URACI L OR THYM NE DERI VATI VE FOR TREATI NG HEPATITIS C
CROSS- REFERENCE TO RELATED PATENT APPLI CATI ONS (00011
wabios/opEsent application clains priority to U BCT/US2008/076605
Provi sional Patent Application No. 60/972,877 (filed
Septenber 17, 2007) and U.S. _Provisional Patent
Application No. 61/096, 791 (ﬂ]led Sept enber 13, 2008).
The entire text of those applications is incorporated
by reference into this application. FIELD OF THE
| NVENTI ON [ 0002] THaO i SwePORONSTRUATUREE ed to: (a)
conpounds and salts thereof that, inter alia, are
u hepati ti.s C .virus (HCV) i bitors; (h
R = (e B i D ey -
cpﬂ@@yﬁﬁenaDdApphieatieh QeNPesibbanNs2¢oNpL i 8ENgesHeRber
compounds and salts; (d) methods for preparing such
i 70 er 7RO a2led, SR bABOAAJSBodHl Fsppant EEﬁBGEPreoﬁsthée)
n@ﬁ@?ﬁé &)ISHfSSQLenghwﬁggﬁoygdﬁerégl t%n 8r orate
conpositions; and ts conpri Sing Ysuch e %s
sla¢tsin aipg neﬁpmenteons BACKGROUND OF THE INVENTION
10003 1 Hepatitis Cis a bl ood-borne, infectious,
viral disease that is caused by a hepatotropic virus
calikd GICVIHAM INeRsSTICeNX di fferent HCV genotypes (wth
several subtypes within each genotype) are known to
de@@02] n TNer tilhvAmeTriicsa,rHEY egenet Yoo ddy pruegertnat es,
foll oned by HCV genotypes Ib, 2a, 2b, and 3a. In the
Un &t %{%u esne yenbPypesanple aghieae pe fRENHbare
COSFDSE t M A dbost 80300kt He PePRl{L}S ]%pai| On,
havi ng HCV genotype 1. In Europe, HCV genotype I
predfom pantor fokdmmes, byhaHoy, genm:lypes, 2a0@b, Red @md

d_al t I I
in ?A ric y%l)leg%ﬁgse%% i %)ﬁplrp(gtrfq%?sl?argxﬁgﬁ,\u/& ey

genotype is clinically |nportant in determning the
otential response to therapy and the
B%gﬁ??gj uration of such therapy. [0004] An HCV
on..C u I i,ver |nflannat|on hep
tﬁj@&’tj OF: o g? §1§t7orzfr‘ét PdSBAFEnsuPh P% fé“:nlture

h@mtsltt&mﬁmr[,esmtwmibmtm@%cb@y Oﬁeic_f;lﬁthbf/&e[ person is
4|brot scarrlnglof the liver), liver cancer, and/or
I

exfeerctf 1.t el QU RO KRRl 3 ho <3 gard Satdh s tiivetles
that @ahoutnd 7@ mad |4
chroni cal Irilgll nf ect edé)cgv}lllJ?lﬁ&iﬂocﬂv§ %%é]?\r,\%?ne% odljsttt lr}eee to
altibiﬂtlrf@ﬂroﬁani i gre ﬁe&@ortsalair el hevh yoe m‘@msembcglaﬂaad Iy

0 he Ce ers for
ntro anJAéﬁg%g%:g% ?h?nﬁ?ﬁ ?Ppe % in
tehver duln tt ieel oStagri tesst iagre m&%:t@xbcm thy RO\ p1Gang ndeeigig on
wi th the human i munodeficiency virus (H'V) 1s comon,

SRR TE DPOHERS ﬁ'fee’chitonf%lf%goﬁilt\ﬁ%déﬁlﬁ% with the

RRRU Atd tONS: 18 & NI ghein g ! lﬁg@é

of clearing tﬁe Vi rus spon aneounﬁ{qstﬁﬁﬁh e mj o |ty g'
¥ dpaacemrstamet Ipﬁ:har metr:meqafatﬁunrslt@lm ldf rtd‘tls‘.:ltgqre iffor

Qut treatment, dlcatlo treatne |caII
i n(ﬁ ude’ proven et oOrI'ln]a\notq’peervée?qufetnt r%/g
ldriverhd urett cgjhxtteSdasq b-léhai@c@d&d \/\mtvfeelajﬂﬂé‘fﬁoxf@egl mens
that are primarily used to treat hepatitis C
Vgt dmdntetteron %@@mst—s eihiwy may be
t e t at i nt er.f er.on
e {1 SR o e, e Gt
rsiland riitn)is Idﬁseiﬁgﬂtﬁ?i witd cthd scdup et f e td’!ﬁrler
bl oodstream works by bolstering the innmune response
©F HE¢ Bardr AL 3LE0 iR dhg seakerrgrigy y This may
bel i eved to work by preventing HCV replication. Taken
al one, ribavirin does not effectively suppress HCV
| evel s, but an interferon/ribavirin conbination is
nore effective than interferon alone. Typically,
hepatitis Cis treated with a conbinati on of pegyl ated
|nterferon aIpha and rlbaV|r|n for a perlod of 24 or

I F A/
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al kenyl oxy, al kynyl oxy, al kyl sul f onyl oxy,
car bocycl yl sul fonyl oxy, hal oal kyl sul f onyl oxy, and

wh2000/034138 s sel ected fromthe group consi sti ngP@f/URINEI)76605

A(RA)=C(RB), CC, (OQNR G, N(RDCO0), C
C2-al kyl ene, C(H) 20, OC(H) 2, .cycl opropyl -1, 2-ene,

C(H) 2N(RL), N(RM C(H) 2, C(O)éHZ and CHZC(O); RL, RB,
RL, and RM are independently selected fromthe group
consi sting of hydrogen, G -Ceal kyl, Gi-GC6-alkyl oxy,
ATV PP /YT , 1BnHoRaVeakwheF8RAt1PRe fOBCE- afkihe
Q?éfPD@i'&f'@hé“@é&ktHS§ wi th one or nore
substituents independently sel ected fromthe group
cbhPep 41 i ﬁglrctfneamobt@xy Ushd @80hydréoxij,salidged; s0xmntrol

a yano k X carbon , | car bon ony,
&%y%%& Eé?%%c?%?@%xaghﬂnh e?oEﬁ%F§ICO@£ f§1ng a
Sﬁéﬁ@ﬁﬁ@g f 4&Wm Edewg OWPc£088E5 Shh NGd 9fis PYERPISH §n€|ens10n
alkyl; RDis selected fromthe group consisting of

r%%@enf%da al k3t ; simelng welektedshionst ae gln©ljpnatlon

(ofol | nenbe

etZP%%y %%se r?ﬁ%¥§e¥%?%%§g?yfng ?%%%%t on
2the ngemibmz@/cé yhsemhex etoneach ﬁwhcéubﬁttfﬁﬂ§n&ype has
o tionall is substituted with one or nore

BT IR f e pettlent 1S et ¢F ofn BRRr gredip
Qﬂfkﬁﬁéﬂdﬂg e Retthg R Hit Rar ngrf‘ﬁ‘& Bi\(ke cbe RE
i s independentl|y selected fromthe group consisting of
REIGS T rﬁqq:cb an@oﬁmythwomrcbxggl@yamm amseguently

| gpg dehydo, wherein: the am no
6%%|ona y |s su §%tuted with one or two substituents
i ndependently selected fromthe group consisting of

| kenyl, and al kynyl; each RF is independently
3%#“%?3% fron1the group consisting of al kyl, al kenyl,

ALAHY BN pntheLeLn; each syelh subot) tuent optignaly

ohe OF nore su

indbpendgnitty seheoted frromiieh gf apr DONShedh g Hi
amino, imno, nitro, azido,

r.ogxy, dr oxy, hal o,
3t LA Sy | EC G R T iy 1D | ey ot GRS e
alkeamd Q@@i“{ﬁftbw|bh@'ﬂ%’ﬁ§’drpxmlt€owelghlng is to be
alkylcarbonyloxy al kenyl car’bonyl oxy,
@dldodrﬂll’f@()tal%ﬂ Kl aosey , awl ddely | gy, a2 et kesatyd loxy , The
y Gy2ano nd a nocarbonyl
mhegp %§£§§€¥§¥ag%réfnzmﬁlﬁg§€E3n1%8
aamhwbarebnmds, ac arikeaey o £y | fu anick thet erlocyp?eln/ﬂicular a
§pt|ona y.are substituted with one or two

H5$tS (e it HiridESe ity 9l e Qe d ¥ 8 Yhe YHridup
GRAYNS N theRth A ikt £ A k&M no 18l KW he aldeyl gyl fonyl,
al kenyl sul fonyl, al kynyl sul fonyl, "al kyl sul fonyl am no,
HV@?@&VSHandIaWRykﬁxwhaMNﬁxghlnqumauhqnwamcnanﬁbakm

