy S TFA e o Jgeandl
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LCMS m/z (/) = 473 (M+H *Cl, 100), 475 (M+H *’C, 27). "H NMR (400 MHz,

DMSO-dg) 8: 10.31 (s, 1H), 7.96 (dd, J = 2.6, 11.6 Hz, 1H), 7.76-7.72 (m, 3H), 7.67 (s,
1H), 7.49-7.44 (m, 1H), 7.30 (d, J = 9.1 Hz, 1H), 4.48-4.44 (m, 1H), 4.38-4.30 (m, 1H),

3.66 (s, 3H), 4.00-2.90 (m, 10H), 2.32 (s, 3H).
Domasd i (YE-Y)) JBe o

1-(3-(4-chloro- 1-methyl-1H-pyrazol-5-y1)-4-(2-morpholinoethoxy)phenyl)-3-(3-

chlorophenyl)urea
AR )
N Ci N
O 0] 0 O O
NN e
N LN R W)
Ci Ci

D e Oslae dalas cad )

3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine

3-chlorophenyl isocyanate alasiwls (Ja V) CHCly (8 (Use (lo + )Y o v £)
45t g 0 3 Fiy e dalll Jsd oy 1AW ol 0 5 (S e v VYO cda v 0)
Ll in 30LS TFA zle o Jgmall 28 peadlly capiatll 2295 . RP-HPLC s gl g S0
NVALRTESUIRA L) [ PR
LCMS m/z (/) = 490 (M+H 3CI°Cl, 100), 492 (M+H *C1’'Cl, 76), 494 (M+H
¢rcl, 15). 'H NMR (400 MHz, DMSO-dg) 8: 8.92 (s, 1H), 8.79 (s, 1H), 7.74 (t, J =

Y AR
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2.0 Hz, 1H), 7.70-7.63 (m, 1H), 7.57 (dd, J = 2.7, 6.3 Hz, 1H), 7.41 (d, J=2.7 Hz, 1H),
7.36-7.28 (m, 2H), 7.21 (d, J = 9.0 Hz, 1H), 7.04 (dt,J=1.9, 7.4 Hz, 1H), 4.22-4.15 (m,
1H), 4.11-4.05 (m, 1H), 3.70 (s, 3H), 3.56-3.51 (m, 4H), 2.66-2.48 (m, 2H), 2.42-2.30

(m, 4H).
Pt :(Vo—'\) Jea

1-(4-chloro-benzyl)-3-[3-(2-methy1—2H-pyrazol—3-y1)-4—(3-morpholin—4—y1-propoxy)-

phenyl]-urea

(11 S 50)
o 9
(\/N\) (\/N\)

I
N
Z
[—j,_ oE
a D
Z
o
Iz
=0
Iz
C—:‘, oE
=~ 'Z\
2

P N \’0) 3-(1-methyl-1H-pyrazol-5-yl)-4-(3-morpholinopropoxy) benzenamine
+.+ 1Y) 4-chlorobenzyl isocyanate pladi by (J—e 1) CHCL, (Jse Lo +.0 VA
e\..\&l_u\.g 4 atige S fig cde i sadl Jelinll .}ngh uld’ ?3 (d}‘ &A o AY (e
Al s 30LS TFA e e Jyonll 25 aseailly Caiadl) 325 . RP-HPLC iy silag S

NAZ TR A A e
> o

LCMS m/z (/) = 484 (M+H ¥C1, 100), 486 (M+H *Cl, 38). 'H NMR (400 MHz,

DMSO-dy) 8: 9.60 (s, 1H), 8.63 (s, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.43 (dd, J = 2.6, 8.9

YoAY
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Hz, 1H), 7.40-7.29 (m, 4H), 7.07 (d, J = 9.0 Hz, 1H), 6.75-6.70 (m, 1H), 6.25 d,J=138
Hz, 1H), 4.26 (d, J = 5.8 Hz, 2H), 4.02-3.90 (m, 4H), 3.65 (s, 3H), 3.58 (1, / = 12.0 Hz,

2H), 3.34 (d, J = 12.4 Hz, 2H), 3.09-2.92 (m, 4H), 2.06-1.97 (m, 2H).

D omdand (YY) B8 Jbe

3-chloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-

benzamide

(VY )

- 5O
O

T o \ i

H2N \ /N H \ /N

3-(1-methyl-1H-pyrazol-5-y1)-4-(2-(pyrrolidin-1-yl)ethoxy)benzenamine (s Jslae

3-chlorobenzoyl chloride 4Ll cudi (Ja V.0) CHyCly (8 (Use (sle *0) cpn o Y4)
ol a5 (Je e + VY <da o0 VA) tiethylamine s (Jse (o +N Y «Ja v.0V0)
3 saailly Ciiaill day5 . RP-HPLC il sila s S0 459 0 38 59 Aol Baad Jeliil lila

LAY can 00 YY) i Cu S TFA e e dssandl &

LCMS m/z () = 425 (M+H *°C1, 100), 427 (M+H *'Cl, 42). 'H NMR (400 MHz,

DMS6-d;) 8: 10.40 (s, 1H), 8.01-8.00 (m, 1H), 7.94-7.87 (m, 2H), 7.72 (d, J = 2.6 Hz,
1H), 7.70-7.67 (m, 1H), 7.60-7.55 (m, 1H), 7.49 (d, J = 1.8 Hz, 1H), 7.25 (d, J = 9.0 Hz,
1H), 6.31 (d, J = 1.8 Hz, 1H), 4.32-4.28 (m, 2H), 3.69 (s, 3H), 3.58-3.52 (m, 2H), 3.35-

3.25 (m, 2H), 2.95-2.82 (m, 2H), 1.95-1.85 (m, 2H), 1.78-1.68 (m, 2H).
Y AR
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! mash :(\"V—\) Il

Preparation of 3-fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-

phenyl]-4-trifluoromethyl-benzamide

{EAY oS 5a)
N
5O ;SO
T — {
HoN [N N [N
5 FoC
P os dslae )

PN ﬂ) 3-(1-methyl-1H-pyrazol-5-yl)-4-(2-(pyrrolidin- 1-yl)ethoxy)benzenamine

p Adl) < (e V.0) CHClLy (b (J5e (sle + )

(O —La +NY cJ—avu0) A} 3-fluoro-4-(trifluoromethyl)benzoyl - chloride
o 3 ig dclu saad Jelill Jada s 5 . (Jge (o + VY ¢Ja +.+YA) triethylamine 5
S TFA e sle Jseand) 5 apanilly Gl 3xyy . RP-HPLC Gl o sila s S 455

.(ZA/\ cax ...2\‘) (&

LCMS mv/z (1) = 477 (M+H, 100). '"H NMR (400 MHz, DMSO-de) &: 10.55 (s, 1H),

8.07-7.95 (m, 3H), 7.88 (dd, J = 2.6, 9.0 Hz, 1H), 7.73 (d, J = 2.6 Hz, 1H), 749 (d, J =
1.8 M, 1H), 7.27 (d, J = 9.0 Hz, 1H), 6.31 (d, J = 1.8 Hz, 1H), 4.33-4.29 (m, 2H), 3.69
(s, 3H), 3.58-3.52 (m, 2H), 3.35-3.25 (m, 2H), 2.92-2.81 (m, 2H), 1.95-1.85 (m, 2H),

1.80-1.69 (m, 2H).

YoM
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: yhan’ :(Y‘/\—\) JBa

1-{3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-hydroxy-azetidin-1 -yl)-ethoxy]-

phenyl}-3-(4-chloro-phenyl)-urea

(YA S 1)
N (N
o(\l D\OH CI\Q\ 0 (o) / D\OH
N, — A N,
HoN \ /N u ”/Q/I//N
o Cl Cl

: e Uslase (U (Use e +) V£ cana 1 4) 4-Chlorophenylisocyanate 43l Cuds

1-{2-[4-amino-2-(4-chloro-2-methyl-2H-pyrazol-3-yl)-phenoxy]-ethyl }-azetidin-3-ol

6 255 ¢(Ja +.V) DME 5 (Je Y) dichloromethane (8 (Jse (b -V Y £ cpna £1)
RP- il il ey S 430y Jolaall 5S35 pdg ol Jlsha 2520 5 oa da 58 die Ll
(s +-Y) () /1Y sodium hydroxide ALl cadiy dasnall 1 3aY 38 5 &5 . HPLC
aia’g Bthyl acetate 8 Jslaall padlaind 25,9 pH i g oue A e Jaall
sale o Jpaall Giliall a la ity Lessd fig sodium sulfate aladiuly 4 guiasl dadall

(7Y cpma YA) sliay Ala

LCMS m/z () = 476 (M+H ¥Cl,100), 478 (M+H *’C1 ,67). 'H NMR (400 MHz,

DMSO-d;) 6: 8.81 (bs, 1H), 8.71 (bs, 1H), 7.60 (s, 1H), 7.53-7.50 (m, 1H), 7.47 (d, J =
2.08 Hz, 1H), 7.46 (d, J =2.10 Hz, 1H), 7.36 (d, J = 2.71 Hz, 1H), 7.32 (d, /= 2.11 Hz,

1H), 7.30 (d, J = 2.04 Hz, 1H), 7.11 (d, J = 9.06 Hz, 1H), 5.19 (d, J = 8.00 Hz, 1H),

YA
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4.10-4.00 (m, 1H), 3.99-3.85 (m, 2H), 3.65 (s, 3H), 3.40-3.30 (m, 2H), 2.70-2.55 (m,

4H).

! yuiasd :(Y‘ﬂ—\) Jia

1-[4-[2—(7-aza—bicyclo[2.2.1]hept—7-y1)—ethoxy]-3—(4-bromo—2-methyl-2H—pyrazol—3—yl)—

phenyl]-3-(3-trifluoromethyl-benzyl)-urea
o8 3N

. ;
s i X N
N 3 N
WY ISR RSy,
Br

4-[2-(7-Aza-bicyclo[2.2. 1]hept—7-y1)—ethoxy]—3-(4-bromo—2-mcthy1—2H—pyrazol-3-yl)-

phenylamine

+.\Y ¢aas Y1) 4-nitrophenylchloroformate (e J sl S (Usa e + VT a0 00

30 A8 a5 ya Aan die Jaaddl CulES S (J €) 1,2-dichloroethane 2 (Jse o
¢«J—e +.+ YY) 3-trifluoromethylbenzylamine Al cad ) ol DU dads )5 Al
el g (Jge e VY eda v Y) N,N-diisopropylethylamine 5 (dse (o .10
S 5. RP-HPLC iy sley S 4y sd 365 3y Auilis] el sadd Lylal

ady e Jyanl (Ja +.Y) () Z)Y sodium hydroxide A3 5 daanal) ¢l 32Y!

YA

Vo
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iy s—aell A_ulall (i ity Ethyl acetate (3 Jstaall paDlatul 5.9 pH (Fum g
oLy Al iasala o Jgeaall Caliall 3l ity lgand fiy sodium sulfate aladanly

NVALNTCOR Y

LCMS m/z () = 592 (M+H "Br, 100), 594 (M+H *'Br, 67). 'H NMR (400 MHz,

DMSO-dy) §: 8.67 (bs, 1H), 7.67 (bs, 1H), 7.65-7.59 (m, 4H), 7.53-7.50 (m, 1H), 7.33
(d, J =2.69 Hz, 1H), 7.12 (d, J = 9.04 Hz, 1H), 6.77-6.74 (m, 1H), 4.40 (d, J = 4.0 Hz,
2H), 4.08-3.98 (m, 2H), 3.67 (s, 3H), 3.12 (m, 2H), 2.59-2.55 (m, 2H), 1.56-1.54 (m,

4H), 1.17-1.15 (m, 4H).
P omasd (£07Y) Joe

1—[4—[2-(7-aza—bicyclo[2.2.1]hept—7-y1)-ethoxy]—3-(4—bromo—2-methy1—2H—pyrazol—3-yl)- Vo

phenyl]-3-(2,4-difluoro-benzyl)-urea

(VTE S5
HN§>> j}>
o] | = jj)\ O |
N, N,
N ISR RNy
Br F Br
D Adla)
4-[2-(7-Aza-bicyclo[2.2. 1]hept-7-y1)-ethoxy]-3—(4—bromo-2—methyl—2H—pyrazol—3—yl)- Vo

phenylamine

YoAR
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+.)Y <a—as Y1) 4-nitrophenylchloroformate (5 Jstaa (I (Joe (Lo + VY e @ ‘)
33l A8 &l 50 ya An o e Jaddal) il W3 (S ¢) 1,2-dichloroethane (Jse o
v.Y0 (Ja +.+Y4) 2,4-difluorobenzylamine 4] Cud 2 ) dads g Aeba
Ty B ol 2 (Jse Lo v VY eda v ¥) N,N-diisopropylethylamine (Jse Sl
¢ 5231 3K 5 & . RP-HPLC il o sile s S 45 g Ladal 58 55 o5y Al Aol 32d]
i B e Jpaall (e +.Y) (W) 7V Y sodium hydroxide 43l 5 dxanal
sodium  aladiuly & guael) A8dal) Cidad 5 Ethyl acetate s Jsbaall padlatud 5.9 pH

(//\V (ana '\Y) ;,La.b:\._la_.\l;aﬁ.)u Gk’ d_,m:ﬂ slaall Lﬂé W i leaad 1 g sulfate

LCMS mv/z (/) = 560 (M+H "Br, 100), 562 (M+H *'Br, 91). 'H NMR (400 MHz,

DMSO-d) 5: 8.59 (bs, 1H), 7.58 (bs, 1H), 7.48-7.38 (m, 2H), 7.29 (bs, 1H), 7.24-7.18
(m, 1H), 7.10-7.04 (m, 2H), 6.60-5.59 (m, 1H), 4.29 (d, J = 4.0 Hz, 2H), 4.06-3.96 (m,
2H), 3.64 (s, 3H), 3.11 (bs, 2H), 2.58-2.54 (m, 2H), 1.54-1.52 (m, 4H), 1.15-1.13 (m,

4H).
: uaad 1(£1-1) b

4—fluoro—N-[3—(2—methy1—2H—pyrazol—3-yl)—4—(2—morpholin-4—yl-ethoxy)—phenyl]—

benzamide

(YA S5
aan3 . Mitsunobu pladl ¢l ey :(161-1) 35hs

4-{2-[2-(2-Methyl-2H-pyrazol-3-yl)-4-nitro-phenoxy]-ethyl} -morpholine

Y AR

\o



OH (\N/\|
O 0]
O > —_—
1 / °N+ =
N-N ! /
Vd O /N‘N

-

(s8—=Sa V.A (a2 V.0) triphenyl phosphine (—— by L 6. 5

s2al 2 jiua dic THF Jo 0+ (8 (188 VA e ©.11) diisopropylazodicarboxylate s

il G B oG Y s

2-morpholin- 5 (Jse e V0.4 ¢px ¥.0) 2-(2-methyl-2H-pyrazol-3-yl)-4-nitro-phenol
ae Jelal) dada s o5 .?DP e sl ) (E\Sn VoA e Y‘."\T) 4-yl-ethanol
e Jseanll HPLC il sila s Sy Jadad) 485 s 5 T Aol 5aad 43 5 5 ) 3o 50

.(Z/\ﬁ Cax Q.i\“l) ;\PM@ABJ&S u\}uj\ S e

Exact mass calculated for C;¢HzoN4Os 332.2, found 333.3 (MH").

! ldaad :(g__si\—\) 3 glad

3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine

- N
§ s g
O\\N*—% H N r\i
C')‘ /N~N/ 2 \/N

DO Jsbaa

(o—> 1.9) \") 4-{2-[2-(2-methyl-2H-pyrazol-3-yl)-4-nitro-phenoxy]-ethyl } -morpholine
VY) THF 5 (J—e 1) slay (Je 1) g2die ammonium chloride Jslae (3 (5o sle Y.AA

:*A_).hmla:\l;.“u:\ﬁﬁ?ﬁ;_)mm(@&ﬂ ‘P\\Y‘«) &JGMQ\ALAJM(JA

Y oA

\o
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Ly b Jslaal Casiad 5. Celite DA ead sl Al o8 & delusadd 230 5 )

439 cpn VAY) el io Braa Ada BalaS Ol S ya o Jsasll $ ie
Exact mass calculated for CsH2N40, 302.2, found 303.4 (MH.
P mdand iz E)-)) bska

2 A-Difluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-

benzamide
o) o) o o 0
o Nf
HeN N N | N
\ / F F //
O s Culss A

(p—aa Yo ~) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine

triethylamine 5 (¢-8—Se V.Y caxe \ € +) 2,4-difluoro-benzoyl chloride 5 (Jso Lo+ W
Ian o . 380 Ve sadd A el 5 s da o e THF Je ¥ A (88 ¥ e ..Y)
e 14) ey a3l o sl € e e Jsasll HPLC Gl s gila g So Jadlad)

VAR

'H NMR (Acetone-ds, 400 MHz) § 2.92-3.06 (m, 2H), 3.13-3.17 (m, 2H), 3.50-3.58 (m,
4H))3.68 (s, 3H), 3.82-3.85 (m, 2H), 4.36 (t, 2H), 6.29 (s, 1H), 7.24 (d, J = 9.09 Hz,

2H), 7.44 (dt, J = 10.1, 2.78 Hz, 1H), 7.49 (s, 1H), 7.67(s, 1H), 7.72-7.79 (m, 1H), 7.81

Y AR
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(dd, J =9.09, 2.78 Hz, 1H). Exact mass calculated for Cp3Hy4aF2N4O3 442.2, found 443.5

(MH").

pmaad 1(£Y-)) Jhe

N—[3-(2—methyl-2H—pyrazol-3-yl)—4-(2—morpholin—4—yl-ethoxy)—phenyl]-4—

trifluoromethyl-benzamide

.(\‘ AY LT\SJA)
9 S
0] 0] o) |
N N N,
4 FaC

¢ >y K10 00.V) triethylamine s (Jse (gle - Y1 e AA) HATU (o Jslae i o
THF 6_.3 (d g4 GJA Y1 FE H) trifluoromethyl-benzoic acid—¢ (dy 614 O 4

s Al Cud (da@a Vo g AdLaY 5 s Ao die (da))

(p—a 0\/) ‘ 3—(2-methyl-2H-pyrazol-3—y1)-4-(2—morpholin—4-yl-ethoxy)—phenylamine
LN WP PR SV Wy L AR sl 27Y e die Jalad) cul g (Jse e ¢ Y
« TFA G_L\) cLA:.uU...a'BJ\.AS U‘)“"“ L_.\S_)A u.h: d)ma.uHPLC u\_);)ﬁuj)&ln;d_d\

LYA pas ana YV

'H NMR (DMSO-ds, 400 MHz) 3 2.96-3.10 (m, 2H), 3.16-3.19 (m, 2H), 3.52-3.60 (m,

4H), 3.70 (s, 3H), 3.84-3.87(m, 2H), 4.39 (t, J = 5.05 Hz, 2H), 6.31 (d, J = 1.77 Hz, 1H),

Y AR
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7.28 (d, J=9.09 Hz, 1H), 7.51 (d, J = 1.77 Hz, 1H), 7.75 (d, J=2.78 Hz, 1H),7.94 (d, J
= 8.34 Hz, 2H), 8.16 (d, J = 8.84 Hz, 2H), 8.89 (s, 1H), 10.5 (s, 1H). Exact mass

calculated for Co4H,sF3N4O3 474.2, found 475.4 (MH").

:(i A ) S
U el
N-[3—(2-methyl-2H-pyrazol-3—yl)—4—(2—pyrrolidin-1—yl-ethoxy)-phenyl]-3—
trifluoromethyl-benzamide
(2\“0 S f)

N N
70 5D
r\i ' FaC \ rxf
HoN [N 5 LN
(> S ©0.V) triethylamine 5 (Jse o +-7 ¢pae V1Y) HATU (o Jslae ulis &

DMF & (Js—e 1o *-¥ cp2a oY) 3-trifluoromethyl-benzoic acid (Jse (o -8

:ﬁhhl&dc&gh\o _\a_}j.aé)ﬂ\'&)\_)sz\;_)dm(&\)

(e DV) c3-(2—Methy1—2H—pyrazol-3—y1)-4-(2-pyrrolidin—1—y1-ethoxy)—pheny1amine
0 oSGy S b B Ve sad BT e vie Jaglal) s L o(Jse e oY

L £7 Alias cana €Y

Exact mass calculated for Cp4H,sF3 N4O, 458.2, found 459.4 (MH.

\o
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! yuaald :(i i—\) Jla
N—[4-[2-(3,3—d'1ﬂuoro—pyrrolidin-1-yl)—ethoxy]—3-(2-methy1-2H-pyrazol-3—yl)—phenyl]-4-
fluoro-3-methyl-benzamide

(067 S 1)
5O

1 d
DR ARV
F

:Q.al:_\lit_:.\ls.\"'eﬁ

- . -

4-[2-(3,3-Difluoro-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine

(Jse sle +.¥ ¢pxa ©Y) 4-fluoro-3-methyl-benzoyl chloride 5 (Jse o + ¥ cpaa 1 £)
2al s s de « THF Jo ) 8 (Jse e v+ € ¢« il Se 07.0)  triethylamine
30laS ) giall S e e Jsasll HPLC il o sile s S Jadal) 385 udig (3380 1V Bl

.(Z‘“Y YATTREN pe Y4 « TFA c_Ln) eliay dilia

Exact mass calculated for CpsHypsFs N4O, 458.2, found 459.3 (MH").
Dl i(E0-Y) Jha

4-fluoro-3-methyl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-((S)- 1-methyl-pyrrolidin-2-

ylmethoxy)-phenyl]-benzamide

YA

\o
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(08 oS )
0
0O
i N
PO RAY
F
Poe gt cadi &

1 i) 3-(2-Methyl-2H-pyrazol-3-y1)-4-(1-methyl-pyrrolidin-2-ylmethoxy)-phenylamine
(Js—a Lo +.¥0 caae 1+) 4-fluoro-3-methyl-benzoyl chloride 5 (Jse (Lo +-YV cpne o
5ol dajnaic « THE deo V (8 (Use oo+ €71 ¢ fl5 Sae Y. £)  triethylamine s
o sl € je Ao Jseall HPLC il ya gila g )So Jagdall 480 g . (3880 Y v B2l 48 2l

.(Z“\O 31...\@ (pa 4Y ¢« TFA c_‘a) ;L'a*a :L_\.LAE.JLAS
Exact mass calculated for Cp4H,7FN4O, 422.2, found 423.2 (MH").
omand (1Y) JBe

N-{3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-pyrrolidin-1-yl)-ethoxy]-

phenyl }-3, 4-difluoro-benzamide

(oY S )

Y«AR
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D i s "’?3

3-(4-Bromo-2-methyl-2H-pyrazol-3 —yl)—4-[2-(2—methyl-pyrrolidin-l—yl)—ethoxy]—

phenylamine

@ VoV el S £4) 34-difluoro-benzoyl chloride (3o Lo +.Y0 (ana 40)
3= 4 a0 THF 4 (Jse Lo +.00 ) iy e V+.Y) tricthylamine 5 (U3 o
Ol S n o Jpanll HPLC <l s sila S il A5 a3 )+ 50 26,20

(7€ duas caae Tr ¢ TFA plo) by Lboa 50lS

'"H NMR (DMSO-dj, 400 MHz) 6 1.22 (dd, J = 19.71, 6.57 Hz, 3H), 1.45-1.53 (m, 1H),
1.72-1.89 (m, 2H), 2.07-2.14 (m, 1H), 2.79-2.98 (m, 1H), 3.08-3.15 (m, 1H), 3.31-3.44
(m, 2H), 3.59-3.65 (m, 1H), 3.68 (d, J = 4.80 Hz, 3H), 4.21-4.46 (m, 2H), 7.29 (dd, J =
9.85 Hz, 6.82 Hz, 1H), 7.60-7.67 (m, 1H), 7.66 ( s, 1H), 7.70-7.72 (m, 1H), 7.84-7.88
(m, 1H), 7.94 (dt, J = 9.09, 2.78, 2.53 Hz, 1H), 8.01-8.06 (m, 1H), 9.22-9.48 (m, 1H
from TFA), 10.4 (s, NH). Exact mass calculated for C24H2579BrF2N402, 518.1, found

519.3,521.5 (MH").

:M:(i\/-\)dﬁ.« ‘o

N-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(R)-1 -methyl-pyrrolidin-3-yloxy)-phenyl]-

3,4-difluoro-benzamide

(oA o 54)

Y«AR



3-(4-bromo—2—methyl-2H—pyrazol—3-yl)-4—((R)-1—methyl—pyrrolidin—3—yloxy)—
¢y 5 Saa € +) 3,4-difluoro-benzoy! chloride s (Use (Ao +- YO cana AA) phenylamine
A sy 2ic THF Jo ) (& (e e +0 ‘)ﬂggiga V+) triethylamine 5 (Jse e *-¥
S e e Jseanll HPLC ol silas S Jagdall 485 sl L 3 Y 3aa) A gall 3y s

.(Z\q ilgmc?._sa\'i cTFAC_‘A) elay dubia 30LaS () giall

'H NMR (CD;0D, 400 MHz) § 2.17-2.31 (m, 1H), 2.71-2.84 (m, 2H), 2.87-2.97 (m,
2H), 3.14-3.25 (m, 1H), 3.38-3.48 (m, 1H), 3.72-3.79 (m, 1H), 3.75 (s, 3H), 3.89-3.97
(m, 1H), 5.17-5.24 (m, 1H), 7.17-7.30 (m, 1H), 7.41-7.47 (m, 1H), 7.56-7.62 (m, 1H),
7.63-7.69 (m, 1H), 7.78-89 (m, 1H), 7.88-7.93 (m, 2H). Exact mass calculated for

C,oBrH, F, N4O; 490.1, found 491.5, 493.5 (MH").

st !(f A=) ) JGa
N-[4—[2-((S)—3-hydroxy-pyrrolidin—1-yl)—ethoxy]—3-(2—methy1—2H—pyrazol—3—yl)—phenyl]—
4-trifluoromethyl-benzamide

.(O/\'\ &_ﬁf)
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&0 § O
/

IO ON i
———ee—
N
= N .
O
F3C

p
NN

\++) triethylamine 5 (Js— Lo *-EAY (a2 VAY) HATU (s Js—dae i o
e T EAY (aaa 4Y) 4-trifluoromethyl benzoic acid 5 (Jse le+-VED ¢ g Sae

: ALl cud ARSY 10 days A8 el 5 ) s Aa 3 e (Je V) THF (8 (Jss

(S)-1-{2-[4-Amino-2-(2-methyl-2H-pyrazol-3 -yl)-phenoxy]-ethyl }-pyrrolidin-3-ol °
.%JJP&&SGJ\h 3JAI?°\~~ ALL&M‘%AEE@J(J)A&A.,Y‘V ‘?_;.A\\Y)
elap Al 30l () il (S ye o Jpasll HPLC <l ya gila g S Jadall 4E5 s

.(Z‘“‘“ 2..\:\.;4; e oA ¢« TFA C_‘A)

'H NMR (DMSO-ds, 400 MHz) § 1.67-1.74 (m, 1H), 1.78-1.90 (m, 1H), 2.09-2.18 (m,
1H))2.88-2.97 (m, 1H), 3.31-3.37 (m, 1H), 3.47-3.61 (m, 2H), 3.69 (s, 3H), 4.31-4.36
(m, 4H), 6.31 (s, 1H), 7.24-7.28 (m, 1H), 7.50 (s, 1H), 7.75 (s, 1H), 7.90 (d, J = 8.84
Hz, 1H), 7.94 (d, J = 8.34 Hz, 2H), 8.16 (d, J = 8.34 Hz, 2H), 9.93-10.11 (m, 1H), 10.5

(s, 1H). Exact mass calculated for Cy4HasF3 NaOs3 474.2, found 475.3 (MH").

T :(i‘t—\) Jbe

3-fluoro-N-[4-[2-(4-formyl-piperazin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)- Vo

phenyl]-benzamide

(VoY S0

YA
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N-[4-(2-Bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide
5 (Js— o+ YVA (anae YY) piperazine-1-carbaldehyde s (Jso Lo 1A caneAY)
A a8 Y 50wl VY 2o DMF de ¥ (3 (Use e +.V3E cpaa 1Y) KCO5 0
8ol () gl oS 5e o Jpasll HPLC il sile 5 S5 Jadall 480 i g9 Saa

.TFA c.lnﬁ);m‘éjpl.;b:\g:ﬂ_}l.\a

Exact mass calculated for Cps FH6Ns03451.2, found 452.2 (MH"), 'HNMR (CDsCN,
400 MHz) 8 3.15-3.32 (m, 4H), 3.66-3.71 (m, 4H), 3.71-3.76 (m, 2H), 3.74 (s, 3H), 4.60
(t, J'= 4.80 Hz, 2H),6.30 (d, J = 1.77 Hz, 1H), 7.23 (d, /= 8.84 Hz, 1H), 7.37 (dd, J =
8.59, 2.78 Hz,, 1H), 7.50 (d, J = 1.77 Hz,, 1H), 7.54-7.61 (m, 1H), 7.73-7.77 (m, 1H),
7.81 (d, J=2.53 Hz, 1H), 7.85 (d, J = 7.83 Hz, 1H), 7.94 (dd, J = 9.09, 2.53 Hz, 1H),

8.08 (s, 1H), 9.68 (s, NH).
D mand (0 =) ) Jle

N-[4-[2-(4-acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3- Vo

methoxy-benzamide

(Yoo S )
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4-(2-bromo—ethoxy)—3—(2—methy1—2H—pyrazol-3—yl)—phenylamine

Br Br
O N O
X d {
N N HoN N
H \ /N 2 \ /N

o dsbae

AR o Y‘) N-[4-(2-Bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-acetamide
EVA (Jse e €Y cda Y.Y) Sulfuric acid ALz} s (Je 1) methanol (G (U3 Lo
A8 Y. dclasad 290 die Jelil) bs pla ) il ol 27 s die (S
a5 us o) S aude sodium  hydroxide Jslaas Lglales g ela (A aladl 2alall jeue o5
S e e Jyanll§ jie Jany 818 35S 5is Ethyl acetate — il 5 «A pH

(199 caa Y1) dlea 3ol o gl
Exact mass calculated for C;oH4BrN3O 295.0, found 296.1 (M+H Br, 100), 298.2
(M+H ®'Br, 98).

:mdant (@0 —Y) Bk

N-[4-(2—bromo-ethoxy)-3-(2-methyl-2H—pyrazol—3-yl)-phenyl]-3-methoxy-benzamide

Br Br

Ve ¥ oo
N, /O N N,
HoN \ ,N \©)\H \ /N

Vo

YoM
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4-(2-Bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine (— Jar 13 uldh
(:58—Sa V.Y cama Vo +) 3-methoxy-benzoyl chloride 5{(dse (Lo ¥ EVY can V.0 Y)
L83 Y v el A8 jall 5 s Aa 0 2ie THF Jo © i (14886 Y ¢Ja V) triethylamine
o amy Al e 50 (sl S5 e Jpuanll HPLC il ilas o bulil 35 cas

.(ZOY cpna ﬂOV)

Exact mass calculated for CooHooBrN;0; 429.1, found 430.3 (M+H "°Br, 100), 432.5
(M+H ¥'Br, 98).
: );ua;:) 2(G°~"‘\) ij';

N-[4-[2-(4-acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-

methoxy-benzamide

Br
0 N__O
o 0 N 0 / \f
o r‘ _0 N%N
RORRAY L
=whh,'uﬂm.,"’é

N-[4-(2-Bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-methoxy-benzamide
5 (ts8—Se V.Y (a—ne YY) 1-Piperazin-1-yl-ethanone 5 (Js— slo +- ¥V cana 41 1)
g S 93488 Yo 3ad 2V Y dic DMF de ¥ (486 £ (a0 V1) RyCO;
o ol Al 30S sl (g e Jpranll HPLC <l sila s, ladal) 35 s

(7Y cana AY) TFA ke s )5

Y. AR
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'H NMR (Acetone-ds, 400 MHz) § 2.07 (s, 3H), 3.30 (sb, 4H), 3.71 (t, J = 4.80 Hz, 2H),
3.75 (s, 3H), 3.79 (sb, 2H), 3.87 (s, 3H), 4.60 (t, J=4.80 Hz, 2H), 4.99 (sb, 2H), 6.32 (s,
1H), 7.13 (d, J = 8.08 Hz, 1H), 7.23 (d, J = 9.09 Hz, 1H), 7.42 (t, J = 8.08 Hz, 1H), 7.53
(m, 2H), 7.56 (d, J = 7.83 Hz, 1H), 7.82 (s, 1H), 7.94 (dd, J=8.84, 2.53 Hz, 1H), 9.56 (s,

NH} Exact mass calculated for C26H31Ns04477.2, found 478.3 (MH".

Pt :(0\"\) Jlia

N—[3—(2-methyl-2H—pyrazol-3-yl)-4-(2—morpholin—4-y1—ethoxy)—phenyl]—2—phenyl—

acetamide)

« s Saa £1.A) triethylamine 5 (Jse o +.10 cane V) HATU 30 J sl Gl 5

DMF (o8 (J5—s (Lo +.Y0 ca 24 Y..¢) phenylacetic acid 3 (J—e (Lo v.¥

ZML@JM@J\O Aaéj.léﬂ‘gj‘);:téjdﬁcc(& ~.‘~)

e ) tana Yo .\‘) 3-(2-methy1-2H—pyrazol—3-yl)—4—(2-morpholin-4—yl-ethoxy)-aniline
Aladi Ll Jg laall 2835 S Ll ) gl 43 jal) BJIJ;&;JJJA;L;BJM,_QISS?SJ ¢(Jse
L ytadl Akl (a8l 5 .4apdie sodium  bicarbonate plaatuly 4l 4 dichloromethane

PUEN e I W LD R — B ad s el 1y sodium sulfate alasiuly

\o



- YV1 -
Shial Gy S TFA e (de Jsmsanll o seailly 4iind s RP-HPLC Gl o sl 5 S
%AY s £9)
LCMS m/z (/) = 421.3 (M+H 100). 'H NMR (500 MHz, MeOH-d,) & 2.96 - 3.26 (m, 4
H) 3.51 - 3.55 (m, 2 H) 3.55- 3.97 (m, 4 H) 3.67 (s, 2 H) 3.70 (s, 3 H) 4.36 - 4.41 (m, 2

H) 632 (d, J=1.89 Hz, 1 H) 7.14 (d, /=8.83 Hz, 1 H) 7.21 - 7.26 (m, 1 H) 7.29 - 7.36 (m,

4 H) 7.53 (d, J=1.89 Hz, 1 H) 7.56 (d, J=2.52 Hz, 1 H) 7.66 (dd, J=8.83, 2.52 Hz, 1 H).
! yuiaa :(0\’—\) Jbe

2-(3-fluoro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-

phenyl]-acetamide

(AT SV EERY

¢ Aly Sue £1.A) triethylamine 5 (Jse Lo +.10 caaa 0V) HATU (o Jslae culs
+.¥) DMF 4 (Jse e +.Y0 cana YY.V) 3-fluorophenylacetic acid 5 (Jse o +.¥

MLA‘ " '*”'J\o dx g ‘LQ);J‘DJ\);AA_)J.\L&(JA

V ¢a—aa ¥+.Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-cthoxy)-aniline Vo
plasinly Jolaall cagan 5L Qi gl 48 5al 5 ) s Aa 0 die Jadal) s B9 o(Jge (e
4y 9—ianl Aidall (8830 25 . Jandie sodium  bicarbonate aladiuly 4lug 4 dichloromethane
PABIEN G:ﬂ_ﬂ\ 8B Gl gl s e jdn g Lesad g sodium sulfate aladtialy

YA
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pae ¥) iaal S TFA he (Jo Jseanll ey 4diin’ s RP-HPLC il sa sila S5

VAR

LCMS mv/z (/) = 439.5 (M+H 100). '"H NMR (500 MHz, MeOH-dy) § 2.92 - 3.28 (m, 2

H), 3.50 - 3.57 (m, 2 H), 3.59 - 3.95 (m, 2 H), 3.69 (s, 2 H), 3.71 (s, 3 H), 4.37 - 4.43 (m,
2H} 6.32(d, /=221 Hz, 1 H), 6.96 - 7.02 (m, 1 H), 7.07 - 7.13 (m, 1 H),7.13-7.18
(m, 2 H),7.29 - 7.36 (m, 1 H), 7.52 (d, /= 1.89 Hz, 1 H), 7.56 (d, J = 2.84 Hz, 1 H),

7.67 (dd, J=8.99,2.68 Hz, 1 H).
! taa’ :(0\“—\) Jbe

2-(3 -chloro-phenyl)-N—[3—(2-methyl—2H-pyrazol—3-y1)-4-(2—morpholin-4-yl-ethoxy)-

phenyl]-acetamide

« A58 £1.4) triethylamine 5 (s Lo +.)0 cana OV) HATU s Jslae clis
+.Y) DMF & (Jse olo +.10 cana Y©.1) 3-chlorophenylacetic acid (Jse Lo v ¥

LI

;:GL.'Q“U_\AEQ:&SJ\O .la_.a‘,.aé_)ﬂ\ﬁj‘)aa;‘)).ﬁcc(d‘

) e aa ¥ .\‘) 3-(2-methy1—2H—pyrazol-3-yl)-4-(2—morpholin—4—yl-ethoxy)—aniline
e\mbd)hdlqgﬁfi.d:\m Jsh 4 jall 35 s da 0 die Laglal) culd 25 c(d}qgla

4 s—small A8dal) aas 3 .depis sodium  bicarbonate aladiuly 4lue 4 dichloromethane

Y« AR

\o
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cpae ¥4) sl Cu3S TPA gle o Jgemnll duanilly 4igiady RP-HPLC il ila s S

VA%

LCMS m/z (/) = 439.5 (M+H 100). 'H NMR (500 MHz, MeOH-dy) 6 2.92 - 3.28 (m, 2

H), 3.50 - 3.57 (m, 2 H), 3.59 - 3.95 (m, 2 H), 3.69 (s, 2 H), 3.71 (s, 3 H), 4.37 - 4.43 (m,
2Hy 6.32(d,J=2.21Hz, 1 H), 6.96 - 7.02 (m, 1 H), 7.07 - 7.13 (m, 1 H), 7.13 - 7.18
(m,2H),7.29-7.36 (m, 1 H),7.52(d,J=1.89 Hz, 1 H), 7.56 (d, J = 2.84 Hz, 1 H),