I %Q)ygtargfq[%%p olnal ly is substituted with a

% bs |tuent sel om't he group consi sting of

dloloyle] alkeoyé, agpdcsl kanybdyeecprﬁtl stkndepeadentl Mdes
selected fromthe roup consi sting of carbocyclyl and

ReP&dc FORRCT F HEcR HFEe g @entupper

fpRRINY dodisd rd

substltaents |n§Q€endg%t HM& égggﬁg¥rgﬁ%?hé:5¥5bﬁ

d@welrsmmomfenal la;da,ptwldmwlhe adppoydtedarbexyfloor. An
dr ox hal o, .am no, nitro, azido, oxo,

A B o B T ek B i S ey T ARy
kel .oX Rl RINing HOHGATRONE RYjustable between at
al kenyl car bonyl oxy,” al kynyl car bonyl oxy, al kyl oxy,
aereivy lroXty r s&l W@Isaqpndcmm yiordeet eroosedigiing

d. b wh
B RoAT o E o b G 55 Bty T o

substituted with one or two substituents |ndependently
selected fromthe group consisting of al kyl, alkenyl,
al kynyl', al kyl sul fonyl, al kenyl sul fonyl, and
alkynylsulfonyl each RH |s |ndependently selected

o s R
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(a) the al kyl sul fonyl, al kenyl sul fonyl, and
al kynyl sul fonyl optionally are substituted with one or

woreee/03ubst i t uent s i ndependently sel ected fronP€TES2008/076605

group consi sting of carboxy, hydroxy, halo, am no,
nitro, azido, oxo, aninosulfgnyl, al kyl oxycar bonyl ,
al kenyl oxycar bonyl , al kynyl oxycar bonyl ,
alkylcarbonyloxy, al kenyl car bonyl oxy,

. al kyl oxy, al kenyl oxy, al kynyl oxy

nyl car bonyl oxy, i
‘)t/%%%ﬂﬁ % FotYRIYT, meGAND SEYS A rioeal oA Feen
wherged tpe f rb
optioral| th CE 00, & 0054 90y 901 PSR! PO
substsp e sneé cltepesdens | yd $es eed ede f woem t tiee gf DUPt and

consi s i of al al kenyl nd al kynyl; and (b) the
am nosuI’t i&anﬁa%ﬁﬁﬁI@n sa%uﬁg?iY%%%@YQWtWFQF@P%ﬁm 1s
tHV@feﬁdeﬁéﬂvté@‘ntiﬁ’lé neependend | ye seh@ched: £ 1om t hergt oup
consisting of alkyl, alkenyl, and alkynyl. [0011] This
i"RASHR i sh Teg Q1 isSTe| eekede $ 0n thed et t a0 {0 niohent n@EVlce

t t of the Gor ound
H}e |nvent|egtﬁ$éﬁvrba%gﬁemfﬁpsfl%\%nﬁ%n AT TPV T et e
them sconp g Ih'ﬂ'ﬂsgl(‘ﬂ recd juch e ph aderecesiti€addjustable
osi tigns) at c i se one or nore conpounds
SRR, Y Letot e E It Seiend i oar | i s siht
R Atdidd epatiddenapaiid S A6 Enad Q013 TS The
invention also is directed to kits that conprise one
@rﬂ%@él@orﬁm}m iamdiuste s a tereafsute fubventdum),edindy
VY, £, addi tlonal t her i Cc agents
g?ﬁ#%igl q%ﬁ?a gbéﬁft 't 6C %%%%% Wgrdly
lf&@rrofartdﬁmccmmﬂm‘ldﬁela&alﬁes td)di‘fﬁtospﬁéimﬁse andior kits

f the invention to, for exanple, inhibit replication
Uit RN i Y5 St 1A Y Preumatic firigdye and is

tdo%@il@@ & DY Hehidhidd NGt dribonug] edd%\fﬁ:%rd {(fWup1ed
polynerase (including hepatitis C. [0015] ﬁis wpe
Gevéia or sdioso tosl dianek tte dverihel ngs esrofinghel sord impras ed
%ggngggp r fod vention,to,prepare .a
|c:arre§:thrién é%ﬁ%} égﬁgnt éuﬁ#%%%%‘ y cgﬁaggﬁbrléﬁ Ohe
oo vigeiod. ea debi Haitarval ttdwe:rf@peiﬂapt@geﬂimedm ST irst and
enbodi nment.s, .t he nedicanent is useful for Hemln

FESEE 'S T ETHGLEP R Me- bedefitls R vapfiie afigning

mRVeRn G Wildo REARRRILH! 00N S kadjhfs%erhé h&Aldn
fron1read|n%@Fh|s pat ent application.

PESEREPTISONDEF fPHE tDRAWINGY [«00 1HHe Fhogm @uppmm/\s an
Il | [ for_t et.hanol l.vat e .of
g;lg); r?g%tllj:n g'te éﬁ t@%i)[e H%[cﬁfgfrfé]n suLE)I}Zc tS g’V\B dsdoltlonal
cbbm§tDatnmmpIGAame@fMe@he&ukme;ethanol solvate of

nd_| B-LO 2. 0019] Figure 3 shows an
%ggﬁgﬁra{ v%n?vﬁﬁ??ﬁiT%?E fOrPHREMakckt 6ARYETF@T 80l vat e

9hcgopednd kBrhe %s%enqugizo]ls':'cgﬂ{n%cdteﬁ‘%\@%v%%n the
il lustrative PXRD pattern for the ethyl acetate
§@matgem@ﬁ:h@@ncg@u@@d| BhI@OIA@l@hJ{F@DZfEE]ChIélrgmne 5 Ishaws s

|| t PXRD tt f the 2-
so l/atlHR%‘il éclc?yr%ggund %Ll(?}erf%i?l%[r d@z%] @r’é; Segis not

arqulilrestar abupe 1B)§RB rpabltteny fgisths Q‘ﬁtnf&@n @hes Qe r,
of conpound IB-LO-2.3. [0023] Figure 7 shows an
FPPG§FF§9|$Q ﬁkﬁDcﬁgﬂﬁerﬁoﬁéﬁeﬁh@lﬁbpﬁéﬁamﬂpegom@éﬁe

nd S| 4 ur sho
PP o BRD S F6r A FoP EHE Shfivisy redldition,
ChysaabthaelcenpdumdelBod@-%u@po&&O%&kd@t@&@ea&eshoms

an illustrative PXRD attern for the hydrate of

L BRBBUNACERbY 0P O3 0i8026] VRt e V1 oTGHouE: anicer
slbdstkatbyamRXRDrpa rth atter um
saF of %gnggﬁnd E% ngqghq 682% %Fﬁgﬁfgn%i oms an
illustrative TGA profile of the pattern A nonosodlum
salt of conpound IBLO 2.3. [0028] Figure 12 shows an
illustrative PXRD pattern for the pattern B nonosodi um
salt of conpound IB LC>2 3. [0029] Flgure 13 shoms an

o, o —— o Y . . o o
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therefore, is not limted to the enbodi nents descri bed
in this patent application, and may be variously

woraposEas A . Definitions. [0064] The term " aP&yU$2008/076605

(alone or in conmbination with another tern(s)) neans a
straight-or branchedchain saturated hydrocar byl
substituent typically containing from lto about 20
carbon atons, nore typically from1l to about 8 carbon

typically f 1 to about 6
Do R EnE SuERnrat” B 8hche ShiospreiBRRSS: nel b body

netbybrt ehdtber Ni PrapYEd bEOREBAYhi nmbMt ¥hda haQBKLW

sec-butyl, tertbutyl, pentyl, iso-anmyl, and hexyl. As
i%e%%PE a%$%h%@m§n,svﬁ oE@ﬁ@uth?hpgeéévaEIédbe_and/or
IeSCLOR1O0 APDIAEARLE Paug Prowided 11ustrallve
exanpl es. The provision of such illustrative exanples
shoul d not be interpreted as if the provided

[ r I .options avail abl e
t%é%%% g%%?ﬁ%%¥?§ﬁtﬁ§ gﬁ?.ng%gg%gThe term "al kenyl "
( or.. i i_nat.i-ogn wi th another .tern(s)), neans a
sﬁ%kt -Fuggh%%gﬁgﬁgﬁclﬁaio\r? ty'§r oEH B O tq?esrﬁrl%ed
dontet a1 go Dnexatp e aawdl enbendsi andstypisal |y from
2.10 about 20 carbon atons, nore typically from about

AP rHER bt ol dtetredr anineven wWetehi ypical |y
frosagpout g2 rbQ ahadly Groar b i l2s
subs;ituengsrinclude et henyl ?@?ﬁgﬁ??l§¥§g%g§nf%ff%%&h
Frioperpdiant 4-pem aoli ery| of 1fdebitt adk ety igned as a
]é¢%g§nyl, 2-butenyl, and 3-butenyl. [0066] The term
“al'Kynyl " (alone or in conbination wth another
t EPON(®)) ) Figarssalstnai ghtw anabrasehedehaiiBws of a
g%%%gfarbyl substituent containing one or nore triple
HHY AYpi T 149 iF %0 about 20 car bon at ons,
@ty Preglik¥sf bamabaut,,2 5t aiQQQQMQt%V QQﬂugtcgg‘E’ on
and even nore typically fromabout 2 to about carbon
o PiBemptfest winisuste sadstid usnt to | thd uidev et thiyory | in
- vl. 3-propynyl, 2-butynyl, and 3-butynyl.
ﬁag%%?¥¥ﬁ%‘?gﬁh1"carbocyclyl" (al one or in conbination
viadiznorhgureeBnbapysmaansnaaggedr at edseyekien( brea,