7.67 (dd, J = 8.99, 2.68 Hz, 1 H).
tmasd i(0Y-1) Jla

2-(3-chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-

phenyl]-acetamide

(\/'IV «._\S),q)
(N N
0O | o) o 0 | O
e @) N [

« Ay Saa £1.A) triethylamine 5 (Jsa Ao +-10 cpaa OV) HATU (o Jslae cuilis
+.Y) DMF & (Jse (Lo +.)© cana Y0.7) 3-chlorophenylacetic acid 5 (Jse (sle +.Y"

:ﬁhb!&.é&ﬁ)\o .u..:}.f\éﬂ\z_)\_):.i.;_pm c(d.a

v e aa Ve Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
Aty Jelaall cadan 5L L ) gha A8 2l 5 ) s ds 0 e sl 6 g o(Jge e

L giaall Al Caddn a3 .dxuia sodium  bicarbonate aladiuly alue 5 dichloromethane

YAl

\o
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E\Aﬂ éﬁ\_\.“ L_'\g.ﬂ ) .L_it_ﬂal‘ Lr'\:. Lé»‘):\;_ﬁj L@A:\j)'jj sodium sulfate ?‘Aﬂub
(pae Y'V) inal €3S TFA mle o Jgeanll apenilly 4das s RP-HPLC il ila s S5

(oA

LCMS m/z (/) =455.3 (M+H 100). "H NMR (500 MHz, MeOH-d,) § 2.95 - 3.28 (m, 2
H), 8.50 - 3.56 (m, 2 H), 3.57 - 4.05 (m, 2 H), 3.68 (s, 2 H), 3.71 (s, 3 H), 4.37 - 4.42 (m,
2H),6.32(d,J=1.89 Hz,1H), 7.15(d, /= 8.83 Hz, 1 H), 7.24 - 7.33 (m, 3 H), 7.37 -
7.39 (m, 1 H), 7.52 (d, J = 1.89 Hz, 1 H), 7.56 (d, J =2.84 Hz, 1 H), 7.67 (dd, J = 8.99,

2.68 Hz, 2 H).
P omasd i(06-Y) Jbe

N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-(3-

trifluoromethyl-phenyl)-acetamide

(YA L 1)

« Als e £1.A) triethylamine 5 (Jse e +-)0 caae ©V) HATU (e Jslae ol
o (50 o +.10 cana ¥+ 1) 3- trifluoromethyl phenylacetic acid 5 (Jse o + .Y

431...4\ 4.2.\5.!\0.\:_!_5 4&_):.]\5)‘_);4.:.)_\.).\9‘(‘_14 V)DMF

V(a2 Y+.Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline

e‘&nbd)ﬁd‘%ﬂ;ﬁéd}ﬂ‘ d‘}lﬁhﬂ‘ﬁ)\ﬁh)dm@u‘%ﬂﬁéjc(dy&a
YA

Vo
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4y ganmal) Adall a5 o5 .Axuia sodium  bicarbonate alaiiuly alue 4 dichloromethane
plal il S A 8% & b Lal dall o ta s ity leand Sy sodium sulfate pladiuly
(ane Y1) Lol €y 38 TFA e e Jsanll aailly 4iias g RP-HPLC il il s S

VAT

LCMS m/z (/) = 489.3 (M+H 100). 'H NMR (500 MHz, MeOH-d,) § 2.96 - 3.27 (m, 2

H), 3.51 - 3.56 (m, 2 H), 3.58 - 3.98 (m, 2 H), 3.71(s, 2 H), 3.78 (s, 3 H), 4.37 - 4.43 (m,
2H),632(d,/=1.80Hz,1H),7.16 (d,J =9.14 Hz, 1 H), 7.49 - 7.59 (m, 4 H), 7.61 (d,

J=7.57Hz,1H),7.65-7.70 (m, 2 H).
i pmasd 1(00=Y) Jba

2-(3-methoxy-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-

phenyl]-acetamide

.(V'\‘\ g_xSJA)

¢ Aly Sae €1.A) triethylamine 5 (Jse Lo .10 ana ©V) HATU (3o Jslae ool
DMF & (Jse Lo +.10 cana Y£.9) 3-methoxy-phenylacetic acid 5 (Jse Lo +.Y

uha\*"“awm, A.SJa.“o_)‘_)ad\AJJJ.\cc(da V)

e ) cana Yo .Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline

a3ty Jsdaall Caudss AL Ok &30 5 ) Ao e Jalal Culis Sy o(Jse
YA

\o



—_ T/\ R
4 gosaall Aiplall (03885 5 LAandie sodium  bicarbonate aladiuls alue o dichloromethane

Pl mll it @ o Ll dall o ta la yasig sl 5 sodium sulfate aladiuly

cans OV) Liual Cy S TFA mle o Jpanll ypeatlly diia’ s RP-HPLC il sila s Sy
(%A
LCMS m/z (/) = 451.2 (M+H 100). "H NMR (500 MHz, MeOH-d,) § 2.91 - 3.27 (m, 4

H), 3.50 - 3.55 (m, 2 H), 3.57 - 3.99 (m, 4 H), 3.64 (s, 2 H), 3.70 (s, 3 H), 3.77 (s, 3 H),
4.35-4.42 (m,2 H),6.31(d, J=1.89 Hz, 1 H), 6.79 - 6.85 (m, 1 H), 6.89 - 6.95 (mm, 2
H),7.14 (d, /=8.83 Hz, 1 H), 7.22 (t, J= 8.20 Hz, 1 H), 7.52 (d, J/ = 1.89 Hz, 1 H), 7.56

(d,J=2.84 Hz, 1 H), 7.67 (dd, J = 8.98, 2.68 Hz, 1 H).

! juaat :(o‘t—\) ey
N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-m-tolyl-
acetamide

(VY S )

so N 70
/

« A58 £1.A) triethylamine 5 (Jse o +.V0 cana oY) HATU (e Jslaa s 23 yo
(J— +.Y) DMF (4 (Je Lo +.)0 cana YY.0)m-tolylacetic acid (Jso Lo +.¥

MLA‘ '”J\o.luj‘u‘)ﬂ‘b‘)‘);‘\:.))m

YoAR
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3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
ol Jls da dd5al 5 ) s da o e Ladall Gl Sy o(Jge (gle 0N cpaa YelY)
A .dxuiia sodium bicarbonate Aladiuly 4l g dichloromethane ladiuly Jsladl Cadas
485 b L Giliall s W yang Leasd By sodium sulfate ARl 4 el A0k Capidy
el Cu S TFA gle o sanll danily 4diiny RP-HPLC il ya gile 5 S ALl el

.(Z Ad cana £9)
LCMS m/z (%) = 435.3 (M+H 100). '"H NMR (500 MHz, MeOH-d,) & 2.31 (s, 3 H), 2.89

-3.27 (m, 2 H), 3.47 - 3.54 (m, 2 H), 3.58 - 4.00 (m, 2 H), 3.63 (s, 2 H), 3.70 (s, 3 H),
4.36 - 4.41 (m, 2 H), 6.31(d, J = 1.89 Hz, 1 H), 7.04 - 7.08 (m, 1 H), 7.10 - 7.22 (m, 4
H), Y52 (d,J=1.89 Hz, 1 H), 7.56 (d, J =2.52 Hz, 1 H), 7.66 (dd, J = 8.83, 2.52 Hz, 1

H).

P omaad i(0V-Y) Jbu

N-[3-(2—methyl-2H-pyrazol-3—yl)-4—(2-morpholin—4-y1-ethoxy)—pheny1]—2-p-tolyl—

acetamide
(V\/\ < )o)
N N
§ R
T — AR .
HoN \ ;N ” /\N



= YAY -
¢ ils_Sae £1.A) triethylamine 5 (U o *-10 cpma OV) HATU (3o Jslae il 3

((J—e +.¥) DMF & (Use sle +)© ¢pae YY.0) potolylacetic acid 5 (dse o + ¥

::kéh.éa‘\c'_mﬁx.'égh\O Jagj.:\jﬂ‘EJ\J;:\;_)JﬁQ

+.} (a—aa ¥'+.Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
alasiuly Jslaall capgan 5Ll Jsha Ad 53l 3 ) ya a3 dic Tl (i 59 (g0 (Sl

45wl el (245 % . 4xada sodium  bicarbonate pladiuls 4lue 5 dichloromethane

Al ol ol A gn e s slgall o ta e jdns Lesad 5ig sodium sulfate aladiuly
tane 0+) iual i3S TFA ede o Jpeanll daantlly adiéa’ s RP-HPLC <l il s S

VAN
LCMS m/z (/) = 435.3 (M+H 100). 'H NMR (500 MHz, MeOH-dy) § 2.31 (s, 3 H), 3.01

-3.23 (m, 2 H), 3.49 - 4.00 (m, 2 H), 3.51 - 3.57 (m, 2 H), 3.62 (s, 2 H), 3.71 (s, 3 H),
435 -4.42 (m, 2 H), 6.31 (d, J=1.89 Hz, 1 H), 7.12 - 7.18 (m, 3 H), 7.22 (d, J = 8.20
Hz, 2 H),7.52 (d, J = 1.89 Hz, 1 H), 7.53 (d, J = 2.84 Hz, 1 H), 7.69 (dd, J = 8.98, 2.68

Hz, 1 H).
D paah :(0/\—\) Jle

2-benzo[1,3]dioxol-5-yl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-

phenyl]-acetamide

VYY)

YoAR

Vo



NN >
0 ) 0 o o L_o
N -5 N
e B N LN

« s S £1.A) triethylamine 5 (Jse Lo +.10 cane OV) HATU (1o Jslae il
2 (s (sl +.10 (a2a YV) 3 4-methylenedioxy-phenylacetic acid 5 (Jse o * .Y

:tshaﬂ\c'_mﬂh:\gé\" ..\L_:J.Z\é)ﬂ\ﬁ_)‘_);ag‘)ddlcc(& ~.Y‘)DMF

.} a2 ¥+.Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
pladiuly Jslaall cadas b L Jalll 1 gk 38 20l 5 ) s A0 die Jaglall (s 59 (e (oo

4 smmaall Aol (2635 25 \Aapdia sodium  bicarbonate aladiuly 4lu ¢ dichloromethane

pladl ol sl 4@ o Glall ot la ydn g Leand i sodium sulfate ahaaiuly

(pae £A) sl Cu K TFA mle o Jgeanll dpaaily 4iinty RP-HPLC il sila s S
(LAY

LCMS m/z (%) = 465.4 (M+H 100). 'H NMR (500 MHz, MeOH-d,) § 2.94 - 3.24 (m, 2

H), 3.48 - 4.05 (m, 2 H), 3.51 - 3.56 (m, 2 H), 3.58 (s, 2 H), 3.71 (s, 3 H), 4.35 - 4.43 (m,
2 H), 592 (s,2H),6.32(d, J=1.89 Hz, 1H), 6.74 - 6.83 (m, 2 H), 6.83 - 6.87 (m, 1 H),

7.16 (d, J=8.83 Hz, 1 H), 7.52 - 7.54 (m, 3 H), 7.69 (dd, J = 8.98, 2.68 Hz, 1 H).
: J...ua;ﬂ :(Oﬂ—\) dt‘m

N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-(4-

trifluoromethyl-phenyl)-acetamide

(VAE oS )

Vo



V1 ¢ EtOAC & A +) 1-Propanephosphonic acid cyclic anhydride ALz &

A (SPOWPRPITIN RS PR

) aa Y .\’) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
(Js—s o~ +.+ % ¢p—2a Y A) 4-trifluoromethylphenylacetic acid s «(Js—s Lo
i a5 (Ja +.V) Ethyl acetate 8 (Jge Lo+ ¢ fil5 Sae VYY) triethylamine 5
sodium  Alualy Joe il sl ad) o3 Aol s pm angy Al 5 ym Aa s vie Llal
Ayl Al Jue 5. ethyl acetate aladiuly 20Ul Gadlatul 84 (daplie bicarbonate
Y @ cGliall e W pang Leaad iy sodium sulfate aladiuly ledsiat s ala Jslaa
v.Y e Alg Kaa YY) acetyl chloride Jsbas Adlis) Cudiy (Ja +.0) methanol & Aiall
o= o—and Ay ca el Gliall s Jlaall a5 Sy ¢ methanol A (Jse e
308 HCL ke o Jpmnnll manily Caing ela 8 20 il g0 yads &9 methanol

(¥ caaa YY) sliay Adia

LCMS mv/z (/) = 489.3 (M+H 100). 'H NMR (500 MHz, MeOH-dy) & 3.05 - 3.14 (m, 2
H), 321 - 3.28 (m, 2 H), 3.56 - 3.61 (m, 2 H), 3.65 - 3.74 (m, 2 H), 3.79 (s, 3 H), 3.81 (s,
2H),3.90-3.98 (m,2H),442-4.49 (m,2 H),6.47(d,/J=2.21Hz,1H),7.22(d,J =
9.14 Hz, 1 H), 7.57 (d, J = 8.20 Hz, 2 H), 7.64 (d, /= 2.84 Hz, 1 H), 7.66 (d, J =7.88
Hz,2 H), 7.70 - 7.74 (m, 2 H).

Paaat 1(Te—Y) Jbe

YeAR



— YAo_

N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-thiophen-2-yl-

acetamide

.(ch g_\SJA)
(N
() O
S Ve
S N [N

V+7 ¢ EtOAc 8 /o +) 1-Propanephosphonic acid cyclic anhydride 48l x) cid o

A N (SPVRPPIIS QIS PR

&le *+) cana Yoo Y) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-aniline
VYY) triethylamine g (Js—s Lo +.+ 4 ca—aa YY) 2-thienylacetic acid s «(Js—e
50— da 0 die i) (il 55 (Ja . V) Ethyl acetate (& (e (Lo +.9 ¢ il Sue
p—33 A i sodium bicarbonate ddl—aly Jcli@ll sl ad) 23 delu 5y e 2oy .48 gl v,
Lgiiaty —ale Jlaay &y pmall ddal) Jue 5. ethyl acetate alasiuly zilill (bl
methanol (8 Afall 44Y b . liall Ja b jad g Leand 59 sodium sulfate plasiuly
o (o= e +.Y « 115 %00 YY) acetyl chloride Jghae Ala) Caciy ¢(Ja +.0)
o_padi a3y methanol (4 Add) 43 Gaely . Giliall Ja Jgladll 38 S5 ¢ methanol
ipae YY) el jia lo 50S HCOL de o Jpnall duanily ciin g ela 3 a0l cadly o

(Lot

LCMS m/z (%) = 427.2 (M+H 100). 'H NMR (500 MHz, MeOH-d,) § 3.06 - 3.15 (m, 2

H), 3.25-331 (m, 2 H), 3.56 - 3.61 (m, 2 H), 3.67 - 3.75 (m, 2 H), 3.82 (s, 3 H), 3.92 (s,

Y AR
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2 H),3.95 (dd, J = 12.61, 2.52 Hz, 2 H), 4.45 - 4.50 (m, 2 H), 6.52 (d, / = 2.21 Hz, 1 H),
6.99 (d, J=3.47Hz,1H),7.00 (d, J=3.47 Hz, 1 H), 7.01 - 7.04 (m, 1 H), 7.24 (d, J =
9.14Hz, 1 H), 7.31 (dd, J =5.04, 1.26 Hz, 1 H), 7.66 (d, J = 2.52 Hz, 1 H), 7.71 (dd, J =

8.99,2.68 Hz, 1 H), 7.80 (d, J =2.21 Hz, 1 H).
! sl :('H—\) e

1-[4-(2-azetidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-difluoro-

phenyl)-urea

.(M;.,sf)
I m&
HoN [N
e Jolaae

T Oy 2 \) 4-(2-(azetidin-1-yl)ethoxy)-3-(1-methyl- 1H-pyrazol-5-yl)benzenamine

A) 2,4-difluorophenyl isocyanate A8l ci i (Je Y) CHoCl, (Do e vV EY
Al Jelal) bald 480 Cud L oie L saa] Jagdald) el g (Jgo (o v V0Y ¢ 5l 5 S
ds—asll (/Y = CH,Cl, / methanol A syl At i) Si0; 3gae il sila s S

.(Z/\~ (ana °~.i) U‘}“J‘ uS)A“_lc

LCMS m/z () = 428 (MH", 100), "H NMR (400 MHz, DMSO-dg) 6: 8.96 (bs, 1H), 8.47

(bs, 1H), 8.09-7.98 (m, 1H), 7.45-7.39 (m, 2H), 7.36 (d, J = 2.71 Hz, 1H), 7.34-7.26 (m,

1H), 7.06 (d, / = 8.94 Hz, 1H), 7.06-6.98 (m, 1H), 6.23 (d, J = 1.85 Hz, 1H), 3.89 (¢, J =
YA

Vo
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5.49 Hz, 2H), 3.67 (s, 3H), 2.98 (t, J = 6.92 Hz, 4H), 2.60 (t, J = 5.47 Hz, 2H), 1.86

(quintet, J = 6.99 Hz, 2H).

! yucaad :('ﬂ‘—\) Ja

1-{3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin- 1-yl)-ethoxy]-

phenyl }-3-(4-chloro-phenyl)-urea

(YT S )
N N
£, Oy g o,
N, - A N,
Br Br
Pos st Y

3-(4-bromo-1-methyl-1H-pyrazol-5-yl)-4-(2-(3-methoxyazetidin-1-yl)ethoxy)
benzenamine

4-chlorophenyl isocyanate 4] it (Jo £) CHyCly (4 (Use Lo )+ ¥ cana ¥4.Y)
p— + HPLC 3l o il g 5% A3l salal) 480 < . ficbo 3aa) (ol a3y (aae YA)
(a—a °~.V) ;LAA:?JU.LABJLAS u‘_,;a.“ us_).o‘;lc d\,aa;ﬂ&)u.bujg&éu‘ 28ah

(%ax

LCMS m/z (/) = 534 (M+H "Br, 74), 536 (M+H ®'Br, 100). '"H NMR (400 MHz,

DMSO-dy) 5: 8.79 (bs, 1H), 8.70 (bs, 1H), 7.60 (s, 1H), 7.52 (dd, J = 8.95, 2.71 Hz, 1H),

7.47(d, J =8.94 Hz, 2H), 7.35 (d, J=2.70 Hz, 1H), 7.31 (d, J = 8.91 Hz, 2H), 7.09 (d, J

Y.A"



= YAA -

=9.03 Hz, 1H), 4.02-3.86 (m, 2H), 3.83 (quint, J = 5.80 Hz, 1H), 3.66 (s, 3H), 3.35-3.29

(m, 1H), 3.27-3.18 (m, 1H), 3.08 (s, 3H), 2.74-2.56 (m, 4H).
Powaad (1Y) Jhe

N-{3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin- 1-yl)-ethoxy]-

phenyl}-3-methyl-butyramide

(1YY S5
N N
o, e =N
Br Br
PO sl )

3-(4-bromo-1-methyl-1H-pyrazol-5-y1)-4-(2-(3-methoxyazetidin-1 -yDethoxy)
benzenamine

4Lz} Cadd (o Y) CHoCLy (8 (il S Y0) pyridine s (Jge o +2V+Y cama £1.7)

salall Adw . ydie b saad il g (v NYY ¢l Saa Vo) isovaleryl chloride

O sl € e o Jganll ¢ jie dany & ol Caind . HPLC Gl gila s Sy dasll
(ZYY aae Y1) eliay Al 5l
LCMS m/z () = 465 (M+H "°Br, 75), 467 (M+H *'Br, 90). 'H NMR (400 MHz,
DMSO-ds) 8: 10.00 (bs, 1H), 7.69 (dd, J = 8.99, 2.65 Hz, 1H), 7.60 (s, 1H), 7.48 (d, J =
2.63 Hz, 1H),7.09 (d, J = 9.06 Hz, 1H), 4.03-3.86 (m, 2H), 3.82 (quint, J = 5.76 Hz,

YoAR
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1H), 3.65 (s, 3H), 3.35-3.28 (m, 1H), 3.24-3.17 (m, 1H), 3.08 (s, 3H), 2.73-2.55 (m, 4H),

2.16 (d, J = 6.96 Hz, 2H), 2.12-2.00 (m, 1H), 0.92 (d, J = 6.55 Hz, 6H).
oeaad (1E-Y) Jha

benzooxazol-2-yl-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-

phenyl]-amine

(V949 S )
(N
N/O

N
0 QO O(: O
Br

Br
P e hada )

3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin- 1-yl-ethoxy)-phenylamine
3 (dse e +)Y ax V1) 2-chlorobenzoxazole (Jse Lo +.3 can vL0YE)
by a5 (se (e vV A e+ .0 ¥Y) DIEA d8li) casi o(Ja V) isopropanol
«§ —sand HPLC il o gile g ) 4850 delind) 30 38 55 ol £ 50d 2710 xie Jela)
53 (TFA gele) (199) Sl o Jmanll aanily Leisind g 5l ol 32 Y1 st

WAV MEMLJL&AGL&A&JU&

LCMS$ mv/z (/) = 496 (M+H "Br, 90), 498 (M+H ®'Br, 100). 'H NMR (400 MHz,

Acetone-dy) 8: 11.80 (bs, 1H), 8.04 (dd, J = 2.8, 9.0Hz, 1H), 7.91 (d, J = 2.8 Hz, 1H),

7.61 (s, 1H), 7.48-7.42 (m, 2H), 7.36 (d, / = 9.0 Hz, 1H), 7.27 (dt, J = 1.0, 7.6 Hz, 1H),

YA
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7.18 (dt, J=1.2, 7.8 Hz, 1H), 4.72-4.63 (m, 1H), 4.60-4.5 (m, 1H), 3.80 (s, 3H), 3.81-

3.42 (m, 4H and water), 2.95-2.82 (m, 2H), 1.95-1.80 (m, 4H), 1.55-1.30 9 (m, 2H).

ROt :('\0—\) Jbe

5-chloro-thiophene-2-carboxylic acid [3-(4-chloro-2-methyl-2H-pyrazol-3-y1)-4-(2-

morpholin-4-yl-ethoxy)-phenyl]-amide

(Y“VY’ c_an)
N N
o(\ /\o o o L o
N T s N
N [N o~ I R LN
Cl Cl
P e ks

) ) 3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine
(Js—= ko +.¥ can +.+ £4) 5-chlorothiophene-2-carboxylic acid (Jso Lo +.¥ can
¢«Ja +.V0V) DIEA 4ilia) cusi ¢(Ja £) DMF 8 (U ole +-¥ can +.VV€) HATU
4080 Gy Jlll Jgha A8 all 5 s ds 0 2ic dc\aﬁ\}ag.\;;glmel(dyu_h .4
o Ul aeanlly Leiiiad s 5 50l ¢l 3aY) aaand &5 (5 jpiand HPLC s sila g S

AN 0.Y Ay Ay AdiasaleS (TFA zle) (TFF) Sl

LCMS m/z (/) = 481.2 (M+H, 100). "H NMR (400 MHz, DMSO-dj) &: 10.41 (s, 1H),

9.95 (bs, 1H), 7.90-7.87 (m, 2H), 7.66 (s, 1H), 7.63 (d, J = 2.6 Hz, 1H), 7.31-7.23 (m,

2H), 4.48-4.27 (m, 2H), 3.66 (s, 3H), 3.81-2.87 (m, 10H and water).

Y.AR
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P st (V1) Jle

3,4-difluoro-N-[4-[2-(2-methyl-piperidin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-

phenyl]-benzamide

(608 oS 5)

20 26
O | _— o) © /

F N,
HZN%N D)({j [N
o F

u.aiul;;uﬁ'&?ﬁ

3 .~ -

4-[2-(2-Methyl-piperidin-1-y1)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine
Lo + VY «J— +.+ ) 0) 34difluorobenzoyl chloride s (Jse (slo - cpx . ')
(0— Y.©) methylene chloride (& (Jse do + VY ¢Javon \A) triethylamine 5 (J s
Al Aelnd) 3 ola gl o Jpnmnll o 38 5 o5 Jalll Jsh 3650 5 Ao e
Jsanll 0 penilly lodsiat s 3 kbl o) 3aY) aend iy (g st HPLC il silas )

JAAY Upany eliag Alia 30lS (£09) S el TFA ~ =le e
LCMS m/z (1) = 455.5 (M+H, 100).
D masd (V=) b

N-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenyl]-4-

fluoro-3-methyl-benzamide

Y«AY

yo
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(VE0 S )
| |
ENg Q
o) —_— o)
J X J
HoN [N \/Q)\ﬂ [N
Ci F Cl
RPN EQEN Py

3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-phenylamine

Y «de +.+ Y1) 4-fluoro-3-methylbenzoyl chloride 5 (Jsa (o + VY can v.v€4)
V.0) methylene chloride & (Jse o +- VY ¢Ja .4V 1) triethylamine 5 (5o (e
Al delimd) o3 ala 2l o Jguanll o 38 55 g Sl Jlsha 3820 5 ) ya a0 2ie (e
J sl 2 genily Loiuint g 350l o) 321 aaand o3y g minnd HPLC il s sile s S
S0V Upany eliay Adia 30lS (VE0) S 3l TFA — ke o

V. LCMS m/z (/) = 457.4 (M+H, 100).

! maah :('U\—\) Jea

1—(2—ﬂuoro—pheny1)-3—[3—(2-methy1-2H-pyrazol—3—yl)-4-(2-piperidin—l-yl—ethoxy)-

phenyl]-urea

.(‘\o ;_\S_).q)

O O
o)
/ _— 0 /
N, N,
N

0 Q\
A

YeAR
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D ore slae Aallae Cuds

(a—aa ¥ \) 3-(2-Methyl-2H-pyrazol-3-yl)- 4-(2-piperidin-1-yl-ethoxy)-phenylamine

2-fluorophenyl isocyanate plaaiuly (J— V) methylene chloride (8 (Jse (sle +. Y
o S s Jlll sk 48 53l 5 ) ya A 0 die Jelall Jada (uli 3 5 (Use oo v VE)
Aa pTie Sl (Si0p) amey il a sile g S Al aclimd] & ) e o gl
elamn 4o als (10) Soal e Jsiasll (CH,CL/MeOH Aot duiat (il (e

Jg00) Ayany

LCMS m/z (/) = 438.4 (M+H, 100). '"H NMR (400 MHz, DMSO-dg) &: 8.52 (bs, 1H),

8.32-8.28 (m, 1H), 8.02 (bs, 1H), 7.57 (dd, J = 2.7, 8.9 Hz, 1H), 7.48 (d, J = 2.7 Hz, 1H),
1.39(, J = 1.8 Hz, 1H), 7.18-7.06(m, 3H), 7.00-6.92 (m, 1H), 6.22 (d, J = 1.8 Hz, 1H),
4.11-4.08 (m, 2H), 3.75 (s, 3H), 2.67-2.60 (m, 2H), 2.42-2.31 (m, 4H), 1.52-1.43 (m,

4H), 1.40-1.32 (m, 2H).
D ylias’ :(‘H—\) Jle

N-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-3-

fluoro-benzamide

(00 L )
§0 50
| N

O
——»F /%i
H y
Br

I
N
Z
2\ Z—

Br

Vo



- Yag -

e dadd i

3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenylamine
e VY 31l e Y £.7) 3-fluoro-benzoyl chloride 5 (Jse Lo +o) o+ 0 YY)
(J— Y) methylene chloride ;3 (Jse oo +- V¥ ¢ il S« YA.\) triethylamine 5 (J 5o
il aclmd) a5 la il o Jgemall 638 iy Jalll Jlshe 3 5 s da 0 2
c—la e Jpeanll danilly ghuias s 5 5Ll ol 32Y) asend o35 . HPLC il s silas S

JAo t s shall Y qaslia e 5 @l Alia 30l (£00) (S all TFA

LCMS m/z (/) = 487 (M+H "Br, 97), 489 (M+H ¥'Br, 100). 'H NMR (400 MHz,

DMSO-ds) 6: 10.42 (s, 1H), 9.71 (bs, 1H), 7.96 (d, J =9.0 Hz, 1H), 7.83-7.73 (m, 3H),
7.66\(s, 1H), 7.63-7.57 (m, 1H), 7.46 (t, J =8.7 Hz, 1H), 7.30 (d, / = 9.1 Hz, 1H), 4.45-
4.21 (m, 2H), 3.68 (s, 3H), 3.51-3.42 (m, 2H and water), 3.43-3.20 (m, 2H), 2.93-2.60

(m, 2H), 1.97-1.68 (m, 4H).
! ynash :(V.—\) e

cyclopentanecarboxylic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-

yl-ethoxy)-phenyl]-amide

() oS
S0 20
0 0 o 0 0
7 — Nf
HQN/%N dL N [ N

Br Br
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e dala i

\A ) 3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine
HATU 3 (Jse Lo *. Y€ ¢ana YV) cyclopentyl carboxylic acid 5 (Jse oo +.Y cane
O3 o=d (J—s Y) DMF 3 (J—s +.¥) triethylamine 5 (Jse lo +. YT cama 49)
e Jpasll HPLC il o sile s S0 aladl 485 Cadip (4380 ¥o 304l a7V 00 dic Caygg S

TFA @3)}4@0}”‘@&33&5(%\‘\ ‘&AY#) U‘JA’"“ S ya

'H NMR (CDsCN, 400 MHz) § 1.66-1.95 (m, 8H), 2.70-2.80 (m, 1H), 2.85-3.02 (m,
2H), 3.13-3.27 (m, 2H), 3.43 (t, 2H), 3.73 (s, 3H), 3.74-3.80 (m, 2H), 3.82-3.90 (m, 2H),
4.34-4.48 (m, 2H), 7.13 (d, J=9.09 Hz, 1H), 7.55 (d, J = 2.53 Hz, 1H), 7.57 (s, 1H),
7.76:(dd, J =2.78, 9.35 Hz, 1H), 8.38 (s, 1H). Exact mass calculated for

CazHao " BrN4O3 476.1, found 477.3 (M+H "Br, 100), 479.3 (M+H ®'Br, 98).
Powaad (VYY) Jhe

N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-4-

trifluoromethyl-benzamide

.(Y‘i\"’ usf)

o 0O
O | . 0 /
N,
FsC

3[}“)..]. s ..?3

YoAR
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+.Y <a3a 0V) 3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenylamine
1)) HATU s (Js— Lo +.YY ¢ane £Y) 4- trifluoromethyl-benzoic acid s (Jse (o
die Chygg S (8 < (d.c \') DMF 4 (da -.\”) triethylamine (J)A ‘?.La . YE cana
S e e Jpanll HPLC il sila s Ss LAl soladl 465 Cach L3383 10 3aal p°Y v s

TFA gla by & ol & ddia 33l (£VY cpae 10) (f ial

'H NMR (DMSO-ds, 400 MHz) § 1.73-1.76 (m, 2H), 1.87-1.92 (m, 2H), 2.85-2.90 (m,
2H), 3.29-3.32 (m, 2H), 3.53-3.57 (m, 2H), 3.69 (s, 3H), 4.32 (t, / = 4.80 Hz, 2H), 6.32
(d, J=2.02 Hz, 1H), 7.26 (d, J = 8.59 Hz, 1H), 7.50 (d, /= 1.78 Hz, 1H), 7.75 (d, J =
2.53 Hz, 1H), 7.88-7.94 (m, 3H), 8.15 (d, J = 8.84 Hz, 2H), 9.81 (s, 1H), 10.5 (s, 1H).

Exatt-mass calculated for C,4H,sF3N40O, 458.2, found 459.4 (MH™).
D omaant (VYY) Jhe

N-{3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-((S)-3-fluoro-pyrrolidin-1-yl)-ethoxy]-

phenyl }-3-fluoro-benzamide

O £
/

(0] 0 |
-

F N

HoN . N R

Vo Br

YoAR
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3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-[ 2-((S)-3-fluoro-pyrrolidin-1-yl)-ethoxy]-

phenylamine

(Js— (Lo +-YY cana YY) 3-fluorobenzoyl chioride s (Os—a Lo + Y cpna V)
a5 A B8 Yo 32l A8yl 3 ) a s 0 xie (Je Y) THF (Je +.Y) triethylamine 5

TFA zded)ga 8ol sia ddiasales (111 caae £4)

'"H NMR (DMSO-ds, 400 MHz) § 1.98-2.10 (m, 2H), 2.90-3.45 (m, 6H), 3.68 (s, 3H),
4.28-4.30 (m, 1H), 4.39-4.42 (m, 1H), 5.28-5.42 (m, 1H), 7.28-7.31 (m, 1H), 7.44-7.49
(m, 1H), 7.57-7.63 (m, 1H), 7.67 (d, 1H), 7.73-7.82 (m, 3H), 7.94 (dd, 1H), 10.4 (s, 2H).

Exatt mass calculated for C3H,3BrF,N4O, 504.1, found 505.5/507.5 (MH™).
tmdand (VYY) Jle

3-chloro-4-fluoro-N-[4-[2-(4-fluoro-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-

yl)-phenyl]-benzamide

(e7A =S )
SO SO
O F (@] o / F
Nf oI A
HzN [N H LN
Vo F

YoAR
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A ) 4-[2-(4-fluoro-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine
¢(Js—s Lo +.YO ¢paa £A) 4-fluoro-3-chlorobenzoyl chloride s (Jse e +.Y0 cans
a5 388y Ve 3o A el 3 ) s As py die (Ja YY) THF (8 (Je +.Y) triethylamine
Osinll € e Ao Jsasll HPLC il a sila g oS plall 4805 & e daug 4 culdll 35S 5

TFA CSAB_)_M‘;&@:’LLABJLAS(ZO' (aaa 0/\)

'"H NMR (acetone-ds, 400 MHz) & 2.02-2.24 (m, 4H), 3.08-3.18 (m, 2H), 3.32-3.42 (m,

2H), 3.63 (t, J = 4.55 Hz, 2H), 3.80 (s, 3H), 4.59 (t, J = 4.55 Hz, 2H), 4.91-5.03 (m, 1H),
6.30(d, J=1.77 Hz, 1H), 7.23 (d, J = 8.84 Hz, 1H), 7.43-7.51 (m, 2H), 7.81 (t, J =2.27
Hz, 1H), 7.91-7.97 (m, 1H), 8.02-8.08 (m, 1H), 8.18 (dd, J = 2.53, 7.33 Hz, 1H), 9.71 (s,

1H)) Exact mass calculated for Cp4H,5CIF,N40, 503.1, found 504.1/506.1 (MH").

tmasd i(VE-Y) Jhe

N-{3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl]-4-fluoro-

benzamide

.(\"1'1 gﬁ)‘)
VIO :(T\/i—\) 3 ghad

3-[2-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(4-fluoro-benzoylamino)-phenoxy]-

piperidine-1-carboxylic acid tert-butyl ester

YoAR

Vo
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Boc\N BOC\'\Q
O o O |
N
N .
ISR AT
F

:L.J"‘]..]. s ..?3

3-[4-amino-2-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenoxy]-piperidine-1-carboxylic

acid tert-butyl ester

HATU 5 (Us—s e +.Y£ cpan ) 4-fluorobenzoic acid 5 (dse o +.Y canse 34)
Go—d b (J—s Y) DMF & (J— +.Y) tricthylamine s (Jse (olo +- Y7 aae 49)

Lo Jpasll HPLC Gl ja gl 585 oAl 480 i 4380 10 3aal p") 00 die gy Sue

3-[2-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(4-fluoro-benzoylamino)-phenoxy]-

piperidine-1-carboxylic acid tert-butyl ester

elian Ala 30lS (ZVY (aaa \“\)

MS found, 573.5 and 575.5.
D il :(g._Ni—\) 3 ghad
N-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl]-4-fluoro-
benzamide
.(\‘ 1 S J.A)

Y AR

\o



3-[2-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(4-fluoro-benzoylamino)-phenoxy]-
piperidine- 1-carboxylic acid tert-butyl ester

Iy aie hlal culi & (Je Y <Y g0 £) dioxane & HCI Aila) (p2e Y1)
M‘)A@JGJM.&)QALM}‘;%M‘ J':\SJB?SJ.Z\.\QEQL::L»BMZA);J\SJ\);
'H NMR (DMSO-ds,, 400 MHz) § 1.42-2.08 (m, 4H), 2.72-3.38 (m, 4H), 3.73 (d, 3H),
4.45 (m, 1H), 7.33-7.39 (m, 3H), 7.65 (d, J = 2.53 Hz, 1H), 7.74 (t, J = 3.03 Hz, 1H),

7.90+7.95 (m, 1H), 8.03-8.07 (m, 2H), 8.85-9.02 (m, 1H), 9.15-9.30 (m, 1H), 10.4 (s,

1H). Exact mass calculated for C,H;,BrFN4O, 472.1, found 473.3/475.3 (MH").

!zl :(VO—\) Jbia

N-[4-[2-(4-acetyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-

fluoro-benzamide

(T S )

Yo AR
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N-[4-(2—Bromo—ethoxy)—3—(2-methy1—2H-pyrazol—3—y1)—phenyl]—3-fluoro-benzamide
(Js—s (Lo +-Y1E cana Y'¢) L-acetylpiperazine s (Os—e Lo +-YOV cana V2 0)
s S b o (e ¥) DMF (& (50 (lo +.¥+) ¢ £Y) potassium  carbonate 5
S ot Jsall HPLC ) ya gila g oS Jalall) 480 oG LABA Y o.la.‘e 1Y 2ie

TFA e b ysmo (6 olimn Ala 2l (£71E cama VO) (o giad

'H NMR (CD;CN, 400 MHz) 8 2.09 (s, 3H), 3.32-3.38 (m, 6H), 3.48 (t, J = 5.05 Hz,
4H), 3.79 (s, 3H), 4.43 (t, J = 4.55 Hz, 2H), 6.39 (d, / = 2.02 Hz, 1H), 7.18 (d, J = 9.09
Hz, {H), 7.40 (dt, J = 2.78, 8.59 Hz, 1H), 7.57-7.63 (m, 2H), 7.70-7.74 (m, 2H), 7.80-
7.82 (m, 1H), 7.85 (dd, J =2.78, 9.09 Hz, 1H), 8.93 (s, 1H). Exact mass calculated for

C25H23FN503 465.2, found 466.4 (MH+)
D ast :(V‘l—\) JBa

N-[4-[2-(4,4-difluoro-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-

fluoro-benzamide

(VYA S )



N-[4-(2-bromo-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-fluoro-benzamide

L YVO caaa i\") 4 ,4-difluoropiperidine hydrochloride s (dy GL\ «. Y0 (ana e i)

O b (Je Y) DMF (Jse o +.Y0 cana ) + ¥} potassium carbonate s (e e

o Jsanll HPLC il sila g Sy Jadalll 465 o 4880 Yo 3aad o7V Yo die g S

.TFA c-\A'EJ_,m‘:r‘-;LA:uLLABJ‘.AS(/\/\ ‘?MY.) U‘)“’J‘ S e

'"H NMR (DMSO-ds, 400 MHz) § 2.10-2.23 (m, 4H), 3.10-3.40 (m, 4H), 3.57 (t, 2H),

3.68 (s, 3H), 4.37 (t, 2H), 6.30 (d, 1H), 7.25 (d, 1H), 7.45 (dt, 1H), 7.50 (d, 1H), 7.57-

7.62(m, 1H), 7.72 (d, 1H), 7.74-7.82 (m, 2H), 7.89 (dd, 1H), 10.3 (s, 1H). Exact mass

calculated for C,4H,sF3N4O; 458.2, found 459.4 (MH™).