"cycloal kyl"), partially saturated cyclic (i.e.,
g, o Sa el e (4 Sivenent
"cﬂfrﬁrﬁ}élﬁtequ{@%arﬂ})éceg%Ffﬂﬂ%ﬁ@uf@@@éﬂcﬁﬂlé romg,d o

14 carbon ring atonms ("ring atons" are the atons bound
tldgE@rieron/o formthe ring or rings of a cyclic

t44t U rhaocyglyl .may _be a_sin ring, .
TR BT res £2R0S ¥Eok, aTRYreBng fing Brsheations of
E(H;miees c@}‘s(is;mlhfasﬁlwit% :rd)f_nga Qﬁilrél%c}&ﬂl ny(LSrﬂilf‘cGlbﬂéje N
cycl opr.op cycl opropanyl), cycl obuty cycl obut anyl ),
6ﬁ9%ﬁiH%%ﬂ?{@%ﬁ(ﬁﬂﬁﬁ%ﬂﬁﬂgi cycl opent enyl
qoelianent agi 28y ! sacyel ghsxyh &%Xﬁ%gﬁﬁéeﬂfé' l%lustration
cycl ohexenyl, cycl ohexadi enyl, and phenyl.

&dr Fodygityle ralptiesatd fv dlurmyurye R arrding ngs tfhesed
t. ther, such as napht hal enyl, tetrahydronapht hal enyl
(l?lgvt%r“a RV ﬁ’é’éﬁffé,&%cﬁ 12 (f GG tdnyATy’,
qoniusgcenydurhesantsr eRyl, rand dacahhh¥l of[ 90681 gHhEy
term"cycloal kyl" (alone or in conbination with

1 Sfler ¥ SPF L i Ch aguitar anell ac yasl viesnemyd rasgareyte r

tift t ini,ng fromg3 t.0 14 carbon ring .atomns.

%%%clpggﬁgyIO@m%%ggtﬁsﬁ r?éicé)r(galr ﬁcor iacl%)ge, Mhi < tens
tpoiled! | pigontai ns-Tfosndwt 818 carbenrat NEnat 8B,

Exa | es of single-ring %¥cloalkyls i ncl ude
Ff;%‘g‘ﬁrroﬁy?ls,lg@yé’laéﬁ-@t“ﬁ OleyclRpsin Wf, fandidpaicohexyl .
A Iyl erinativel y .may be 2 or 3 carbon rings
fSgéghggge¥ﬁe?%%s&%ﬁ%ggslﬁgcalinyI. [0069] The term
"aryl" (alone or in conbination with another tern(s))
means an aromati c carbocyclyl containing from6 to 14
carbon ring atonms. Exanples of aryls include phenyl,
napht hal enyl , and indenyl. [0070] In sone instances,

. o



10

15

20

25

30

I sopropoxy, n-butoxy, iso-butoxy, sec-butoxy, and
tert-butoxy. [0091] The term "al kyl carbonyl " (al one or
w0 poogosdiBsat i on wi t h anot her tern(s)) nmeans  PCT/US2008/0766035
-C(O-al kyl. [0092] The term "ani noal kyl carbonyl "
(al one or in conbination mnt% anot her term(s)) nmeans
-(O - alkyl-NH2. [0093] The"term "al koxycarbonyl "
(al one or in conbination with another termn(s)) neans

- - Kyl . [Q09 The term "carhocycl yl car bon I
(&@%ﬁﬁjﬁgﬁ’%& iaﬁﬁﬁ SR (RISt e SterdHions
ﬁx&ameﬁarggﬁygfyér [0095] Slnllarly the term
heterocyclylcarbonyl (alone or in conmbination with

ah%@ 2} tFégm(r§)S) Seairs shopOiketremoeytdloy 1.1 JuBOSG]t ithes of
c I | carbon al one or
ré%na??%ﬁg%ft %thgr%%?%%s?§ eBh&Ce oF furniture
iﬁ&@rdﬂﬁglt@ambgcy@$gﬁt1$@997] Sinmilarly, the term
%froc ¢l yl al kyl carbonyl ™ (al one or in conbination
H@Prteér ﬁ‘@@)‘)l Heéﬁ@w Eeoy- dlkpstiratdrosy oifyla,
[ﬂggaaeg y bopy or in
combi nat %}éfﬁénhvﬁﬁ%%ﬁ%r&% eél} (n)%(y%aé ggn‘éu?g’ld?‘?
Geridoye |ty . tl’[@ogg\]eﬁl‘ttreom,ermd
" yel.yl al ko (al.one n conbi nati_on
%;ﬁ ?ﬁér Férﬁ ;LQ §:9§W %&éﬁ)e é}&PEﬁra&&PB&c?a 7l .
[ﬁHXMHHr'HESiQﬂfﬂaﬁiﬁﬂt &f atiace (& ONErOf tiFe
conmbination wth another tern(s)) neans a thiaether
AT Hhtto ithe ingfendt - substituent wherein a
di val ent sul fur aton1|s in the place of the ether
0X tggn atom Such a substituent nay be depicted as
FiR S DHGR IR OF leH(ﬁRES’rﬁ?NiﬂaY KBREFFREHS
M&QDE%ﬂﬁ&ﬁ (al kyl -sul fanyl -al kyl ). [00101] The term

“thiol" or "sulfhydryl" (alone or in conbination with
a3 idr FéQHfF@)?) lpebfAsld sULfRydryE $abst beeeént yaamdnts

02] . Th : .
(thloéQggon é%%?%ﬁgg}1%§$ éa%ﬂlto 50 RS e
twhﬂqhn@ranﬁhawniﬁanHXQMphﬂuﬁnﬂrwiﬂﬁbuquﬁﬂhﬁﬁﬂMBduﬁs a
en reéggil W th sul fur. Such a substituent na be
pict & rdtgre af[odfofdﬁtlﬂge FTerm s fiomAr™
thalrr conbinatican Witdtean@ieanu L) )1 A 7sA O 2-
[00104] The term "am nosul fonyl"™ (alone or in
NaGidy i tievisfoeert t%rrqsgl)dokﬂmrmrt 5, an upper
(9 0QLQ3] ;The t Ifd n fo
f§r§%5;2$R¥%1co%%ﬁggtﬁghgﬁg% %gnéiﬁ%Fki §ftW%§a
:s@@pthrﬂ@na@ﬁ]alﬁme ke rimcorgloataaeyds| wltr(oaitorlqmrtaﬂlon,
ion_wth another tern(s)) nmeans a saturated
(lun é’ Sthen L5y SR - 6)““3&1“( Heq 1S dnas esd (isafas,
U@@@re@cyaﬂeeﬁldi%nxélnd)/oro%lmlf%t elogdynsaliwrated y
(i.e., "heteroaryl") ring structure containing a tota
GOTPONSIES ding s atbomer At nideddte meatof! the rilmp at oms
[ r 0 Xyg n| rogen, ul.fur.),
vdvl%tsehlL %te@t%gg%ll %u%ﬁna%yn a%at)éo?rjs SeiTig r?desﬁélr?d?nﬁsy ol
seb@cte@efemmuth&age@unncmm&|@@@ﬁg~@br&ame%acQ%M%en
ni trogen, and sulfuyr. [00107] A heterocyclyl may be a
SPRGEETEIN GO Vhiec RiCGRec 8RF Sonttaien&ikiddim Bard P risng
%%QE&ed”%&et%%pﬂ%%kryparQnﬁs 95 114G %qusﬂ gnd even
nore typically 5 to 6 ring atons. E&
§ﬁﬁg@@€dln@ ﬁeg@m@cyalybsa|m©bmd® fdmamﬁbure 1b as a

E d an furanyl thlophen{l

0% &Ph% ﬁh@ﬁy@ ceiling holder 10 and
hﬁtEaGMQéoﬂﬂl@Bh@nﬁhln@yﬁﬁ°|Yﬂgu&%rﬁ%lbﬁ%h shows, in
pyrrolidinyl, imdazolyl, imdazolinyl,

Pﬁ#@&Z@ﬂﬁdlﬁyﬁ agyﬁag@mymt PYr az bleiigplt, agyuszokeindi nyl
triazolyl, tetrazolyl, oxazolyl, oxazolidinyl,
isoxazolidinyl, isoxazolyl, thiazolyl, isothiazolyl,

t hi azolinyl, isothiazolinyl, thiazolidinyl,

i sot hi azol i dinyl, thiodiazolyl, oxadiazolyl (including
1 2 3 oxadlazolyl 1 2,4-oxadiazolyl 1 2, 5-
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application, including the clains below [00117]
ChenDr aw software has been used to generate the