Dl :(VV—\) Al

1-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenyl]-3-(4-

chloro-phenyl)-urea

YA

() S )

N
QL0 oy o 5O
NJ\N N, \©\ P /
H H LN NN N
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P Oe dstae )

1-(3-(4-bromo-1-methyl-1H-pyrazol-5-yl)-4-hydroxyphenyl)-3-(4-chlorophenyl)urea

1.Y) triphenyl phosphine 8L} o (e ©) THF & (Jge Lo +2) 20 cans ££.7)
(Js—a (Lo +.YEY cana YA) 1-(2-hydroxyethyl)pyrrolidine 5 (J9o Lo +.YOY cana
« )l Kua 04) 5, ad 5, L (DIAD) diisopropylazodicarboxylate ddla) <lly Ly
triphenyl ~ phosphine a—e a8 A3 Jyea3 LC/MS el Aol aay (Jsa (e +-YOA
\V) 1-(2-hydroxyethyl)pyrrolidine  4dl—a} cadis (Jge o -V €Y cana ¥1.2) il
3_ykad diisopropyl azodicarboxylate (DIAD) 4ili} Ui &l (d 50 (glo vV E0 ¢ ) o S
A8 a5 ya Aapd e Jelid) bada il 5 (Jge (e VPR ¢ il Sa YY) 5k
Ciiad o 5. HPLC il sile s Sy Aaalil salall 485 casd 038 i 8 2 Aol (o 2SY
e VYY) A a0ld A Bohia 30leS o giall S je e Jgeaadl ¢ jie Janey 8 5L

.(Zov

LCMS vz () = 520 (M+H%'Br, 100), 518 (M+H"°Br, 73), 'TH NMR (400 MHz,

DMSO-dg) § 8.81 (bs, 1H), 8.71 (bs, 1H), 7.60 (s, 1H), 7.53 (dd, J = 8.98, 2.72 Hz, 1H),
747, J = 8.95 Hz, 2H), 7.35 (d, J = 2.71 Hz, 1H), 7.31 (d, J = 8.90 Hz, 2H), 7.15 (d, J
=9.05 Hz, 1H), 4.15-4.07 (m, 1H), 4.06-3.98 (m, 1H), 3.66 (s, 3H), 2.80-2.69 (m, 1H),

2.69-2.58 (m, 1H), 2.42-2.31 (m, 4H), 1.66-1.55 (m, 4H).
tmaal ((YA-Y) Jba

1-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-(2,4-

difluoro-phenyl)-urea

YAR
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(6 =S)

N
’ (\ E o OI/IQ
HoN "‘ \Q\NJ\N N,
2 LN L H H LN
Br

P Oe Aol
3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin- 1-yl-ethoxy)-phenylamine

: AL ucDMAgAJAM & (dse ole Yo £V paa +.87)

s aic hadall (i g (Use e YoVY cpa +.£Y) 2,4-difluoro phenyl isocyanate

AT o iy DMSO &y Jelill Jay 15 (o ias Ay i J sk e 31 sl
aa ) L iy pildl e 4y g ¢ 391 aaad &5 . RP-HPLC il siles S
q pHgg;JJHAPEJmL;JQc\NaOH?\&uQéu\de‘ﬁJwM.}m
Ly mnll &S]l Cadad 5 .(Je O ¢(u ) Bthyl acetate plasiuly il oadlaliul g

: C\:\N slaal) s b iy leand p g sodium sulfate ?‘A'alua\_)
1—[3—(4-bromo—2—methyl-2H—pyrazol—3-yl)-4—(2-pyrrolidin-1-y1-ethoxy)-phenyl]—3—(2,4—
difluoro-phenyl)-urea

09 dliasy o6l dae Al 3alS

LCMS m/z () = 520 (M+H °Br,100), 522 (M+H ¥'Br, 98). 'H NMR (400MHz.

DMSO-d;) 8: 9.03 (bs, 1H), 8.49 (bs, 1H), 8.01-8.1 (m, 1H), 7.61 (s, 1H), 7.51 (dd,J =
.96 and 2.73 Hz, 1H), 7.35 (d, J = 2.72 Hz, 1H), 7.27-7.33 (m,1H), 7.15 (d, J = 9.04

YoAR
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Hz, 1H), 7.04-7.09 (m, 1H), 4.01-4.11 (m, 2H), 3.67 (s, 3H), 2.51-2.73 (m, 2H), 2.34-

2.38 (bs, 4H), 1.59 ~1.63 (bs, 4H).
: ymanh :(V‘\—\) Il

1-[3-(4-bromo-2—methy1-2H-pyrazol-3-yl)-4—(2—pyridin-4—y1—ethoxy)-phenyl]-3-(4-

chloro-phenyl)-urea

(V60 S9)
=
CI\@L o OH/ ol O
N/LN N — \Q\JOL 4
H H | N N"N Ny
B H H |,
Br
e Jslae A

1—[3-(4-bromo-2—methy1-2H-pyrazol—3—yl)-4-hydroxy—pheny1]-3-(4—chlor0-pheny1)-urea
. J(d}“é-“ LY E ‘p> ~.\)

triphenyl phosphine 5 (Js—s (—1a +.¥7 o .8 £Y) 4-(2-hydroxyethyl)-pyridine
diisopropylazo- 48} s «ila THF (e da Vv (B (dse e o YN paeen 1¢¢)
Lalall s 55 Adagsal) 3 all da oy die (Jse o T v .+ YYA)dicarboxylate

O P L £) A triphenylphosphine  43aS Ailia) < Bl dmy g . e L B0
(U o YT ipn vt £Y) 4-(2-hydroxyethyl)-pyridine £ (Jy—s o
s A ae il JSG Jeldl Lola (& 5y ¢ diisopropylazodicarboxylate

Ja o b pL Al asa 43 s Jolil bafa (e ) a5 A Jsh 283

Y AR

\o
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s o) W3S s AL o) 329 ggand i . RP-HPLC il sile s S 43855 DMSO
lgard 5 csodium  sulfate olasiwly 4 geandl Adall Caidad .(dao‘\ O _)A) acetate
1-[3—(4-Bromo-2-methy1—2H—pyrazol-3—yl)-4—(2-pyridin—4—y1-ethoxy)-phenyl]—3-(4-
chloro-phenyl)-urea
Jgt lyan sl a:ﬁgﬁ_.\l.\a'&d\.ns

LCMS m/z (/) = 526 (M+H Br, 100), 528 (M+H *'Br, 67). 'H NMR (DMSO-dg) &:

9.33 (bs, 1H), 9.24 (bs, 1H), 8.39 (dd, J =4.44 and 1.48 Hz, 2H), 7.63 (d,J = 7.28 Hz,
1H))7.59 (s, 1H), 7.56 (dd, J = 8.94 and 2.71 Hz, 2H), 7.48 (1m, 1H), 7.34 ( d,J=2.67,
1H), 7.31 (d, J = 2.67, 1H), 7.28 (dd, J = 6.88 and 4.87 Hz, 2H), 7.14 (d, J = 9.05 Hz,

1H), 7.09 (d, J = 5.93 Hz, 1H), 4.01-4.2 (m, 2H), 3.48 (s, 3H), 2.96-2.91 (m, 2H).
D _daal :(/\ =) ) Je

1-(2,4-diﬂuoro—pheny1)—3-[4-(2-imidazol-1—yl—ethoxy)—3—(2-methy1—2H-pyrazol—3-yl)—

phenyl]-urea

(YH) = 3)
N NS
ol/\‘wN F. o o N
SO0 T L
2 LN £ H H LN

YA
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s dslaa
et /\) 4-(2-imidazol-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenylamine
2,4-difluoro pheny! isocyanate 48| <1 dichloromethane Jo ¥ (A (s e +. Y01
Ay Al sl dapadll 5 jall da 3 die Jaddall s 5 (Jso o * YA caa .0 £Y)
4585 DMSO — J— 0 8 sl aial) 303 Gudy (Jelill bl 0 DCM i

f e Jsmanll deailly Liuiat s AaDll ¢l 3aY) apead o5 . RP-HPLC il sila s Sy
1-(2,4-difluoro-phenyl)-3-[4-(2-imidazol-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-urea

AZ Npany 3 yuall 4y 5lia Ly Alia 30lS
LCMS m/z (/) = 439 (M+H). "H NMR (400MHz, Acetone-ds) 5: 8.46 (bs, 1H), 7.96-

8.02 (m, 1H), 7.48 (dd, J = 8.9 and 2.72 Hz, 1H), 7.39-7.41 (m, 2H), 7.31 (d, J = 1.81
Hz, 1H), 7.17 (t, J = 1.42 Hz, 1H), 6.94 (d, J = 8.94 Hz, 1H), 6.7 -6.8 (m, 2H), 6.01 (d, J

= 1.78 Hz, 1H), 4.62 (t, J = 4.74 Hz, 2H), 4.33 (t, J = 5.07 Hz, 2H), 3.48 (s, 3H).
p s (M -)) Jbe

[4-(2-azepan-1-yl-ethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-carbamic acid

isopropyl ester

Vo



20 IS

o)
o)
P W & Y
HoN LN H L N
Br

Br
e dstae )

o '1) 4-(2-azepan-1-yl-ethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenylamine

isopropyl chloroformate 4} Co i DMA (o d— =Y 5 (e Lo +. V0¥ (an
A Jsh o all 3 ) all ds jo xie il ST\ PP ‘(d}q e YTAY e v la YY)
&—ead a3 . RP-HPLC pladiuly 4385 3 DMSO 4dlaly Jo 0 ) Jeldl hads ceandas &
) NaOH Zlcaly & glall 4Gl Aloles iy pnall ay ) o iy DLl ¢ 3aY)
Ethyl acetate pladi by ol (aBlaind o5 @l 2ayg .9 pH (fus g jam af ) aic soke
a5 iy sodium  sulfate pladiuly draaal) 4 pmall A6l Cadat 3 (de Yo (45 1)

[4-(2-Azepan-1-yl-ethoxy)-3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-phenyl]-carbamic

acid isopropyl ester

AL Z\J:u.aa.)u)m :\.ogas:\._\la.a'&.)\.os

LCMS m/z (/) = 478 (M+H "Br, 100), 480 (M+H S, 98). 'H NMR (400MHz,
DMS$©-ds) 8: 8.79 (bs, 1H), 8.69 (bs, 1H), 7.59 (s, 1H), 7.34 (d, J = 2.62 Hz, 1H), 7.21-
7.31 (m, 1H), 7.14 (d, J = 9.04 Hz, 1H), 4.02-4.12 (m, 1H), 3.92-4.12 (m, 2H), 3.67 (s,
3H), 2.69-2.78 (m, 2H), 2.53-2.59 (m, 2H), 1.4-1.58 (bs, 8H), 1.26 (d, J = 6.82 Hz, 6H).

S YTo-tN] :(/\\'—\) JBa

Y«AR
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N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4Joxazepan-4-yl-ethoxy)-phenyl]-3-

trifluoromethyl-benzamide

(o'k/\ g,;sf)
2 v
o /Q e F O © ,\ﬂ Q
o Uslae

Gax v '1) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[ 1,4]oxazepan-4-yl-ethoxy)-phenylamine
Vo Jse Gle Y0 £ ¢ Ja v 4 0Y9) NN-diisopropylethylamine 5 (Jse o +.V0Y
¢«J—s .+ YYA) 3-fluoro-4-(trifluoromethyl)benzoyl chloride 4ila) ot DMA (3o Jo
s -l ) sha bl 351 all A 0 vie Jelill lads (i 23y edayy (se Gle +2VAY
« RP-HPLC il > gila g & 480l 4cliad)  DMSO 4ibaly Ja 0 ) Jelal) lada Canias

Dsle Jsoall daatily Lehiat 5 2Dl ¢ a9 apend &

N-[3—(4-Bromo-2-methyl—2H—pyrazol-3-yl)-4-(2—[1,4]oxazepan-4—yl-ethoxy)—phenyl]—3—
fluoro-4-trifluoromethyl-benzamide

Jov MZMLJL&&L@&@M@BJM(
LCMS mv/z (1) = 489 (M+H, 100). '"H NMR (400MHz, DMSO-dg) 6: 10.5 (bs, 1H), 8.29

(s, 1H), 8.26 (d, /= 7.94 Hz, 1H), 7.98 (d, J = 7.83 Hz, 1H), 7.89 (dd, J =8.93 and

2.55Hz, 1H), 7.79 (t, / = 7.82 Hz, 1H), 7.72 (d, J = 2.53 Hz, 1H), 7.49 (s, 1H), 7.26 (d, J

Y«AY
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=9.14 Hz, 1H), 6.31 (d, J = 1.79 Hz, 1H), 4.29-4.43 (m, 2H), 3.69 (s, 3H), 3.55-3.64 (m,

5H), 3.01-3.18 (m, SH), 1.8-2.1 (m, 2H).

tmaat 1(AY-Y)

[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]-carbamic acid

isopropyl ester

| O . J
—————e—
N, N y
HN Y FQ@/L i
Br F Br

PO dstae

) i) 3-(2-methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenylamine

isopropyl il s ¢ Pyridine /DCM kala (e do V [da ¥ (G (Use Gl +.££Y (an
3 A0 die Jeliil s ulis 59 (Uge (Lo + €AY can 2.4 1) chloroformate
A G (e e el pyridine [ DCM hida yan 2 Jill sk )
#1 32Y) gpand . RP-HPLC il sile s Sy 400 dclind) 45 DMSO Ja © b iidl

P sle Jandl daailly Ledidad 205 2D

[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]-carbamic  acid
isopropyl ester

WAY: M:u.a;__aa_.\lm'&dl.as

YA

\o
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LCMS mv/z (/) = 585 (M+H °Br, 100), 587 (M+H *'Br, 98). '"H NMR (400MHz,
DMSO0-dg) &: 10.3 (bs, 1H), 8.06 (d, J = 11.27 Hz, 1H), 7.95-8.01 (mn, 3H), 7.72 (d, J =
2.60 Hz, 1H), 7.68 (d, J = 2.36 Hz, 1H), 7.31 (d. J = 9.48 Hz, 1H), 4.35-4.44 (m, 2H),

3.5-3.9 (m, 10H), , 2.51-2.69 (m, 5H).

:M:(Ai-\)d\fm o

[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[1 ,4)oxazepan-4-yl-ethoxy)-phenyl]-carbamic acid

isopropyl ester

.(Y\i g_sSJA)
S0 NN
0 / S ° o) /k/s
HoN N, /LO)LN/@LN/‘
2 | N H LN
Poedsbse

v i) 3-(2-methy1—2H—pyrazol-3-yl)-4-(2-[1,4]oxazepan—4-yl—ethoxy)-phenylamine
isopropyl  A8la] <1 i ¢ Pyridine /[DCM Lada (e Ja ) [da ¥ (3 (Jm Lo+ £ £
3= A ve Jelil bls (ol g (Jge Lo . £AY caa .+ 1) chloroformate
Ay G G (S e Jgasl pyridine [ DCM hila i A edlll Jgha 44 2
) 31 gand 3 . RP-HPLC il ja silas S5 Al 4elimd] 255 DMSO e 0 b il 1o

e Jpnanll yantlly lgisins 55 L)

[3—(2-Methyl—2H-pyrazol-3—yl)-4-(2—thiomorpholin—4-yl—ethoxy)-phenyl]-carbamic acid

isopropyl ester

YA
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JAE M:\.,\LAB.)LAS

LCMS m/z () = 405 (M+H, 100). 'H NMR (400MHz, Acetone-dg) 6: 8.58 (bs, 1H),
7.66 (dd, J=8.4 and 2.6 Hz, 1H), 7.55 (s, 1H), 7.47 (d, J = 1.81Hz, 1H), 7.28 (d, /= 1.8
Hz, 1H), 7.16 (d, J = 8.9 Hz, 1H), 6.05 (d, J = 1.86 Hz, 1H), 4.92-4.98, (m, 1H), 4.53 (t,
J=4.3 Hz, 2H), 3.72 (s, 3H), 3.59 (dd, J = 9.63 and 4.86 Hz, 2H), 3.28-3.42 (m, 4H),

2.93-2.99 (m, 4H), 1.25 (d, J = 6.12 Hz, 6H).