W@ o09posmas nanes in this patent application. [O0RAWB$200$1€76605

term "anor phous” as applied to a conpound refers to a
solid-state in which the conmpound nol ecul es are

present in a disordered arrafgerment and do not forma
di stingui shable crystal lattice or unit cell. Wen
subjected to X-ray powder diffraction, an anorphous
céepbondl doest meen prloelutewanypehar 4caedi shécniddle part
cLyst all'ine peaks. [00119] The term"crystalline fornf
as applied to a conpound refers to a solid-state in

who et heicareeund ol aulseswake aafrhanged d & ifianE a
di stinguishable crystal lattice (i) conprisin
dRPREFPYUT st @f umipieet | Bpen{tnyey] el Binflgure le,
iffr j e e j egt to. X-ra

o R e B0t B0] e S pe ey iy d2sSe R i se
qhatnitede heahs Fheuochehi cathgusétyonfP ai €ospountly
accordi ng. to conventional] HPLC assay. [00121] The term
"R E DUt t3P HREHE Hel SO T E-RYE pUr t9P o eat part
cogmeting sidh 7 egarchd QRepard# cth i iystaldige Orenis
anor phous form of the conpound as determ ned by X-ray
povRerswh et ta dmadnaant ckd alttioelssed 001223 Theor

t " v refe t rit ith respect to
oﬁ{g soi |(§2€¢£ e olrongsé'oflor% %"‘3’1 %%%\é\fu%  HEhd does %ot
necessark | yedinples ddilghs cegies of chemoall puindYined
W th respect to g%/zher conpounds. [00123] The term
R Fotier it dectdort goote T
tesuR L iF r MBS therdmgnavd et ic analysime d0012pl¢
The term "DSC' neans differential scanning
ceromimgs yf Eusipoinds. Jro0lizs]reThils, itheemtéoson sP

i [ [ t.o 0 t hat. ar henyl - uraci |

eérz?qf/éafifjo vrevéa&tcﬁ th&tcoo rF eéo%d}ql gﬁs nrcﬁlc nuerag %)lgcetf%nrwoasﬁur ©
:§00127] In these conmpounds, is selected fromthe
g copnsi sting,of sing|e carbon-carbon bond and
Sy CRRBBheEarBortHond. (601987 01 AmSsHwe
enbiogh tiRitiSons™ df @ Sid@d & anPBon-Gardan Rondqildy to
t hese enbodi ments, the conpounds of fornula I
Gt P dian sity tetume id-itdnes flol (sd rig fuoremilad and II
(d o j 3\l A | ther. enbodi nents, is a
ddosu{ﬁ eFlcgg{ onz:% c) ar )ch? ne[ g%r%gé Ionfntf%erls?,lgtéJ Sodi ments, e @
clarqeoumekse tof4 ,f er mulcalle goerrtesponch iupsty yeint 6 tand he
foll 0\(/? ng.formula (i.e., formula IB): Bl. Substituent
RE Jo1SHRETY Jel PEd o 137& g PR cohsingt isngastk
edrogen wHiRlM Wre R riddR0eRs R e61d tM 9N Rin
[00131 ]I n sone enbodiments, Rl is hydrogen. [00132] In
SGiFe epdddnaanne IRPy epstshylf, qroek33] din momgion 15.

j , ' | ect f t i sti
PR el LSO AT 155 Lo e e Gorke
Rif ireota tiicr dgenproieeaipgpry @aoup.6,| midaese back part

nbadi nents, the conpounds are useful as internediates
fior hdYhdesarad M e dnfpdiitds a8F apdsmefa qotation 18

Nl ROGERYQ! @EIING ORUPS FHIHARNS f Y ;
con‘poun(.}ilsp?{)f %%r mula | are known%tlc;%ot %slg{ggﬁdﬂc}g:ﬁer?
tred adefo L B 1 tBulest iapaiento fRZ.otfa@ALB5]1R2 tics t$ed écicdd part

f.rom.t roup consi sting of hydragen, halo, hydroxy,,

et hy) %&%& SEEIV ,esiﬁﬁ‘&%&y&% %.ne[do@fséﬂ iS5 gkg ing

QTOAd FRRitenedd? tics thyedri@gen d-00137] tHe SO+ sprin

enbodi nents, R2 is halo. In sonme such enbodi nent's,

ies egendc t28d epytemdish@ sgrodpaensiast g eforfroxane taiy
|ar. I t her such . enbodi_nents is fluoro. |

&gtrqg%ﬁgraqé c% gﬁﬁg i it £ p|"’1§‘»tcﬁ%orogf. RS f@tatopher

such enbodi nents, R2 is brono. In further such

enbodi ments, R2 is iodo. [00138] In sone enbodi nents,

R2 is hydroxy. [00139] In sone enbodinents, R2 is

met hyl . [00140] In sonme enbodi nents, R2 is

~NrA Al o N . -



(1) one or two substituents independently selected
fromthe group consisting of alkyl, al kenyl, alkynyl,
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carbocyclyl, heterocyclyl, carbocyclylalkyl, and
het erocycl yl al kyl , or (2) tmq,substituents t hat,
together with the am no nitrogen, forma singlering
heterocyclyl and (c) the carbocyclyl and heterocyclyl
ogtlogg re subsiétzted Wi.th up to three

BSt i |ﬂa§ﬁe tFy géFBcFeBrPﬂﬁﬁFﬂﬁé grogp the
cemﬁsﬁtbpglﬁg abk¥bntabkenyl cnal k¥gybn B%‘Q £9%8 end 23
nitro, ano, azido, hydroxy, am no, alkyl oxy,
tanﬁbﬁyiéFt?F Ehﬁbé@y@tysprand héeseotyéDyhamhereln

oo ZhbPe PRRAT LS RfebdnRet: byt EEREf o hpoh: RBSgPAuAn

00h5|steegeﬂﬁ abkyl, aakkppylt abk&ﬂy , wBbKYtgarbBonyl o
alkglsulfon yl alk%lox%carbon yl, carbocyclyl,

he? F%E?@P?tngcé?% cyt ?I%PRQPrtahH h@%@rbﬁyél?ﬂaﬁﬁy26
ofn&2) upst e t
n|trogggﬁgfgr%§aé§#ngﬁ%r%ﬁéiﬂgtg?%%%%?y¥b F%%%S%] lng
sbaehenbodi pént Ehe Rfupsosel 26t edl deoiyhhe @somproller

consistin f h al al keny al k |, nitro,
cgznofﬁazg%o ?éyl%§§gga$?ﬁﬁ§?%x§heafﬂéﬂét%x% 27 akPno,
affh Dasar borytal ey mesath f @nyh , a agkyhsub § oyl the upper
carbocgclyl and heterocgclyl wherei n: the am no,

ahf bcar dofyl 1€t B o5ewe bnyhd op? | onatl ying bined
t
Sybshé t 46 ede Wi d: mtéalgpgom t%w&&b&pﬁ%ﬁ RS o8 b

i ndependently sel ected e grou
aglkydiedah%earigly @hkyny | anandowahkyt s ubi oty mi)cﬂdlé)p&m 5

S bstltuents t t oget her t he am no nitrogen,

f\glr&rln WS Higieri %%t%fjo%?/ @npar[@g]i%]zl] PSor@nother,
etibedi rent 1, R I}@eﬁx@c_{; esd @k &t eum irheeszEkOU@aé?@ntSé sthag
of . hal o, aIk |, al kenyl, alkynyl, nitro, cyano, azido,

A bx o2t kfer@nlfbxtghe ISRy IRAGLE @nidfeatably about axes
| | f
abE NPSEL basyy 33%@@%&%? ﬂ'&vﬁe Sy c?ﬁwin? k%)/]rane

carbocyclyl, and hetero rein:

anP@mwmaalt@nwvermrle@myt;hald@matcbxmveahéqymydﬁxtyhe
I t t1t ith
or nor§¥§§g(§q?%% kﬁ? |o n 6%%%§§gbf I %?K ?%gne

garmmsmrnsbﬁta rtgacﬂfndlaigﬂf,lr@(%léiﬂtér{@ 3ITYyake fZtsiy
% r ox eefamno alkyloxy, trimethylsilyl, carbocyclyl,

IRty 137 viberds TRNGAk RARWRSDpiiHINGE iRRIt 6
SRS LRt d I'baﬂt:l-)d%f'}?doq_r s L syhstiduents ;g oo

i ndependent |y sel ecte m t he group consisting o
aﬁl-klyllng al&ertle Sairtoyrwle;laridtyd cxaf mtylthealekrythsLB]f amdl , 32
ST ~SAROIAL AT i
sbist ifdieMe thatehd ogsidienpamtt by the AMme, niddpgen,

fornta S|ngler|:§ heterocycu¥ [ 00155] In sone
Gt RP i s ddltd@red%r om t he group consi sti ng

Oﬁde'iad]O I§| F{éur |§§ny\lﬂpk§ %HXJNS thr%iecgang fg%lnlgtlre

kyl oxy, nyl oxy, oXy, am
almmdmdaqu;tlam ﬂosmﬂﬁeomecealdcfylﬁjﬂrhomﬁe 1 or the

car nd heterocyclyl, wherein: the

¢t %I atﬂ&%tjj@t Z“tsylylrbﬁ’t |H9r?d1q339rhr%f rest. That

Siupstd t dayt dent |
d stat ¥ e iR Q & 168 131U Q:Pﬁ%n&%elrl% o y

sel ect ed frontthe group conS|st|ng 0 enyl ,
diugmiyfiurehdl .o, Thex aippwt mrtcyiamhera:zﬁoct@ stt;edfot@qat a

| &?L'E'[ J19 qu kyl ) é]tr‘|r§_1|h‘rj$9tstte\?%lé)s carb cyclr§/FI I337anhdaS o

erocycl
Sidagddisetred o\Mltyh ‘tHel el 016 £ \WIGSW]; YRS 6 and of
i ndependently selected fromthe group consisting of
al kyl, al kenyl, al kynyl, alkyl carbonyl, alkylsulfonyl,
aIkonxycarbonyI, carbocyclyl, heterocyclyl,
carbocycl yl al kyl, and heterocyclylal kyl, or (2) two
substituents that together mnth t he antno n|trogen

I o o F A/ A =/~ o
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the amno optionally is substituted with one or two
substituents i ndependently selected fromthe group

weorvgiosissg of al kyl, al kenyl, al kynyl, and  PCT/US2008/076605

al kyl sul fonyl. [0016Q I n sone enbodi nents, R4 is

sel ected fromthe group consi8sti ng of G -C4-al kyl,

C2- 4- al kenyl, C2- C4-al kynyl", am no,

Q Q al kyl squonyI C3- 06 carbocyclyl, and 5-6-nenbered
het erocycl yl , _wher ei n: %\bt he_am no opti onal |
sE%%t?‘?% % W htlahe Best O%uBs@ftE}éﬁtgl?ﬁﬁe@%ndentIy

sehegtedrd rom the 91 oup §9n§t§ﬁa§919f ahgﬂ BIL,EQEXE s1.
al kynyl , and’ al kyl sul fonyl, (b) t al k
@ @aslamrehw ofanmehn CQn@mladikywylmopemenal cb!j ahe

ne_ or re substituent

S. .
pendéent“??/atse et e%tf{[‘g?‘n?%%sg?%uﬁogﬁhﬁ?gt?‘ﬁg”&fa
h@iﬁec’@i(@a éwdf@@@tl@h ki | &yt hangréyéset byl 531 ¥hxegnd
t‘%i t he C3- C6-carbocyclyl and 5-6-nmenbered
FDYER yiPdpt i oHal I Hre elesent urldichi i wpttbn
t ) lent s &r
o Soner dh e T BT 2o s PR aSrd R IRE%s
ammtmrlelancctﬂman apt | omathyios sadsto tgkedrate
v%th one or tv¥:o substituents i ndependent | sel ect ed
HATHE dtoun- T ot Bt | TR 19 at e K&y &t kynyl |
adtsinsd Ao Ssed fpnydw  £O0461 dd e s [@I‘b&g'é@nﬂ%lﬂab?on
selected fromthe group consisting of hal o,
ot chalsgat Takosit ctetrebowes y@f mﬁ-eatsl@:nae@b:emeuue
{ y i%%{ a). i l kyI opt. onal |
@%ﬁgﬂ uC%fe ﬁ%hp "f(o ed surb Ueh tl?atlon’ é/nly
mdspetndem Igersaeiaetostce&def am tthee 03 (22:741) v@@mmswmgtmé seat

0X dro al kyl ox and trlnethyIS|IyI and
) 5 He %fc%o %ﬁ S b eipace 198 having
heterioowedsd o |lQ'LQ=§H Iye tareers ulst | SV A one; 0f
two substituents independently selected fromthe group

oS aAG mgtidfacs KH arshitde dhid sl igpsing omdreanithR0 or

E}t?%gi?écaoﬂn;bl St ?f?g i o(chis,geerttl U% zﬁs Salhect e%g [ OMANE o

mdiacylﬁlylvmam@]@r@ reTeb eveedt thetedr olc:yoé yi Tcvitet ei n:

) CA- al opt is substituted with one
R s e Fh el enditied yiSeTaRASE b he
Wy Hongcsit by of Jialstre®e0.o MINdOXa @ldiQyy .2 and
trinmethylsilyl, and (b) the C3-C6-carbocyclyl and
5. Ghe riffe ised ardtest sayd )ﬁlha@pt‘if@ndﬁ@f A igub st taftadls

1 ent tg t he nsj st| n
S R R s T T i v iboTRn
sémaneirbodioventest RE |t$16@h¢1;io€tct fZEomatrh&ag{quﬂLace
conS| st.ing of C -C4-a - C6- car bocycl yl, and

5-6- @gété) ﬁef”@ﬁ&&?c%rc%@r cife (FAIWtRe 26), without
@ireCAealfk Wo raplyl enalimpeds ngtRt iddiiaith iy W g three
substituents independently sel ected fromthe group
d&%@tl%@ bigwae oZboxohidlydsloxys Bhkybbgye ahdfurniture

I si .yl n (b t he .C3- C6- bocyc and
%Ett% ?Jog)iﬁétoglr gcycl)ty © §ptiona § '{f{)est]l {1t &dte
\metalt anasoaotamdsmsttuhteuez@tl@mtncfm@w@m lof selratRG,
fromlgtﬂ %r oup consi sting of alkyl, halo, and
A%y s ﬁﬂt&ﬁ’vnélt[%@ﬂe&?nlﬁ%@%mmmt@qu s
qGtied fp r c@ngisstif
RTINS S A e s SR A I L
wetiehotyel pleconkleseiringt led e@@n@6- wanmw Womgrhsate

6- menber ed _het erocycl optionally are substituted
%Ihte wz?l@Ellgsﬂ tgéﬁ’t u él éypééftf Pomtie "raiF dnding isegt
of aaldkyhe Raligntand 2k kM'OSUlIEO'%Ylll%mﬁ?)%‘lt[l(?)Qil@%] df the
sonme enbodi nents, R4 is selected fromthe group
consisting of tert-butyl, C3-C6-carbocyclyl, and
5- 6- menber ed heterocyclyl, wherein: the

C3- C6- car bocycl yl and 5-6-nmenbered heterocycl yl
optlonally are substltuted mnth a substltuent sel ect ed

o s R - Y o
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nmet hoxy, and fluoro. h other such enbodi nents, R5 is
sel ected fromthe group consisting of hydrogen,
whyapo3a3s met hoxy, and chloro. In yet other surtI/US2008/076605

enbodi nents, R5 is selected fromthe group consisting

of hydrogen, hydroxy, nethox§, and brono. In further

such enbodi nents, R5 is selected fromthe group

consi sting of hydrogen, hydroxy, methoxy, and iodo.
[00183] L n_sone enbodiments, R5 is selected fromthe

ng%%ec%ﬁsfstrhEUBt hydFagedl iAgde6xys ARdaarkgfagy.

I u n ebec

O P ot Thelr 5gen Ry i oy THBr oy LREnfirst
eshokyg %D@m@m@ 2® somee embods neatsjioR5end 84 hyddoges.

[00185 odlnents R5 is hydroxy 00186] In
sghe e%%%d% nt% |%SaFQ?I%§§SOTO%§%7f Pﬁ gpaed” and
elﬂfb@ﬂewniﬁcré%sé§ s NoxYdih§0dB8the NsSPIBy element 20.
enbodi nents, R5 is ethoxy.B6. Substituent L [00189] L

|%ns%W%%ﬁ%ﬁﬁ¢r%ﬁﬁ@?&@@rﬁ@%ﬁ%o&%lS$|®@ablahbndfor

C&Jgﬁ ene %§1§%§¥f§éim$%gﬁ%§%Tg%r%%?lp?Figene,
@(df@@N(fR U»)lth(tRM Gd912, 7 QP2 hanslk G26X Grot abesei Do

RB, . Rc L, and, RM are as di scussed bel ow.