! ymasd :(/\0—\) Jbs

[3-(2-methy1-2H-pyrazol-3-yl)-4—(2-[1,4]oxazepan—4-y1—ethoxy)-phenyl]—carbamic acid

isopropyl ester

(YVo oS)

(\N (\N

N [ )\O)LH B
P dslas )

voe /\) 3—(2—methyl—2H-pyrazol—3-y1)~4-(2-[1,4]oxazepan—4-y1—ethoxy)—phenylamine
+.+Y'£) isopropyl chloroformate 4l ¢udi « DMA a ¥ & (Use Sle . YOV (ana
=29 =l Jl st 48 2l 5 ) a da 0 2 dchﬂ‘k.ﬂ;u:ﬂméj (Jga e v YYA PEN
RP- il il 5 58 4 ill aclad] 55 DMSO 4ilaly Juo 0 Y Jeli Ll Cawas

Pl Jsmanll ypenilly Lediat s LD ¢l 321 puens 5. HPLC

Y«AY
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[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-[1,4]oxazepan-4-yl-ethoxy)-phenyl]-carbamic acid
isopropyl ester

Ay Apasy s jiall 4l eliay 4l 403 30LeS

LCMS m/z (/) = 403 (M+H, 100). '"H NMR (400MH, Acetone-ds) 3: 8.35 (bs. 1H),

7.4%(dd, J= 8.4 and 2.6 Hz,, 1H), 7.33 (s, 1H), 7.23 (d, /= 1.8 Hz, 1H), 6.94 (d, J =
8.95 Hz, 1H), 6.05 (d, J = 1.82 Hz, 1H), 4.69-4.76, (m, 1H), 4.31 (t, J = 4.36 Hz, 2H),

3.52 (s, 3H), 3.41 (t, J = 4.93 Hz, 2H), 3.10-3.30 (m, 4H), 2.71-2.80 (m, 4H), 1.05 (d, J =

6.12 Hz, 6H).
. )...ua;ﬁ :(/\W—\ ) dtm
N-[3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3- Vo

trifluoromethyl-benzamide

N N
IS B
H N 0 ?{QJ\” >
cl Cl
P e Y Jsbaa

3-(4-chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenylamine Yo
Y+ 2ie (Ja Yoo /1) n-propanol/ethyl acetate (s Jaila & (dse (e YA caa 10 Y)

has 18 ool L &) pe eday 3-triflucromethyl benzoyl chloride Al Cudi 2 YO -

Y AR
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5ol As 3 oo Jalal (s amy Akl La) Josd 5y o OS2 TSt Je il
n-propanol  pladt by el ud g Aball o gall el 5 3 Clelu 0 Y Y (e B0 Adasadl)

Ple dsasll Qi Jigh %60 die f ke hauy b Lghuin g

N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-3-

trifluoromethyl-benzamide
(HCI gele 35 50a 8) 7YY dluany eliay dilia 0L

LCMS m/z (%) = 509 (M+H *C1, 100), 511 (M+H *'Cl, 33) 'H NMR (400MHz,

DMSO-de) 8: 10.7 (bs, 1H), 8.39-8.44 (m, 2H), 8.01 (d, J = 2.61 Hz, 1H), 7.98 (s, 1H),
1.75-7.83 (m, 2H), 7.69 (s, 1H), 7.35 (d, J = 9.01, 1H), 4.45-4.65 (m, 2H), 3.79-3.89 (m,

4H))3.69 (s, 3H), 3.36-3.53 (m, 4H with water), 3.05-3.25 (m, 2H), 2.99-3.05 (m, 2H).
! tadand :(/\V—\) Jta

N-(3—(4-chloro—l-methyl-1H-pyrazol-5—yl)-4—(2~morph01inoethoxy)phenyl)

cyclopropanecarboxamide

(Y oS )
N N
cl)//\ /\o o 0 lk/o
HQN%N K/Lﬂ [
Vo Cl Cl
P oe dslae

Y AR
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. .\’) 3—(4—Chloro-2—rnethy1-2H—pyrazol—3-yl)—4-(2—morpholin-4—y1-ethoxy)—phenylamine
cyclopropanecarbonyl chloride il a} v a3 (Ja Y £) CHoCly (G (dse sla - e
b la s 2 (dse (e +-VA e +. oY) pyridine (dse sle + VY ¢da +.0V0)
& 2aailly Cadaill 2ay5 . RP-HPLC il ya sile g Ko 40T g 0 S i AT Yo Badl Jelil

LCMS vz (/) = 405 (M+HCl, 100), 407 (M+H*"C], 38). "H NMR (400 M1z,

DMSO-dy) &: 10.28 (s, 1H), 7.74 (dd, J = 2.6, 9.0 Hz, 1H), 7.65 (s, 1H), 7.54 (d, J = 2.6
Hz, 1H), 7.23 (d, J = 9.0 Hz, 1H), 4.43-4.37 (m, 1H), 4.32-4.25 (m, 1H), 3.63 (s, 3H),

3.92-2.92 (m, 10H), 1.78-1.70 (m, 1H), 0.78 (d, J = 6.3 Hz, 4H).

t maad H(AAY) Jle
3-methoxy-N—[3—(2-methy1-2H—pyrazol-3-yl)-4-(2—morpholin—4-yl-ethoxy)—phenyl]—
benzamide

(VYY)

o ot O
. %b Q)k N ) \@r(\i ﬂ /©;/> 0

NN

3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)- (—= by A @a 5
+.£A caza AV) 3-methoxy-benzoyl chloride 5 (UJse (o - % cana VY )phenylamine

35— a0 2 THF de © 8 (5o oo +-Y% ¢da +.Y) triethylamine 5 (Jse (Lo
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sl € o Jpaall HPLC Gl a e s S5 Jasladl 280 g 338 )+ 5aa) 48 2l

(%0 cane AA ¢ TFA o) sliay dulia 5alaS

'"H NMR ( Acetone-ds, 400 MHz) 2.99-3.21 (m, 2H), 3.22-3.45 (m, 2H), 3.66 (t, J = 4.80
Hz, 2H), 3.75 (s, 3H), 3.85 (s, 3H), 3.79-3.89 (m, 4H), 4.58 (t, J = 4.80 Hz, 2H), 6.29 (d,
J=2.02Hz 1H), 7.13 (dd, J = 8.34, 2.53 Hz, 1H), 7.22 (d, / = 8.84 Hz, 1H), 7.42 (t, J =
7.83 Hz, 1H), 7.47 (d, J = 1.77 Hz, 1H), 7.52 (t, J = 1.77 Hz, 1H), 7.56 (d, J = 7.07 Hz,
1H), 7.80-7.83 (m, 1H), 7.91-7.96 (m, 1H), 9.54 (s, NH). Exact mass calculated for

C24HN404 436.2, found 437.5 (MHY).

tllal) g1 50 Tk Gdlin) il jal Alias il 1(AG-1) Jlia

L:’gi) 3 gunall ABSY Al Jglaall & LS el ell] hlasl bl g daladl Galasl (5 )k

MH" .2 (Mass Calc

YA
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4 Lkl | x<) .. i
g | e | | &S] | e | e | RR ST
- i i
5553 | 5552 | K | 109 534 | 5321 | B 2
5553 | 5552 | K | 110 BA& | 51| B 3
536
5124 | 5122 | 1 111 440 | 4402 | F 4
490 | 4902 | F 112 B4& | 5341 | B 6
536
380 | 3892 | D | 113 451 | 4511 | B 7
4985 | 4982 | K | 114 456 | 4562 | F 8
456 | 4562 | F 115 549 | 5471 | B 9
4406 | 4402 | F 116 SI8& ) 5151 | B 10
520
455 | 4552 | B | 117 Sgg’:‘ 536.1 | B 1
165 &
569.6 | 5692 | R | 118 ¥ les1| B 12
490 &
5551 | 5552 | K | 119 o | 902 | B 14
4705 | 4702 | 3 120 5(5)37& 5052 | B 15
192 &
4784 | 4782 | E | 121 von | 422 | B 16
4575 | 4573 | R | 122 490 | 491 | B 18
4435 | 4433 | R | 123 487& | 4980 | B 19
489
4575 | 4573 | R | 124 329 | 3292 | B 20
508 | s282 |GHF| 126 523 4& 5021 | F 21
486 | 5862 | Y | 127 520 | 5181 | F 22
seo | 4692 | BCF| 128 4227& 4651 | D 23
471 | 4712 | F 129 b4& s |y 24
566
453 | 4532 | F 130 PBh& N s |z 26
536
483 | 4832 | F 131 442 | 4422 | F 27
474 | 4742 | HF | 1322 4362 | 4362 | F 29
413 4& 4721 | HF | 133 3673 | 3672 | D 30
5465 | 5462 | R | 134 445 | s142 | F 31
5845 | 5842 | E | 135 343 | 3432 | AB | 32
5678 | 5683 | E 136 401 | 4012 | D 34

Y AR
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4.3:\5.“ 31_).1:3‘ ?SJ 4.‘3&.“ . PSJ
T ol B QU] i IERT N Bl Reraull (ESS

476 | 4762 | AB | 137 429 | 4292 | B 36
5404 | 5402 | I 138 445 | 4452 | D 37

48 | 4862 | M | 139 4965 | 4962 | BQF | 38

486 | 4862 | GHF| 140 5126 | 5122 | F 39

484 | 4842 | F 141 5284 | 5282 | F 40
5116 | 5122 | K | 142 5105 | 5102 | F 41
442 &

| 422 | F 143 5263 | 5262 | F )

467 | 4651 | R | 144 453 | 4532 | E 43
532 & 468 &

e | B2 | M| 146 o | 4682 | F 45
42;8& $372 | D | 47 438 | 4382 | F 46
5836 | 5842 | E | 148 438 | 4382 | F 47

444 | 4442 | F 149 M0& 1 sa0 | F 48

542
213 | 212 | R | 150 524 | 5243 | F 49

472 | 4722 | F 152 542 | 5422 | F 50

471 | 4702 | F 153 4365 | 4362 | F 51

403 | 4032 | D | 154 MO& ) 02 | M 52

442

417 | 4172 | D | 155 44 | 4242 | M 53
4544 | 4562 | 7 156 442 | 4422 | M 54
5404 | 5402 | J 157 4145 | 4142 | M 55
5554 | 5552 | I 158 3962 | 3962 | M 56
4846 | 4842 | I 159 4125 | 4121 | M 57

439 | 4392 | E | 160 4283 | 4282 | M 58

451 | 4512 | E | 161 4103 | 4102 | M 59

470 | 4702 | HF | 162 4263 | 4262 | M 60

470 | 4702 | HF | 163 5583 | 5582 | F 61
4844 | 4842 | I 164 5563 | 5562 | F 62

457 | 4572 | R | 165 4583 | 4582 | M 63

373 | 37132 | G | 166 4565 | 4561 | M 64
4967 | 4972 | 3 167 42‘5‘ 6& 4542 | F 66
4209 | 4212 | R 168 42‘5‘ 6& 4542 | F 67
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.t PARN] “ . 41<Y R
G | e | | S| | A [ et | | 2
457.9 458.2 R 169 420 420.2 F 68
509.5 510.1 R 170 498 & 498.1 F 69
500
455.7 456.2 R 171 456 456.2 F 70
566.9 567.2 J 172 450 450.2 F 71
5754 576.2 B 173 488 488.2 F 72
457.2 458.2 R 178 556 556.2 F 73
4354 435.2 8] 180 452 452.2 F 74
470.3 470.2 R 181 450 450.2 F 75
486 486.2 F 182 462 462.2 F 76
468.6 468.2 F 183 558.4 558.2 F 77
484 484.2 F 184 556.2 556.2 F 78
428.7 429.2 U 185 458.3 458.2 M 79
4749 475.1 R 186 434 4342 F 80
581.2 581.2 L 187 488 488.2 F 81
454.8 4552 M 188 456.3 456.1 M 82
468.6 468.2 F 189 410 410.2 F 83
483.5 483.2 E 190 426 426.2 F 84
555.4 555.2 K 191 442 440.2 A’]IS:’C’ 85
442 4422 F 192 42:; 5& 483.2 R 88
417 417.2 D 193 5;122& 539.2 E 89
500 500.3 R 194 487 487.3 D 90
486 486.3 K 195 473 473.3 D 91
462.3 462.2 L 197 373 373.2 M 92
5;34& 512.1 I 198 439 439.2 M 93
533.5 5332 R 200 387 387.2 M 94
490.4 490.2 L 201 371.4 371.2 R 96
5194 519.2 K 202 454 454.2 F 97
486.4 486.3 W 204 526.0 526.2 J 98
428.4 428.2 \% 205 568.6 569.3 J 99
444.5 4443 %% 206 569.7 470.2 J 100
458.4 458.3 K 207 458 458.2 F 101
490.4 490.2 RW 208 440 440.2 F 102
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PR R , - AT ,
o pe 2 Sl | Ay ) | Zas | 20
5675 | 5672 | K | 210 4983 | 4982 | K | 103
5262 | 5262 | K | 2l 4695 | 4692 | M | 104
5135 | 5132 | K | 212 3794 | 3791 | B | 105
4493 | 4492 | w | 213 5689 | 5692 | R | 107
5687 | 5692 | E | 108

Ll 28 ) Sl Al il 5 Aaladl 30330 3ok e A Jpanl) b s

MH" & (Mass Calc ‘ﬁ) 4 pnall ALK ¢ Sl o) 5

r AR . .t 4t .
509 509.1 E 525 405.8 405.2 D 214
493 493.1 E 526 403.7 403.2 D 215
509 509.1 E 527 470.5 470.2 F 216
475 475.1 E 528 472.8 472.2 F 217
455 455.2 E 529 4379 437.1 F 218
525 525.1 E 530 439.8 439.2 F 219
471 471.2 E 531 506.3 506.2 F 220
455 455.2 E 532 386.8 387.2 R 221
4732 | 4732 | P,QE 533 345 345.2 G 222
4414 4412 | P,Q,R 534 433;;7'7& 493.2 R 223
457.2 4572 | P,Q.E 535 455.7 456.2 F 224
495.3 495.2 P"L:Q’ 536 543.5 5432 | CCREXJ | 225
4554 | 4552 G’EQ’ 537 583.4 583.2 | C,PEX,J | 226
4752 | 4752 G’EQ’ 538 458.3 458.2 F 227
459.2 459.2 | P.QE 539 455.5 455.2 E 228
4433 4432 | P,Q,E 540 474 474.2 F 229
443 443.2 R 541 474 474.2 F 230
470 470.2 R 542 490 490.1 F 231
475 475.1 R 543 456 456.2 F 232
476 476.1 R 544 492 492.2 F 233
479.2 | 479.1 P’LEQ’ 545 524 524.1 F 234

Y AR
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— AT - — TEST -
;:Iﬂ\ e 2kl 2 iﬂ‘ g | a0 2
4593 | 4502 | T {EQ 546 558 | 558.1 F 235
4232 | 4232 |PQE| 547 470 | 4702 F 236
5213

& | 5211 |BQE| 548 486 | 4862 F 237
5233
490.1

& | 4901 |BQE| 549 4567 | 4573 | W 238
492.1

537 | 5371 | R | 550 5863 | 586.1 | CPEXJ | 239
503 | 5032 | R | 551 4429 | 4433 K 240
537 | 5371 | R | 552 9212 | 4211 B 241
499 | 4992 | R | 553 3772 | 3772 B 242
485 | 4852 | R | 554 402 | 4022 D 243
4453 | 4452 |BQE| 3555 416 | 4163 D 244
429.1 | 429.1 |BQE| 556 4248 | 4242 F 245
3823 | 3822 |BQE| 557 4245 | 4242 F 246
527 | 5271 | E | 558 4368 | 4362 F 247
473 | 4132 | E | 5%9 4407 | 4402 F 248
527 | 5271 | E | 560 3592 | 3592 G 249
473 | 4132 | E | 561 5043 | 504.1 F 250
442 | 4422 | E | s62 4883 | 4882 F 251
402 | 4422 | E | 563 550.6 | 550.1 F 252
441 | 4412 | E | 564 5523 | 552.1 F 253
466 | 4662 | E | 565 5822 | 582.0 F 254
4892 | 4892 | E | 566 5843 | 584.1 F 255
5053 | 5052 | E | 567 5483 | 548.1 F 256
4892 | 4892 | E | 568 5502 | 550.1 F 257
4572 | 4572 | E | 569 492 | 4922 F 258
439.1 | 4392 | E | 570 524 | 5242 F 259
4531 | 4532 | E | s71 486 | 486.2 F 260
4736 | 4132 | B | 72 498 | 4982 F 261
527 | 5271 | E | 573 492 | 4922 F 262
537 | 5372 | R | 574 492 | 4922 F 263
4752 | 4752 P’;Q’ 575 592 | 592.1 F 264
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- T - - =T -
Ak Lkl | . ALY . i,
CE N I s vall B Ol QU] I IERCE R Byl Bl U6
4593 | 4s92 | T %Q 576 506 | 5062 F 265
52054 | 523.1 PéJ g 577 428 | 4231 G 266
4572 | 4572 | ! F? 578 5342 | 534.1 F 267
5215 | 519.1 PéJ g | 579 5362 | 536.1 F 268
5193 | 519.1 Péj g > | 580 5333 | 533.1 E 269
3452 | 3452 581 5184 | 518.1 F 270
521 | s212 | E 582 4049 | 4052 E 271
4912 | 491.1 B’E’Q 583 447 | 4471 E 272
4756 | 4752 | R 584 450 | 4592 E 273
4915 | 491.1 B’E’Q 585 489 | 489.1 E 274
P.J.Q, 4492 &
153 | a152 | P 586 preall IPPCR! I 275
5063 &
5513 | 5512 |B.QE| 587 Soos% | 5062 J 276
4793 &
5632 | 5631 | E 588 rasE| 4792 J 277
5633 | 5631 | E 589 408.7 | 409.1 G 278
5026 | 5022 | F 590 5204 | 5201 F 279
502.6 | 5022 | F 591 4254 | 4252 | B.QR | 280
4614 | 4612 B;S]’EE 502 4913 | 4912 | BQE | 283
4615 | 4612 Bﬁ’f 503 5222 | s22.1 F 284
5513 | 5512 | B 594 5043 | 504.1 F 285
5134 | 5131 | E 595 5043 | 504.1 F 286
5132 | 5131 | E 596 431 | 4311 E 287
5215 | s212 | E 597 459 | 459.2 E 288
4715 | 4712 | E 598 459 | 4592 E 289
5453 | 5431 | E 599 4204 | 4202 F 290
5034 | 5032 | E 600 4319 | 4312 F 201
5202 | 5291 | E 601 4382 | 4382 F 202
5034 | 5032 | E 602 370.8 | 3712 G 293
5202 | 5291 | E 603 3689 | 3692 E 204

Y«AR
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- TELT - - =T -
ansy g‘)la.“ A A<y e A2
sl | 29 | TG | S| | a [ R &5
567.1 | 567.1 | E 604 410.8 | 4112 E 295
5672 | 5671 | E 605 304.8 | 3952 E 296
5853 | 5851 | E | 606 423 | 4232 E 207
5315 | 5311 | E | 607 4761 | 476.1 F 208
5854 | 5851 | E | 608 4783 | 478.1 F 299
569.43 | 569.1 | E 609 5464 | 54622 ] 300
569.43 | 569.1 | E 610 5322 | 5322 K 301
5185 | 5182 | F 611 4233 | 4232 E 302
5874 | 5871 | E | 612 4232 | 4232 E 303
5185 | 5182 | F 613 4564 | 4562 F 304
5873 | 5871 | E | 614 4471 | 4471 | AF 305
PIT. 1634 &
213 | 521l | Fone | et o) 4631 R 306
PIT, 4913 &
25 | s1o1 | Fon | ets sl | 4912 R 307
448.6 &
5324 | 5322 |BQF| 617 yen ol | 491 E 308
4413
& | 4412 | R | 618 422;177& 463.1 R 309
4433 :
4553
& | 4552 | R | 619 41;'9?’3& 477.1 R 310
4573 :
5812 | 5811 | E 620 4558 | 4552 F 311
5812 | 5811 | E | 621 4577 | 4572 F 312
4882 | 4882 P’%Q’ 622 4913 | 4912 313
4683 | 4682 | T gQ 623 4122 | 4722 F 314
4523 | 4522 P";:Q’ 624 484.4 | 4842 F 315
4803 | 4892 | R | 625 484 | 4841 F 316
4803 | 4892 | R | 626 490 | 4902 F 317
5557 | 5552 | L.OE | 627 474 | 4742 F 318
5354 | 5352 | I.QE | 628 4816 | 4822 F 319
5196 | 5192 | J.QE | 629 484.4 | 4842 F 320
4834 | 4832 | E | 630 4658 | 4663 F 321
4985 | 4982 | F 631 6323 | 6322 B 322