[Hbfgcsme%fdr%“ oR RNt T 3% 3PRcFRdtR? ohf2heSpring
le%bnﬁ‘émsdétlifkg &t o ds ;L RA ﬁ F?a@a %uﬁé QM He
N(R D CO, C2- al kyl ene,
Rﬁﬁq&ﬂﬂnﬂ qﬁfﬁhp ggngqn«am¢)lOQM@ $rrm¢£mpﬁémt under

I t el ect frontthe

gl?%%%ﬂco@sﬁgtgﬁnlg ctgﬂ%rsa lF_QL% ﬁé‘% h?/? ahed Bhgee of
cfiuot rojpruopy | - ]aQCZBIB:h]B’Ig [0 v oo Mo F@é\rﬁéra’ées a
|s select é%frontthe group consisting of C(RA)= B),

TLIGNREGE M RS qoinEinst gk lende @%tzd about
Cﬂ@(eH)a%uscx@ﬂ Y onl 1 2- 8016 h &(dH) 2R 4y ofd(R\QaC&H)@ .
C(O CH2, and CH2C(O . [00193] In sone enbodinents,
|T§1%éree%tted>rr dsmach & gricuh et sthiany die O@a@(ID)IN(iRJrce

1oL P, S, SN R o

anthS@uymmdtmaﬂ&ndtmmtﬂnnpeumhteﬁ ﬁ@nﬂutadadlng of

rrespond i tructure to fornula | LC) [00195] In
g%‘r?e BTt eorFBo%%ﬂusr € thre %t fomfstih s s dspioify’ i1 tting
sl utel s de tdre dualdiawing of ardBidmed 1arf up f%ﬁ@lsalttlng

IA-LO: [00196] In other such enbodi nments,
&%ﬁ&&nﬂb ddrirceseind divest mictaurier tdhe Heogigliowi g to an

9 I.n _sane

?r{)t@&]s%en(dtes%g' SQ{O(I%}(HRE) %‘(@%re[ \%erfgl n R L
&= tdiesousdhed lelfowprdimd PHserehtioti masord S or its
co ounds of_ fornula | correspond in structure to

& PaEtageditosThat % Y e BB eSO F he

cmrmwis QOTHeRSAGR tind ShlddftH it if oI ¢l o 'ﬁé\é—' R1
[00199] In other such enbodi nents, the conmpoun
SHPPESFo RSP |wnt§t MESPECE tte frramilee f E—Q_ﬂlng[ 02()2@09] soon

pi.gal | Q oun of farnmul.a |-
-t%’te g p% an:glt hen Arssiingd Solnt ﬁctseltlon
dindes aof u&ﬂi&gdlauwlatb_@ﬂ@d p(ds-lﬁtLod N B tahsert AHd @AM Qh
in relation to the double bond). [00201] In sone
enBodi fbist HOSitONCEL,| fhhen e GiitsisdliFlenti. aeereen the
ds sof, formul truct
R R T B Fo0Bb " St b “Blksbd fndqigen of
@@@p@@m®QHCSrmes@omd in structure to IA-L2: [00203] In

i ments, the conpounds correspond in
J0RBEIor e o FHHITACT Hogbref00b0R] [ PRodBNEL and N2 of
Qméo@p@é&t arLE i6S 1@1( iRGon METHIN 1 i1 B ignated as
di scussed bel ow. hese enbodi nents, Jhe conpounds
of formula I correspond in structure to fornula I-L3:
[ 00205] In sonme such enbodi nents, the conpounds

correspond in structure to formula I A-L3:[00206] In
other such enbodlnents the conpounds correspond in

Y F A/~ o
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met hoxy, and brono. In further such enbodi nents, RB is
sel ected fromthe group consisting of nethyl, nethoxy,

wa@eaoiosrdes | n yet further such enbodi ments, RBPCBHUS2008/076605

sel ected fromthe group consisting of nethyl, nethoxy,
chloro, and fluoro. [00241] |In sonme enbodiments, RBis
hydrogen, and RA is sel ect ed1Prom t he group consi sting
of nmethyl, methoxy, and halo. In some such

enmbodi nents, RAis selected fromthe group consisting
of NEetRyPhingt AbRiangRdWHl uene. the epheingubktween the
e ' S LhSesel.ec f.r t r.o consi stin
PPt P et o S2nd e or SL11s. g Lot Rep glanes &2
ethedd nept sceRAnt sd$ekeatedviirom t he group consi sting

oﬁ%ggfﬂél nmet hoxy, and bronp. In further such

e 1S, URRG s RédiTect @' r'dif tHel Yo s Konsigtdsd orm
Of i PRt HYE  aBERNOXYa ABUch@A®. cbAv¥et UL heL i SHCh nverts
enbodi ments, RA is selected fromthe group consisting
ofheref e yhimethoxymerhl againahdtheuseoonfl08242hgl alement

BT uiRaes 1 e aB S REYRE: BV eubBaht Fik FRESL
gsting onbéséh g2 Of 1 Hydnegesnasd ahkyts L8as008nSHEPCe

enpodi ments, Rc is selected fromthe group consisting
ot RArRg et amie ngedy | 7 - [ B0o43fcPRdsehrEirghotenent s37 or
Rend Ssdwya 5(phi oS j ts, j
T R b fon 5. CRECY A 20y By f Highfon of
Suss tie L@ntRD. m$ 0ORAGT , RDLtsosgh echedwé i gimi hdpemgvepnt
C i sti of dro and al kyl. hj.some such
é%gﬁgﬁ%en:ﬁnﬁi?é%cggﬁ%%t%ﬁ ??%L%?ﬂtlﬁ?dﬁﬁv%%%%?s?fﬁ@
ofefyystt agiert angl oetitye . plO624ST Farsorerenpogigents,
RD is, hydrogﬁ%é [ 00248] hi sone enbodi ments, RD is
AL s Rt Rhbber pentQ, oRFhe pRERSN .18 O
uhsdd ddietonfa e { H0249 ' t e u
consi sting Oﬁlh?d%é'en%n%%%q%%,g% ﬁJ’O%T%C%{%%(@&
ChaCcqEaad oal kalelandduml oy Wherairni ct het Or CGBE atheylseat
tio [.S St tut wth o or. nore, .
gﬁbdsr} inC?luée)rgltd eirﬁ eap}etndé(;'nteﬂf/e SETeet bd TPOf the Gieyes 2a
consiRt,i ng afeciayrbaxyin hat®, mdyes OXyE i kfSyn 0XO,
am ng, cyano, al kyl oxycarbonyl, al kyl carbonyl oxy, .
aRA PR O A ety IBF TSI jnes in
e L0 MRts s Rl d | t
consi sting gfdlhydsr oglene,S %-%%@%%Q%?%gégﬁﬁroxy,
Creeageclicaltihd | irandined ion [@02514 |sesoreart 13 or of

q?Ho i Rk s .selected 0 he grqup consi sting
0 %&%%’%n&lﬂ%- a %yﬁfm%}%’GE%IWoﬁﬁ Hid-Hal o,
wheteint: J7he oim Grealweyil gloiptd aRednan i sin SWPY B of
Wi, t.h o&g'or nmore substituents independently selected
gt F&SgrEdF Pt dOTas i otf amRPERN Halltd: 1y diroxghe
Rikal0 . 20X B ' a N elsy ekl-TCHQ/ i :
akaIcarboﬁ&?%ﬁ?%ﬁgfgyﬁgﬁiﬁk%ﬁ}g%%§2§y ) éﬁﬁ? WM gives
Fétser gdycItyle. rodE2E2lt laprsmre: cenbiiditert ssetRlindg of a

el ected from.the oup consi sting of hydrogen, QC
Farky f“eéhéné-smm%g{/ﬁ%ﬁr%rﬂ? H ?rihQ[ 5P &S ot
the 2Re“SNeNRANGTRINES pifled S Mah G ilthROME SN spring
enbodi nents, the halo is fluoro. In other such
ERSOdTHSHt SM tige fieged ¢ saeindrigl Uvh bpetthot Herr suctpring
[ S, 1 hal o d s _hr.onpo.,.In further such

e eare o FEnare t SHUAR Poozss TF Sobar: e
aheveuppbati XENice,opRlr&ts iy HWiagerthd Q%%S]s[ﬁﬂr?@ Fnly
tge above enbodinments, RL is G -C6-al kyl. [00256] In
YOfE 6f PERECRDh S temSo Ainméiss PiRICY e ICifumgrigiugd dxy .

BU. Substituent RM [00257]RMis selected fromthe
group consi sting of hydrogen, C C6-al kyl, Cr

C6- al kyl oxy, C3-C8- cycloal kyl, and hal o, wherein: the
Ci -C6-al kyl optionally is substituted with one or nore
substituents independently selected fromthe group

consi sting of carboxy, halo, hydroxy, nitro, oxo,



het erocyclyl, fused 2-ring carbocyclyl, and fused
2-ring heterocyclyl are substituted with one, two, or

wo booee3gabst i t uents i ndependently sel ected fr oPeT/082008/076605
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group consisting of RE,L, RF, RG RH, Rl, RJ, and Rk

In further such enbodi nents, .t he C5-C6-carbocyclyl,

5- 6- nenber ed heterocyclyl, fbded 2-ring carbocyclyl,

and fused 2-ring heterocyclyl are substituted with

one, _two, Qr three substituents independently sel ected

f FEMLERESyrBGR EohSPSHRRG ST IREL IRED RIEtRIY RRGiRkON P2
| pebBrtipen suckigpbadhpgents, the C5-C6- carbocyclyl,

5- 6- menber ed het érocyclyl, fused 2-ring carbocyclyl,
ahf0R83eduieng3 het laroonatlgd ardsadusiritat ed widh ofeg

two, or three substituents |ndependently selected from
H8v5R6ub EORLRLLRRo®dr TRECTRES GHOCRYCFAO Gt Ref 1ns Lax
sugh esbedemeBtismehhecEhvEBrear BAeya! Yh, Fg8raenbared oc
heterocyclyl, fused 2- ring carbocyclyl, and fused
2arfdngshereppegel Ppturensabseighiad werhaohem oandr a

t u | Sai,nd n d fromthe

(CBEEnSoREEL Bk RPN SERESLRY LEPILALE pare
efibddi abotvs, hB®Bei sisbbact edticaimthengpotipteoisirski Bgat.

0 - (6- carbocycl yl and 5-6- nenbered heterocyclyl,

Wﬁg?@f? 2, f%q}yaﬂﬂ S Toptli-ordlq y'gighing

sHbshbh UERdwmi Bﬂdoﬂﬁeoé%}@ﬁﬁ AHBALhEYRNLSe illustrated

|ndegﬁgdently.selected romthe group consisting of

RE reR PoRHE1@Ss RJ, 1andn®kIITII nIsopesstuchn I, shown
odj t -car yclyl and 5:6-nenbered

PIPOLhIER: oo S PREY LY g R S

efiheda meabgeméhe €s- theearboeycbyl 1aade8- bynenberedn
het er oc C|¥| are substituted with a substituent
0

sBHEEtRE PRohPEndcgF oupCtonst YEFhgtef - RENeRFEhRG RH
Rlrr&dgeddflt Rks. 1684¥81 v 0h hehe SHERL €Nhgdi ﬂf@&§tr£@§d,
C5- C6- car bocycl yl and 5-6-nenber ed heterocyclyl are
stbski dufeasthi valge Sobsei fdenfsai htlepenpensdy, the

o] e, qr C Isting o RE, RH
R R R R A T AR SR
Gslatenar Bocyul yhe atdr&e 6 ornber ed hetewogycliyhnased
substituted. 'ih t hree_substituents independently
seP et A PNt HePaFbup tBRSi SRF nFeoPRREPOREC 1ok, TR, The
Rlecddd goslifkon 10 {4rihenssrshe@MYPIE NEAL SnbtheeCs- C
-carbocyclyl and 5-6-nmenbered heterocyclyl are
stibeed t Ub@EETE RS bakes tabacorachredinabsei tent s

i I e r oup nsi sting_of

R CRERERRL L OF LR Hhen L b ARE BB AT IR LI 0% 2Ee 5
enbodinentsraRbel safiss 31 candogycoyl a opt renvht ypath 42.

S kqtétu@ﬁg mﬁip one or nore substituents

i hdepeha&hery t8& ECradIEremtt e dradsoisi Stiengeat, not
RE 1R r8&dq RAvi 2 Rdecénd \H;‘l?l;/’l& NeSPRE 885Nof a second

enbodi nents, the C5-C6-carbocyc I's not substituted,
Hepidervikieth eorodee aeer sthamet!os- Chrstavdbalyc! fdris,

ti ith-a. supstituent selected fromthe group
(S:%E%i %éé%rgd%&%é Rr, Pﬁ@rﬁl eIt Ey, t%nﬁh??ks?c?rhgyet
attherng uehermsbio db et Sthé hei £5c o as PoENE | ¥k rbe v

substituted with two substituents independently

W r PR Ehet R JuprebnsPart ng BRtRENRALhRG RH,
RJ: I t - o]

o By e e L e PR ER Socdd¥ed by
Stubist ibuekgs 1 nepencent ting ed@ctedt dxom p hec@ratPording
consi.sting of RE .RF, RH Rl, RJ, and Rk . In
fﬁﬁtqﬁﬁ ?ﬁ%ﬂ?%i%ﬁﬁﬁ?mﬁgiih?h%PQSEC%@E%r%dEQC¢@¢ piddle
Sypst 19 uped wWid N one 1410, rRE 30T 804 SEPSLA LUBDES) royiar
i ndependently selected fromthe group consisting of
RE, RF, RG RH, Rl, RJ, and Rk . [00268] In sone
enbodi ments, R6 is 5-6-nenbered heterocyclyl

optionally substituted with one or nore substituents
i ndependent|y selected fromthe group consisting of

P—— r— T~ ~a o s -
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pyrrolidinyl, oxazolyl, dihydrooxazolyl, isoxazolyl,
di hydr oi soxazol yl, oxazolidinyl, isoxazolidinyl,

wao baoampstiyd , i sot hiazolyl, thiazolinyl, isothiarcl/Us0§/076605

t hi azolidi nyl, isothiazolidinyl, imdazolyl,
I m dazol i di nyl, pyrazolyl, pirazolinyl, pyrazol i di nyl,
oxat hi ol yl , oxat hi ol anyl tr'%zolyl, oxadi azol yl ,
furazanyl, tetrazolyl, oxatriazolyl, dioxazolyl,
oxat hi azol yl, oxat hi azol i di nyl, di hydrooxadi azol yl,
aﬁﬂtﬂi6%az£DiEPﬁyF}OP90?7¢PdIﬁlmthéﬁ gbpehepabbvbas
e [ S he,opt i gnal i tuted.
5?%?%%%Eg¥e%?ﬁe$%foE§§Igbk¥§§gggéeﬁ%ewgaCHeF%FS@?B?Q??
Exanpl esighibgneinbeandehet er vayel yesghnabudespyrasyhi is
di hydr opyr anyl , tgt[ahydropyranyl, yridinyl,
d?ﬂ%&?ﬁﬁ%?iﬂ¥ﬁy?, FevRahydrBRy R APHYPUt pE petRBEPNFI |
dii8Zh DY tendNt a4t BYhn Y V8aZH AY, igyalfﬂ%aygs a path
di hydr opyrazi nyl, tetrahydropyrazinyl, plpera2|n9?,
tdibfengnce dpdydeonrpagi hybnst 8irahgdsdt ofazi syide 26.
t4i azjnanyl ,,oxazinyl , di hydrqoxazi nyl,. norpholinyl,
oﬁ%%h#%ﬁY%y?? %?%96¥%%§a?h¥3i$ﬁy?§ 8%afﬂ?a9$ﬂ%ﬁy?;rt 6
oxadli @zi myd]idedydr ooxagp aghnyhe 0xadiazpeapys, These
t hi opyranyl, di hydr ot hi opyranyl, and _
t &Y SRR R PR bPYP VG| T1$00298F FA dohevwerirheohbove
eFpog f@@t§ogé@ﬁe9%i@rﬁ‘aj%#m¥ é}%’}?éf'gégfgdduﬁ‘gd 21 L4 DG
carbocyclyl is selected fromthe oup consisting ©
rape hatemsyht b hydennapht tlaé esyide 26 which forms the
tgt{agydggnaﬁhth Ienyl(5 hexa dronqghthalenl
o2t @MY dr bhapht At &Ry 1 WO HEEahydT oRBRT P Ehy?,  FoRRMAT
di hyrdlr e e deteydi L e hexahysir ok ndeay | « hoct ks 0i fdsny!
pent al enyl , octahydropental enyl, and
IperRAFTRI 35 3 IRV ITIRMT ePDOHEE ARk st 1t Heorms a

40 I i f . 2= C [
S Fo o o Bl R A PR o ane
dit ikt ety | moYemsone Sugho ehbodisrehtand thel, the

[ ona ubstituted f 2-ring, car clyl is
e nar T Lt e Shaht ot mErre [he the
apt i pnedrige substiian ashf tsgsbds 1t Gashacyed Wi dttance
di hydroi ndenyl . In further such enbodi nents, the
Ji% orfHl T YB3 d2-¥§ PR HeRY cTid the gear

gdenwlo d 0924915 ddhs0mey of ¢ 416 abovs, arbodi ﬁé}}‘{isf}esé he,

optional ly substituted fused 2-ring heterocy
ddleqatd: faiohi ¢ tenag degtwertsi e npoftdlon X2, andl aX3

e .d.nde ently selecte r the gro consj sti.ng
HA DL b e B G e Mo e (o taes 19 ene
annisies AN 1fm NHY ,pdR 1 @ish $1 Xt XGha@shb ¥k @€ 52, a
i ndependently selected fromthe group consisting of N

PR ;2 %8 fi s Tl ast tvar §irohh hshenqyfaduly don il isg def

) . .i f A
T o B SR A RS 8 e wppes
arag 't rdependert |lgursedd gisath fA@mitieh group aonsi sti ng

of N and : X14 is selected fromthe group
Err ETMAT N o R FRE ST O g SBRET Tt e ved

‘ahm iJHependettdy spalied ed dae the HOoWnh&PNS st ilré%f

of N and (ﬁég; one or nore of X19, X20, and X21 is N,
&R e Flendivhitie dred(ts)49 dedimg Qadrdiorms et witire tdfe