Y AR
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. AN < . A1) .
P IR B ALY . Ky
BN vl BT RESA N I RTINSl g
482.4 | 4822 F 632 618.4 618.1 B 323
537 537.2 E 633 478.3 478.3 F 324
537 537.2 E 634 481.3 481.2 E 325
505 505.2 E 635 465.3 465.1 E 326
531 531.1 E 636 427.2 427.2 E 327
531 531.1 E 637 505.5 505.2 F 328
4544 &
5311 | 5311 | E 638 Yseq | 4542 J 329
563.2 | 563.1 E 639 3853 385.3 J 330
521 521.2 E 640 554.4 554.2 F.B 331
489 489.2 E 641 497 497.2 E 332
516 516.2 F 642 481.2 481.1 R 333
500 500.2 F 643 560.2 560.1 L 334
565 565.1 E 644 532.2 532.1 AG 335
533 533.1 E 645 396.8 397.2 E 336
544 544.2 F 646 441.4 441.2 E 337
488.2 | 488.1 P(’QJ’I};’ 647 413.5 413.2 E 338
504.1 504.1 F 648 454.5 454.2 v 339
488.2 | 488.2 F 649 482.5 482.2 F 340
488.2 | 488.2 F 650 519.4 519.1 R 341
546.6 | 5462 | J,QE 651 509.4 509.1 R 342
4723 | 472.1 Pé’;:(’ 652 459.4 459.2 Q. R 343
496.4 | 496.2 J’F?’ 653 397 397.2 E&M 344
527.6 | 5272 J’EQ’ 654 431.2 431.1 E 345
538.5 | 5383 P”LEQ’ 655 476.1 476.2 F 346
5886 | 5883 | h | 656 474 | 472 | E | 347
568.3 | 568.3 E 657 445.1 445.1 E 348
5243 | 5242 F 658 602.7 602.3 J 349
5164 | 5162 | J,QE 659 546.3 546.1 F 350
466.4 | 466.2 E 660 548.4 548.1 D 351
466 466.2 E 660 479.4 | 479.2 E 352

YA
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iy | o | | | | AR [ | wm | &
4963 | 4962 | IQE | 661 4685 | 4682 | Al 353
P10,
5105 | 5102 | E, | 662 5693 | 569.1 R 354
VD
560.5 | 560.2 Ei}% 663 4704 | 4702 355
504 | 5042 | F | 664 4923 | 4921 Y 356
504 | 5042 | F | 665 41 | 4112 | AG | 357
484 | 4842 | F | 666 47124 | 4722 F 358
469 | 4692 | E | 667 4545 | 4542 F 359
489 | 4892 | E | 668 487 | 4871 E 360
489 | 4892 | E | 669 517 | 517.1 E 361
5342 | s32.1 Pég’ 670 4753 | 4152 | R 362
468 | 4682 | F | 671 454 | 4542 | AG | 363
455 | 4552 | E | 672 5274 | 5272 | BOR | 364
457 | 4572 | E | 673 4963 | 4962 | B.QF | 365
566.2 1o
& | se61 | P2 67 5316 | 5312 | BOR | 366
568.2
5487{3 547.1 J’F‘;;Q’ 675 469.5 | 4692 E 367
549.3
468 | 4682 676 5054 | 5052 | R 368
51865‘3 516.1 J’%Q’ 677 453 | 4532 | AG 369
518.3
5383'3 536.2 X’%’Q’ 678 4705 | 4702 F 370
5383
4732 | 4732 | E | 679 4272 | 4271 | BQRV | 371
4132 | 4732 | B | 680 3962 | 3962 | B.QEY | 372
4395 | 4392 | B | 681 4313 | 4312 | BQRV | 373
4415 | 4412 | E | 632 507 | 5072 T 374
4533 | 4532 | B | 683 4724 | 4722 F 375
4563 | 4562 | F | 684 469.5 | 4692 E 376
4542 | 4542 | F | 685 4732 | 4731 E 377
4684 | 4682 | F | 686 5(5)861 1& 5041 | EM | 378

Y AR
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. 4s<l) < . <y -
ansll 2 skl a8 andy) - a8 )
T ol I CR e R el B S RS
5223
& 522.1 J’);’Q’ 687 476.4 476.2 Y 379
524.3
470 470.2 E 688 475 475.1 E&M 380
470 470.2 E 689 517 517.1 E&M 381
450 450.2 E 690 489 489.1 AG 382
451 451.2 F 691 531 531.1 AG 383
550.6 | 550.2 PF 692 494.4 494.1 Y 384
460.2 | 460.1 P’I;E’A’ 693 494 .4 494.1 Y 385
5855 | 5852 | B,CE 694 511.3 509.1 B’T{?’R’ 386
502.6
& 502.1 X"]IE’Q’ 695 477.4 475.0 B’T’\Q’R’ 387
504.6
4954 | 495.1 B.CE 696 459.2 | 459.1 B.T.QR, 388
ALE \4
542.5 | 542.1 F 698 479.3 477.1 B,T%?,R, 389
5423 | 542.1 J 699 459.3 459.1 R 390
542.6 | 542.1 F 700 492.3 490.1 B ’T\’/.Q’F’ 391
5945 | 592.1 F 701 494.3 492.1 B ’T{,Q’F’ 392
4263 &
540.5 | 5382 F 702 428 3 426.2 FM 393
P’X’J, 488-4 &
550.6 | 550.2 OF 703 490.4 488.1 F,M 394
P,XJ, 4893 &
500.7 | 500.2 QF 704 4913 489.1 R.M 395
P.XJ, 4733 &
516.3 516.1 QE 705 475.3 473.1 R,M 396
PJ.Q, 4914 &
500.3 | 500.2 E 706 493 .4 491.1 R, M 397
PIQ 5032 &
5164 | 516.2 E 707 504.2 503.1 R,M 398
P,J.Q,
4823 | 482.2 E 708 443.3 443.2 E 399
5923 | 592.1 Y 709 473.1 473.2 E 400
5923 | 592.1 Y 710 468.4 | 468.2 F 401
4813 | 481.2 P’JI;Q’ 711 445.5 4452 | B,QRM | 402

YoAR
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2 Lkl |, ALy .. .,
P JM;‘J‘ — . . oaf. j.ula.dj‘ 4.3:1_)}:\.“
4l L 43 Syl daslal) i Sl
5603 | 5581 | F | 712 4524 | 4522 F 403
536.4
& | s362 | 1 713 4676 | 4672 E 404
538.4
536.5 | 5362 C; JE 714 4662 | 4662 F 405
5504 | 5502 C; JE 715 4504 | 4502 E 406
5513 | 5512 C;f JE 716 4704 | 4702 F 407
363 | 3632 | B 717 4414 | 4412 E 408
62 | 6222 | G | 718 4733 | 473.1 E 409
522 | s222 | M | 719 4736 | 4731 E 410
564 | s642 | E | 720 4913 | 4912 E 411
5582 | 5581 | F | 721 4914 | 4912 E 412
4643 | 4642 | F 722 4415 | 4412 E 413
5795 | 5792 C;? JE 723 4733 | 4732 E 414
5504 | 5502 C;f JE 724 4814 | 4812 R 415
5203 | 529.1 C;? JE 725 4793 | 4792 R 416
493 | 4932 | E | 726 5451 | 545.1 R 417
4413 | 4412 |BQE| 727 5436 | 543.1 R 418
507 | 5072 | B 728 533 | 5331 R 419
425 | 4252 | E | 720 5023 | 5022 Q’fg{’v’ 420
4433 | 4432 |BQE| 730 4583 | 4582 J 421
4843 | 4842 | 1.QE | 71 4262 | 4262 | EM | 422
4395 | 4392 |BQE| 732 4254 | 4252 | EM | 423
537 | 4372 | E | 733 4413 | 4412 E 424
5603 | 5601 | Y | 734 4736 | 4732 E 425
5153 | 515.1 C;f JE 735 4736 | 4732 E 426
4983 | 4982 | F 736 4654 | 4652 E 427
4982 | 4982 | F 737 468.5 | 4682 F 428
4983 | 4982 | F 738 4685 | 4682 F 429
4435 | 4432 | E | 739 4511 | 4512 E 430
4435 | 4432 | E 740 4353 | 4352 E 431

Y.AR
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35S k| A A%< .. i
T Il IR TR BT I RV L vl B R
443.5 4432 E 741 461.5 461.2 E 432
4553 | 4552 | E | 742 42'733& 4252 | BQRM | 433
4394 | 4302 | E | 743 MIS& | 410 | BORM | 434
4435
457.3 457.2 E 744 4594 459.2 P,Q.R 435
4574 | 4572 | E | 745 452 | 4252 | B 436
4803 | 4802 | F | 746 5292 | 5292 | R 437
4664 | acs2 |PVE| 747 428 | 4282 | F&M | 438
4674 | 4672 P";’E’ 748 426 | 4262 | F&M | 439
4945 | 4942 | F | 749 509 | 509.1 E 440
4512 | 4512 | E | 750 4717 | 4771 E 441
5362 | 5362 | R | 751 4686 | 4682 F 442
452.2 4522 P’\;’E’ 752 467.6 467.2 E 443
502.1 502.2 P’\;’E’ 753 413 413.2 E&M 444
V.E,
913 | a012 | V5| 74 445 | 4452 | E&M | 445
4783 | 4782 P";’E’ 755 4877 | 4872 | E 446
5224 | 5221 | M | 756 5313 | 5311 R 447
5324 | 5322 | 1 | 758 5473 | 5471 R 448
434 | a2 | B2 s 5014 | 5011 E 449
467.5 467.2 | B,Q,E 760 501 501.1 E 450
4433 443.2 | B,Q,E 761 485.4 485.2 E 451
421.3 421.2 R 762 551.5 551.1 E 452
4554 | 4552 | R | 763 5194 | 519.1 E 453
4895 | 4892 | R | 764 5374 | 537.1 E 454
4511 | 4512 | R | 765 4874 | 4871 E 455
4395 | 4392 | R | 766 5054 | 505.1 E 456
4553 | 4552 | R | 767 4874 | 4872 | E 457
4893 | 4892 | R | 768 4375 | 372 | E 458
4512 | 4512 | R | 769 4555 | 4552 E 459
4353 | 4352 | R | 770 4686 | 4632 F 460

YA
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. PARN]) . < A .
i | o | || S | e | e |
435.3 435.2 R 771 531.5 531.1 E 461
4654 | 465.2 R 772 565.3 565.1 E 462
4354 435.2 R 773 504.4 504.1 E 463
490.3 490.2 J 774 498.4 498.1 E 464
504.2 504.2 G 775 5134 513.1 E 465
518.4 518.2 G 776 527.5 527.2 E 466
532.4 532.1 J 777 425 425.2 E&M 467
4594 | 459.2 | V,EJ 778 427.4 427.2 P,Q.R 468

419 419.2 E 779 459.3 459.1 E 469

433 433.2 E 780 4717.3 477.2 P,QR 470

447 447.2 E 781 477.2 477.2 P,Q.R 471
518.4 518.2 J 782 423.5 423.2 J,QE 472
573.6 573.2 G 783 427.4 4272 J.QE 473
461.3 461.1 E 784 5(5)3:75-5& 505.1 G,Q.R 474
439.5 439.2 E 785 3055 & 505.1 G,Q.E 475

507.5

485 485.2 G 786 453.4 453.2 R 476

500 500.2 G 787 493.4 493.2 E 477

500 500.2 G 788 490.5 490.2 F 478
503.6 503.2 | V,EJ 789 4414 441.2 E 479
476.2 476.2 J 790 475 475.2 E 480
4794 | 479.2 P’\;’E’ 791 4914 491.2 G,QE 481
422.3 4222 R 792 491.4 4901.2 G,QE 482
439.4 439.2 R 793 427 427.2 E 483
489.3 489.2 R 794 443 443.2 E 484
427.2 427.2 R 795 477 477.2 E 485
424.2 4242 | V,EJ 796 423 423.2 E 486
4925 | 4922 L 797 477 477.2 E 487
494.4 494.2 L 798 423 4232 E 488
4224 | 4222 R 799 425 425.2 E 489
502.2 502.2 | J,QE 800 475.2 475.1 E 490
486.2

& 486.2 | J,QE 801 4933 493.2 E 491
488.2

YA
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. absl) s - A<l) <
b | opd 8 | D | | A et | |
502.6 | 502.2 P’]JE’Q’ 802 485.3 485.2 E 492
486.4 | 486.2 P’}JE’Q’ 803 457.3 457.2 E 493
502.3 | 502.2 P’I{:’Q’ 804 491.5 491.2 E 494
438.4 | 4382 Plg \? 805 437.5 437.2 E 495
488.3 | 488.2 PEJ’\? 806 437.5 437.2 E 496
468.5 ,

& 468.2 | EM 807 505.3 505.1 E 497
470.5
509.1 | 509.1 AF 808 503.3 503.1 E 498
475.1 | 475.1 AF 809 483.3 483.1 E 499
459.1 | 459.1 AF 810 537.3 5371 E 500

459 459.1 AF 811 503.3 503.1 E 501
481.2 | 481.2 AF 812 469.3 469.1 E 502
4313 | 4312 AF 813 419.4 519.1 E 503
4472 | 447.1 AF 814 5173 517.1 E 504
4313 | 4312 AF 815 497.5 497.1 E 505
449.2 | 449.1 AF 816 551.5 551.1 E 506
497.1 | 497.1 AF 817 517.3 517.1 E 507
4144 | 4142 AF 818 483.3 483.1 E 508
546.4 | 546.1 AG 819 409 409.2 E 509
475.1 | 4751 E 820 405 405.2 E 510

487 487.1 E 821 475 475.2 E 511

517 517.1 E 822 425 425.2 E 512
473.6 | 473.1 E 823 409 409.2 E 513
4733 | 4732 E 824 484.3 484.2 F 514

501 501.1 E 825 503.2 503.2 E 515

521 521.2 E 826 505.3 503.1 | B,T,QE 516
5146 | 5142 | B,QF | 831 505.1 503.1 | B,T,QE 517
5124 | 5121 | B,QF 832 503.6 503.2 E 518
5284 | 5282 | B,QF| 833 4573 457.2 R 519
5105 | 5102 | B,QF 834 493 493.1 R 520
412.5 | 412.1 B:SI’F 834 487 487.2 R 521




- Ty -

. a<) . 5 PARNY -
AL<) Lkl | 4k<) .. oy
| o | TG KD | [l [ ] RN Y,
410.3 410.2 B’I(\Q/I’F 836 487 487.2 R 522
503 503.2 R 523

477 477.1 E 524

(Y) i

) e el

:pCMV -~

o Yl G Jlaal) 138 35 jeall 4yl J8 gl e dilide e gena il s s
VA0 e Lgniilie cuss A Lo Aol e s L) Al e @ad) e S
a8l JSUD 138 55 655 PCMV g 5l aiiona) JBI (385 of Tas oy 4
VA s VY 8 (ATCO) S g el oA e gane
Cuald ¢ s lea elSJ > 3«3 (10801 University Blvd., Manassas, VA 20110-2209 USA)
pa—eadl JLmal 5y el il el ja) Gl Y A8l Al LS g lay Saall Cay il
Py ATCC I s aily o3t 3B ¢S 13 L yasty ATCC idand 51 DNA 5550

-ATCC #203351: PCMV Jilll I g 1yl

:ng.h.“ Ja ;]J_;“ -
Ayl Ji o5 Ly HEK 293 WA ) Ly Jis A oY J) IP o8I 5 HlidY Al

O—Say Jnal 13 (6 G5k o G (¢ Jie) DOT Ly, Jlaal 3 COS-7 LAY

Vo



— TYY -
Aay) 8 el aY dumd sad 4Gyl o A Ayl s LAY ALY Ji Leadadid)

293 COS-7 MA) dpally La deddtiudl

Vox ¥ B JG AR Y XY Jaeg BB 8 COS-7 WA g ISV asdl G S
LYo Llay Y LAY Y Ay B e 8 adl il e ek S A A
e ¥t e S Jeaall 0 (S5 DMEM ils Saa ©+ (4 cDNA .ol > 5 Saa
hilia Dl JC & oo X duadl o Js DMEM ilg Saa 00 (8 (1aali€d gal
B Yy N V0 Ge g gl 58 el iliaa cady ("Abal) Ji blu ") solutions Jtaal
Al S for hld 3 APBS Ja vl pladinly WIAN Jue L .48 5l 5 ) ja Ay e
Dliaall Sld aay cadiy DAY Y il 5 L) Ji5 ba o) g Jeadd) (e s bl
Jiblwgd g 3388, COp s S aasl J6 70 [PV de clelu £ ) ¥ sl

e [de Y adlsr Aekiite gad Jalu oy Lellasind 5 ALY

s Y0 u Gala (81293 LAY (e Vv X VY Jiad 23 o5V asdl 8 ¢ 293 LDIAN dually
J—< (Invitrogen 48 5—3) Juadll Optimen I Jo Yailia) cacs ¢ BN ol 6 . GLBY) (1
La¥ . cDNA (3 ol y2 580 VT lipofectamine (o Al5 S0 1o A8l ell) a5 (i
Ay Lay . cDNA adlal Jé \J,n. Ll o Optimen I ) il o aan lipofectamine L’j
Al A8y jhay o35 el o) Jadd (ja a4 CDNA g lipofectamine ¢y <dabaall JiS35
8 Jslaa (e Ja ¥ Cilimy (3 JS) Optemen 1 bl gl (3o o 0 plasiuly LAY Calad
Lid @l aay Sy /0 COp Alian 2TV die Cilel 0 3ad Llaal @l Ly (5502
o) LD Alias 256 8 ey ok JSIALS Bl (e e YO Giliayy o sa BLY)

YA
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H(7) i Jbe

H(IP) Jsismasd culi i o815 laal

:5-HTps  Jificsa |

pladiuly 5-HToa Jifiuse & latind Japd®s e g5 e Cagdgll ol ¥l @ilS 5o jlaal 5
JUL HEK293 WA ) e JS8 L)) Jis & ¢ alite JSus (IP) o815 laal
(el A gie o g OUD) (5 5-HToa Jife (o (g 5y g3l pCMV (5l
A3 Coay o LS (V£ 1 8, 4l s Bysn 66541209 o3 4S5 5431 §1 7Y 56l aal
Gl e a1 sSs BaY el Couny s LS TP o815 JLia) o 5 .(Y) Ja b
P I5) E2T S P R PP IS PP VR i POV B BRI FA B

oLy

=10l Cun e i 5-HT, Jifne ~ o
e bt 5-HTop Jiians ¢l 1ol o 1358 o ol g ) ails e il
o o Bhe S AlaYl JB & puaide JSGp L TP S5 L) aladtiuly oSl Cun
O Ll (5 35 5-HT)a s o (5 5iay @A pCMV (s_madll JiL HEK293 WA
6 541 iy Ay 5a¥) £ 58V Bel L anl el A i o U)oy sSal Cum
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pyridin-4-yl, azetidin-1-yl, thiomorpholin-4-yl, morpholin-2-yl,
2,5-diaza-bicyclo[2.2.1]hept-2-yl, [1,4]oxazepan-4-yl, 1,1-dioxo-
lké-thiomorpholin~4-yl, piperidin-2-yl, azepan-1-yl, pyrrolidin-3-
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pyridin-3-yl, 1H-benzoimidazol-2-yl, benzooxazol-2-yl,

benzothiazol-2-yl, thiophen-2-yl, furan-2-yl, benzothiophen-2-yl,
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4-chloro-phenyl, 2,4-difluoro-phenyl, 4-fluoro-phenyl, 3-chloro-phenyl,
2.2-difluoro-benzo[1,3]dioxol-5-yl, 4-hydroxy-phenyl, 4-chloro-2-hydroxy-
phenyl, phenyl, 3-fluoro-phenyl, 2-fluoro-phenyl, 2-chloro-phenyl, 4-
bromo-phenyl, 4-methoxy-phenyl, 4-trifluoromethyl-phenyl, 3,5-bis-
trifluoromethyl-phenyl, 2-fluoro-5-methyl-phenyl, 3-methoxy-phenyl, 3-
acetyl-phenyl, 4-methyl-phenyl, 3-trifluoromethyl-phenyl, 3,5-difluoro-
phenyl, 2,4-dichloro-phenyl, 4-chloro-2-trifluoromethyl-phenyl, 3,4-
difluoro-phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl, naphthalen-1-yl,
4-trifluoromethoxy-phenyl, 3-cyano-phenyl, 2-trifluoromethoxy-phenyl, 4-
chloro-2-fluoro-phenyl, 2,3-difluoro-phenyl, 2,4,5-trifluoro-phenyl, 2,3,4-
trifluoro-phenyl, 3,4-dichloro-phenyl, 4-fluoro-3-trifluoromethyl-phenyl, 5-
fluoro-2-trifluoromethyl-phenyl, 2-trifluoromethyl-phenyl, 3-methyl-
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trifluoromethyl-phenyl, 3-chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-

cyano-phenyl, 2,5-dichloro-phenyl, and benzo[1,3]dioxol-5-yl.
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phenyl, 3,4-difluoro-phenyl, 2,5-difluoro-phenyl, 2,6-difluoro-phenyl,
naphthalen-1-yl, 4-trifluoromethoxy-phenyl, 3-cyano-phenyl, 2-
trifluoromethoxy-phenyl, 4-chloro-2-fluoro-phenyl, 2,3-difluoro-
phenyl, 2,4,5-trifluoro-phenyl, 2,3,4-triflucro-phenyl, 3,4-dichloro-
phenyl, 4-fluoro-3-trifluoromethyl-phenyl, S-ﬂupro-z-triﬂuoromethyl-
phenyl, 2-trifluoromethyl-phenyl, 3-methyl-phenyl, 2-fluoro-4-
trifluoromethyl-phenyl, 4-chloro-3-fluoro-phenyl, 3-fluoro-4-methyl-
phenyl, 4-fluoro-3-methyl-phenyl, 3-fluoro-4-trifluoromethyl-phenyl, 3-
chloro-4-fluoro-phenyl, 2,6-dichloro-phenyl, 4-cyano-phenyl, 2,5-
dichloro-phenyl, and benzo[1,3]dioxol-5-yl;
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pyrrolidin-1-yl, pyrrolidin-2-yl, piperidin-1-yl, piperidin-4-yl,
piperidin-3-yl, morpholin-4-yl, piperazin-1-yl, pyridin-3-yl, pyridin-

2-yl, or pyridin-4-yl,

e LLER) 2 e panar s _lA) Jlatid Lete O

CH3, C(=0)0-t-butyl, C(=0)0OH, C(=0)OEt, NHC(=0)O-t-
butyl, OH, C(=0)NHCH2C(=0)OCH3, NHC(=0)CH2C(=0)OCH3,
C(=0)NHCH2C(=0)OH, NHC(=O)CH2C(=0)OH, C(=0)OCH3,
OC(=0)CH2CH2C(=0)OCH3, OC(=0)CH2CH2CH2CH2CH3,
CH2C(=0)OCH2CH3, OCH3, CH2C(=0)OH,
OC(=0)CH2CH2C(=0)OCH3, CH2CH2C(=0)OCH3, C(=0)CH3,
and C(=0)OCH2-phenyl;

Do lial Sy Rg .

1H-benzoimidazol-2-yl, benzooxazol-2-yl, and benzothiazol-2-yl.

axdd 5 A LS G e o)) 5 Alead uaiel ks (S 50 —YO

:L.':‘}I.\:ua i gi8d) solvates 43l 535 hydrates s
1-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)- \
phenyl]-3-(4-chloro-phenyl)-urea (Compound 1);
N-(3-(4-Chloro-1-methyl-1H-pyrazol-5-yl)-4-(2-morpholinoethoxy)phenyl)
cyclopropanecarboxamide (Compound 271);

N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(4-methoxy-piperidin-1-yl)-
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ethoxy]-phenyl }-3-fluoro-benzamide (Compound 637);
N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-3-fluoro-4-methyl-benzamide (Compound 559);
1-(3-(4-Chloro-1-methyl-1H-pyrazol-5-yl)-4-(2-morpholinoethox y)phenyl)-
3-(3-chlorophenyl)urea (Compound 231);
1-(4-Chloro-benzyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(3-morpholin-4-yl-
propoxy)-phenyl]-urea (Compound 666);
3-Chloro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl}-benzamide (Compound 512);
3-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl]-4-trifluoromethyl-benzamide (Compound 487);
1-{3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-[ 2-(3-hydroxy-azetidin-1-yl)-
ethoxy]-phenyl }-3-(4-chloro-phenyl)-urea (Compound 298);
1-[4-[2-(7-Aza-bicyclo[2.2.1}hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(3-trifluoromethyl-benzyl)-urea (Compound 710);
1-[4-[2-(7-Aza-bicyclo[2.2.1]hept-7-yl)-ethoxy]-3-(4-bromo-2-methyl-2H-
pyrazol-3-yl)-phenyl]-3-(2,4-difluoro-benzyl)-urea (Compound 734);
4-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl]-benzamide (Compound 280);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl}-4-
trifluoromethyl-benzamide (Compound 282);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl]-3-

trifluoromethyl-benzamide (Compound 435);
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N-[4-[2-(3,3-Difluoro-pyrrolidin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-
yl)-phenyl]-4-fluoro-3-methyl-benzamide (Compound 546);
4-Fluoro-3-methyl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-pyrrolidin-
2-ylmethoxy)-phenyl]-benzamide (Compound 547);
N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(2-methyl-pyrrolidin- 1 -yl)-
ethoxy]-phenyl}-3, 4-difluoro-benzamide (Compound 579);
N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-pyrrolidin-3-yloxy)-
phenyl]-3, 4-difluoro-benzamide (Compound 585);
N-[4-[2-(3-Hydroxy-pyrrolidin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-4-trifluoromethyl-benzamide (Compound 586);
3-Fluoro-N-[4-[2-(4-formyl-piperazin-1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-
3-yl)-phenyl}-benzamide (Compound 752);
N—[4-[2—(4—Acety1-piperazin—1—yl)-ethoxy]—3-(2-methyl—2H-pyrazol-3-yl)—
phenyl]-3-methoxy-benzamide (Compound 755);
N—[3-(2-Methyl—2H—f>yrazol-3-yl)—4—(2-morpholin—4—yl—ethoxy)—phenyl]—2—
phenyl-acetamide) (Compound 762);
2-(3-Fluoro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-y})-4-(2-morpholin-4-yl-
ethoxy)-phenyl}-acetamide (Compound 766);
2-(3-Chloro-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-
ethoxy)-phenyl}-acetamide (Compound 767);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-(3-
trifluoromethyl-phenyl)-acetamide (Compound 768),

2-(3-Methoxy-phenyl)-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-
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yl-ethoxy)-phenyl]-acetamide (Compound 769);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-m-
tolyl-acetamide (Compound 770);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-p-
tolyl—acetamide (Compound 771);
2-Benzo[1,3]dioxol-5-yl-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-
yl-ethoxy)-phenyl]-acetamide (Compound 772);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-(4-
trifluoromethyl-phenyl)-acetamide (Compound 794);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-2-
thiophen-2-yl-acetamide (Compound 795);
1-[4-(2-Azetidin-1-yl-ethoxy)-3-(2-methyl-2H-pyrazol-3-yl)-phenyl]-3-(2,4-
difluoro-phenyl)-urea (Compound 86);
1-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)-
ethoxy]-phenyl}-3-(4-chloro-phenyl)-urea (Compound 267);
N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-y1)-4-[2-(3-methoxy-azetidin-1-yl)-
ethoxy]-phenyl}-3-methyl-butyramide (Compound 326);
Benzooxazol-2-yl-[3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-
yl-ethoxy)-phenyl}-amine (Compound 199);
5-Chloro-thiophene-2-carboxylic acid [3-(4-chloro-2-methyl-2H-pyrazol-3-
y1)-4-(2-morpholin-4-yl-ethoxy)-phenyl]-amide (Compound 333);
3,4-Difluoro-N -[4-[2-(2-methyl-piperidin-1-yl)-ethoxy]-3-(2-methyl-2H-

pyrazol-3-yl)-phenyl]-benzamide (Compound 459);
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N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(1-methyl-piperidin-4-yloxy)-
phenyl]-4-fluoro-3-methyl-benzamide (Compound 745);
1-(2-Fluoro-phenyl)-3-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-piperidin-1-yl-
ethoxy)-phenyl]-urea (Compound 65);
N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-
phenyl]-3-fluoro-benzamide (Compound 455);

Cyclopentanecarboxylic acid [3-(4-bromo-2-methyl-2H-pyrazol-3-yl)-4-(2-
morpholin-4-yl-ethoxy)-phenyl]-amide (Compound 310);
N-[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-pyrrolidin-1-yl-ethoxy)-phenyl ]-4-
trifluoromethyl-benzamide (Compound 343);
N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-fluoro-pyrrolidin-1-yl)-
ethoxy]-phenyl }-3-fluoro-benzamide (Compound 475);
3-Chloro-4-fluoro-N -[4-[2-(4-fluoro-piperidin-1-yl)-ethoxy]-3-(2-methyl-
2H-pyrazol-3-yl)-phenyl]-benzamide (Compound 538);
N-[3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-(piperidin-3-yloxy)-phenyl]-4-
fluoro-benzamide (Compound 396);
N-[4-[2-(4—Acetyl—piperazin-1—yl)—ethoxy]—3—(2-methy1-2H-pyrazol-3-yl)-
phenyl]}-3-fluoro-benzamide (Compound 660);
N-[4-[2-(4,4-Difluoro-piperidin- 1-yl)-ethoxy]-3-(2-methyl-2H-pyrazol-3-yl)-
phenyl]-3-fluoro-benzamide (Compound 778);
3-Fluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-ethoxy)-
phenyl}-benzamide (Compuond 729);

3-Methoxy—N—[3—(2-methyl-2H—pyrazol-3-yl)-4-(Z-morpholin—4—yl-ethoxy)—
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phenyl]-benzamide (Compound 733);

1—[3-(4—Bromo-2-methyl-2H-pyrazol—3—yl)-4-(2-pyrrolidin—1-y1-ethoxy)-

phenyl]-3-(2.4-difluoro-phenyl)-urea (Compound 5); YeX
1—[3-(4—Brom0—2-methy1—2H-pyrazol—3—yl)-4-(2-pyridin—4-yl-ethoxy)— ey
phenyl]-3-(4-chloro-phenyl)-urea (Compound 145); V.t
1—(2,4—Diﬂuoro—phenyl)—3—[4—(2—imidazol-1—yl—ethoxy)—3—(2-methy1-2H- V.o
pyrazol-3-yl)-phenyl]-urea (Compound 219); ved
[4—(2—Azepan—1-y1—ethoxy)-3-(4-bromo—2-methyl-2H—pyrazol—3-yl)-phenyl]- VeV
carbamic acid isopropyl ester (Compound 352); VoA
N-[3-(2-Methyl-2H-pyrazol-3-y1)-4-(2-[1 ,/AJoxazepan-4-yl-ethoxy)-phenyl]- Vs
3-trifluoromethyl-benzamide (Compound 568); e
N—[3-(4—Bromo—2-methy1—2H-pyrazol—3—yl)-4-(2—[1,4]oxazepan—4-y1-ethoxy)— AN
phenyl]-3-fluoro-4-trifluoromethyl-benzamide (Compound 606); Ny
[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-thiomorpholin-4-yl-ethoxy)-phenyl]- Ny
carbamic acid isopropyl ester (Compound 214); Ve
[3-(2-Methyl-2H-pyrazol-3-yl)-4-(2-[1,4Joxazepan-4-yl-ethoxy)-phenyl]- Ve
carbamic acid isopropyl ester (Compound 215); AN
N-[3-(4-Chloro-2-methyl-2H-pyrazol-3-y})-4-(2-morpholin-4-yl-ethoxy)- ny
phenyl}-3-trifluoromethyl-benzamide (Compound 527); VYA
2.4-Difluoro-N-[3-(2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl- N
ethoxy)-phenyl]-benzamide (Compound 281); AR
1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl- AR

\YY

ethoxy)-phenyl]-3-(2,4-difluoro-phenyl)-urea (Compound 16); and
YA
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N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-yl)- VY
ethoxy]-phenyl}-2-(4-chloro-phenyl)-acetamide (Compound 269). yYé
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N-(3-(4-Chloro-1-methyl- 1H-pyrazol-5-yl)-4-(2-morpholinoe- Y
thoxy)phenyl)cyclopropanecarboxamide (Compound 271). ¢
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Ayl Sl e e o)) Aleadl aiad ks (S 50 — Y
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:LN.@.‘: 4 g8l solvates il 535 hydrates s
1-[3-(4-Chloro-2-methyl-2H-pyrazol-3-yl)-4-(2-morpholin-4-yl-

ethoxy)-phenyl]-3-(2,4-difluoro-phenyl)-urea (Compound 16).

AUy Ul el e lisa o) Blead) uated T (S e - Yo

:Lﬂ\hgm 4 54l solvates 45Ll 539 hydrates g

N-{3-(4-Bromo-2-methyl-2H-pyrazol-3-yl)-4-[2-(3-methoxy-azetidin-1-
yDethoxy]-phenyl }-2-(4-chloro-phenyl)-acetamide (Compound

269).
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1) n-BuLi/ THF

?/é mw

| . .
%@HEOIK V. Re B Triflic anhydride,

2) Triisopropyl borate R Rs Tio NO, Py/CH»Cl,

5mol% Pd(PPhs)s, NapCO3
THF/H,0, 70 °C, overnight

w-Te

o

[Reduction}; for example
SnClz2H,0, EtOH, reflux;
Ha, Pd/C; Zn; or like reagents

Rs <_<\?
Re Vv
R4
s o
Ry
Ry R,
Vi U<

HO NO,

YoAR
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R4

N PG-0 R
%@N\EOIV» . 0
A

Halo N~ Cs.
Ra Rj H 1-6

Suzuki-Like Coupling,
for example:

N_Xv\_ ﬂﬁAvn_‘_mVA. ZNNOOw
THF/H,0, 70 °C,
overnight

PG = Protecting Group
for example: methyi-,
silyl group ((-BDMSi-),
or fike group.

1. Mitsunobu-like Rxn
HO-W-Ry; or other
method as described

R4 in Figure 6
N -

2. hydrolysis, OH"

4m.mb%w.

Cie m_é_p_/z @xz

_Mm OI—.UO
O
A i
Cig alkyt” ~n &\z
H Ry
R3 R
Deprotection

For example, when:

PG is methyt, BBrj, or like
reagent; or

PG is silyl group, F~

such as tetrabutylammonium
flouride, or fike reagent.

Rs

R OH
Om

H Ry
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N _H

Ra

R3

1) n-BuLi / THF

2) Triisopropyl borate

?
N

Ra

B(QH)»

_

m&, m& ~

=
&
<=2
&

Triflic anhydride,

NO, Py/CH,Cl» HO NO,

5mol% Pd(PPhs)s, NaxCOj3
.:..IINO 70 °C, ovemight

[Reduction]
SnCla2H,0, EtOH, reflux, or
H,, Pd/C

Ra
Rs <_< .
mm vV JN;
Z,z
HoN

/,

R7 )

Rz Rz

Vo, K

Y.AR



yY/E

R Rs Rs )
5 o
Rs OH Rg
R
Re o_ Rz Ry-NHNH, m, 1. NaH, DMF/THF, 0°C _ o
DMSO, 70°C  O,N ‘N 2. Halo-W-Rg, 0~70°C_ O,N *N
OxN R3 R \ R, W/
7
[Reduction}
1. KoCO3, DMF SnCly2H;0,
N :M_o &-E EtOH, reflux,
s09c or
Hg, PA/C
Ry Rq
Rs W [Reduction] Rs W Rs W Rs
o . 0 R o
Rs Ry SnCiy2H30, Rg Ry 6 m_ﬂa
m_ EtOH, reflux, z N
HoN (N O2N LN HN \
xﬂ or mw «Nﬂ
Rz Ro Ho, PdIC Ra Ry Ra R
¢ o8, JSa
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Selectfluor

ACN/80°C

NCS, DMF

NBS, DMF, 0 °C

or
w_.N

mm <_<
Rs VR,
1
OoN z,Z
2
Ry \
F R,
Rsg <_<W.Av
Rs Ve
R
OsN z,z
2
Ry \
Cl R
Rg <_<_N&
Rs Vg,
N
ON W)
Ry
Br R,
0 a8 I3

[Reduction]

[Reduction]

[Reduction]

HoN

HoN

HoN

Rs <_<.?
V mw._
Z.Z
B, \
R <_<.?
\V m_ﬂ
Z,Z
\
Ry /
Cl R
Rs5 <_<_NA
AV %4
Z,Z
Ry \
Br R2
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Rg
Rs OI_N .
1
O)N z,z
2
Ry \
or
Rs
Rs OH
o Ry
U N.
C4.6 alkyl N N
H \
R7

1. NaH, DMF/THF, 0°C

2. Halo-W-R4, 0 ~ 70 °C

1. Mitsunobu, HO-W-LG

2. H-Ry4, Base

1Al S

R4
Rs <~\
O
Rg ﬂa
N.
1. KoCO3, DMF O,N (N
Ry
2. Halo-W-Ry, Rs Ry
50°C
or
. Ra
Mitsunobu Rs W
Re o)
HO-W-R4 0 Ry
Cis m:é.L_/z z,z
H o R \N
xw mN

[Reduction]
SnClo2H20,
EtOH, reflux

or
H,, Pd/C

HoN )

Hydrolysis, Rs R
OH’, heat
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Re
R4
HoN z,z
2
Ry \
R3 Rz
Rs <_<_..f
Re¢ v R
R1
HoN z,z
2
Ry \
R3 R>
Rs <_<.P
Re v Ry
1
HoN z,z
2
R, \
_Nw mN

+

X Rs <_<Du
IO\:/NLwa Coupling agents can X Rs v R
be used, for example, U
or 5% R, A N,
HATU, EDC in the Z H \ N
\_V_A/ presence or absence R J
~R i
cl 7~ R8 of NHS, or like reagents R3 Ry
Rs <_<Wa
vV
X Re mw._
X=C=N—Z—Rg PYAN \F N,
Rg N° N \ N
H H R /
7
Ra Ro
Rsg <_<.ma
Re v
: LR
—-C-0-2— z N,
Hal—C-0—-Z—Rg _Nm\ ~0 n /\z
Rz
mw mN
\s % ) J&
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I
AV
R3
\z IOIw

Rs W I“AWOOV“_NWZAOT_v Rs <_<DA Rs <<._"~A
Re V. HsCO %2 Re v R(—NHNH,  Re
R1
o o)
WYY " . WY
R7 PG R /= ¢ Rr
PG Rs » P R,
HaC

In some embodiments, Ry and R3 are H. In
some embodiments, R is CH3. In some
embodiments, Rj is introduced via methods
described in this disclosure as an independent

Deprotection
subsequent step. PG = protecting group. X
zox__/N ~Re ,
R4 or
Ry W .
Re ° v X Rs W Re
X R Q\FN\mm Re v
N 4 R
Re” YN &\z or * AV
H mﬂ XHOHZINI”@ IMZ N
Rj R2 or Ry
o Ra R

Hal—C-0—Z—Rg

IR

Yo AR
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Rg—Halo

Rg—B(OH);

+

Rs W
Re Ve
7._ 1
HoN \ Mz
Ry
R3 Ry
Rs <.<*NA
Re v R
7__ 1
H,N \ vz
Ry
R3 Ro
168, Jd:
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