, 5 i.s N..and the r.enmai ni ng _one(s
?ﬁ%%féggfﬁ$%éﬁﬁgq%¥%%%ﬁéﬁdfJﬁé@f;fffsggﬁ};%ﬁfgﬁ9ﬁé 2
arethntiney reeaiiy Ropa(ts )29 il GHY) ;spigdPre I 0720
X29, X30, X3 1, and X32 is N, and the renai ni ng one(s)
iy &Y AL i6e Wr ths SWPOKE3 2X®L, sdridlex 26 and ded

e ni ' r X e qQr re,.of X36,
%%J X38, @%%we%aéﬁg %’e@ e |Onrlocngjgg'ngr(h§) smodth
is/are C(H); X40, X41, and X42 are independently
selected fromthe group consisting of N and C(H); one
of X43, X44, and X45 is selected fromthe group
consisting of N(H, O and S, and theremaining two are

o R o s o o
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the am no, imno, am nosul fonyl, am nocarbonyl,
carbocyclyl, and heterocyclyl optionally are

wG@aipgnsdieg ed with one or two substituents i ndepents2unws/g76605

sel ected fromthe group consisting of al kyl, alkenyl,
al kynyl , al kyl sul fonyl, al kenyl sul fonyl,

al kynyl sul f onyl aIkyIsquon&?anino, hydr oxy, and

al kyl oxy, wherein: amno portion of the

al ky Isulfon¥lan1no optionally is substituted with a

SiDEETEven? sEP%c?@Ep?¥5n¥5héSg%@BbG@©ﬁ§€§tngtbé
a enyl ... a 00304 n

HE%E?%@%% anc fgﬁggggg%%p%%deﬁglé ée ?gda?¥on1the
gp@mmtz@msmﬁttm@ sfippbkyl 25 al kesyfar ang ahkypyéce of

mﬁere in: h such sybsé%%uent optionally is

ﬁl&f{%d w iRohel o7 r%ys%b%%?%h%h% person. As
f@%&ﬁwem& ysseheeh egh f 1a91 dhe, 95 oupn copstisti ng of
car boxy,

hydroxy, halo, amino, imno, nitro, azido,
@é@tem@mw fm@@rem«yis uha@éhyfto Eidmt@xglc avhoaoly| has

| oxyc bon
a%ﬁ%‘[’]%ar bo %}y ]ﬁeny?%ar b%/)hy to the smooth
awwabrmﬁmrwfhmw tfaé kb oprys t ai&ﬁi'éf\l'@é()/as ab kymyh OX¥he

car boc cl¥ het erocycl yl , cyano, and am nocarbonyl,
WHeEr s tHel i Mo, Theri TR L AR TRIERS oiy | UPRAEht sitting
Sacaspony | s g1 onal | Ye 24 t r
3&% substltué%ts |ndepeﬁae f?y se %6#%§9F¥g%§s e %@dﬂ%
dﬁi%l%mmgrfbﬁfhlk%/lal%ﬁ kersyd i b lad onlﬁ,yl forl dydmpl ¢ onythe

fony aIk n Isulfonyl
g}%e ony A ho” a\}//\%}y & HP r{beath]?Jane otnq HRuts
ajﬂqysl mvfroradaam Nica @t i ored I%r@&@&ﬁ@&é&@ﬁﬂﬁ b the
substltuent sel ected fromthe group consisting of

alURACT Gldenyd 2 HhPE kI the ngg) e Prafhet7 of

abv e giodi meNts, B’ ds 4@%%3%&?&& ¢
fromthe group 65n5|st|ng of the al kyl; ({yﬁﬁ%§ & ﬂd
A%yd a witerwlith shohisubdte tdiemlsaeameemotof the sllde

sibsti tut 0 ] odi c
|nde6%ndeﬁ%ifhgéﬁg§f§3 €§£§§WJgﬂﬁ' nﬁﬂ%dﬂ% 4ently
altkydhealkenydf, tand calikyenyds . wihergien: pcﬁaﬁﬂ&UC‘d’B of the

bs |tuen§§9pt|onally is substituted with one or two
§:ib‘*§{ Afen tH%FJsfeHQétheUrf ridift tHPRGuR > has
GRRS Stdwag-of, Qﬁ:rcbﬁ)@’ d"w% ac{ﬂé]cbaﬂ}{nlfbo, in
nitro, oxo, an1nosu|fony| alkylsulfony
alhiey Idgsepssritsanyd dawwaow biomythex yl,ored kyd ey, 48 . The
r.ho L.y eraqcycl Lyano, and a nocarbo
%é:@lelq%c sjhcol?leLI ure\é?nl%]o TC8mBh di ot e an
amdeedardiary 1§ septinenal il ey esupestd tag ecdawetéh M Hath
substltuents I ndependent |y selected fromthe group
éﬁ dreadl /PTG KW sy weigddng is prevented.
ainey s Tt amagag, r & {
aIkylsulfonylamﬁ%ﬁ%ﬁ?ﬁéﬁgﬁﬁfﬁggfu sﬁ#{up% mﬁ?%he
dleiyfl sprGOR0 2L -1 & g@rmlren‘@o‘ijltrkmntsl,m@m RRat sfarthe

|nde ende Iy S ect d alk ti.onal ]y sybstituted
WOt éLoélubst i trug egtthgy Qqépd'rﬁlt% SomsiddSng
Qrﬁ'leelaftbx@()s,eafty(irso)%llwe@ AN vdenﬂd"l'ﬁ: fHALD .2 P5g on
an1nosu|fony| al kyl sul f onyl alkyloxycarbonyl
altky T @Wpéﬁy byl ey O fc ar Beayiop | spheitrey d&yml"yuc,h
n m r I ereln t he A n |n1no
L s, S NP, e a e
$elmstLlohutS©d:1\Mgt I19or1e @rlstd/\@)xs;u;kzsisot UErHsS éﬂﬁi@ﬂ%ﬂd%ﬂ y

E%scted fromthe group consisting of alky

PdGCESnYIE, Tarad 1w %#Wa&m%dn Me@ 2amians
rtin@n l; Sl N
O R T o e
each RF is an independently sel ected aIkyI optlonally
substituted with a substituent selected fromthe group
consi sting of carboxy, halo, amno, imno, and
am nosul f onyl , mherein the an1no I m no, and

o o s L T Y 1 T o o
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[00319] In sonme of the above enbodi nents, each RH is
i ndependently selected fromthe group consisting of

wa@bkdogloamys al kenyl oxy, al kynyl oxy, al kyl sul f onp¢DK$2008/076605

al kenyl sul fonyl oxy, and al kynyl sul f onyl oxy, wherein
such substituents are not substituted. [00320] In sone
enbodi ments, each RH is indebéndently selected from
the group consisting of al kyl oxy and al kyl sul f onyl oxy,
wherei n: each such substituent optionally is
stibgereat éd andhllonete diwpsapsrenbenfsthadependent P§
S 0 h copsj sti f carbox

o Engtiop  Ehe M its FORSLES ool mBELRRoRy vith
avkytbxyear botydr abklyl cas bonyli 8yinat k¥hoX¥vement of a
carbocycl yl, heterocyclyl, cyano, and am nocarbonyl ,
Whe? ki nPO‘%/hJellalh%%?t%% N2 uf e nyPPeBNBa BRI hochR bbhg |

ORGH PHRh Y ﬁé@l@f@ﬁti,t ut ed M#Q’c OQ}grgﬁ tWement 20
substituent's 1 ndependently selecte Fom t e group
consistlhy afreddylhande apkyssuksonyby fHO8321 1 nwisoae

enbodi nents, each RH is, independently selected from
THES P oEly e S e e dey T oyt Bt RyTSUPF By RaRinSE
Vheses e Beddt s Ch stistpidentc Pt PRt h¥e i With, for

substituted with one or two substituents independently
SHTREY 1O heSWloup RiomsiBstshgl dfgerebokgd in a

hydroxy, 0,7 AN N0, 1l 11,0, ¢ 0X0,: A | f ony|
al kyl oxycar onf?,(g$Q¥P%§f%g%y 0&?%£;?€y %x@bgc?%%%,

aswlc g Nk dvdoiomy | £ 1 e ries twedrhearanipyos r acd nosetid ey ng

' bonyl optignal |} bstituted with
o A T s S e T 76, SBF bt ehr ¢ rtA TN, of
HIoHPL SaNsS i SdiMe et Ny Al kﬁ/ﬂé%d;ggswt 190332]
e

In sone enbodi nents, each RH is independently selected
YR HO YU oIS tUhg oft alteg | dsdined as a first

ad kyl sl fonylaxy, I ny suc bst.ituent
oﬁ?ﬁ%nally | s subs |td§% %Mt t%nékéﬁﬁﬁxéﬁﬂpOE% for the
st i spremtesididependent |y sel'ected fromthe group

c |St i car boxy, . hydroxy, halo, am no, nitro,
O R Bhe BROPE il okSedraongs £ uERanng
aldodrearh oty [ty c it dilaaxX patdyano, @ingam Noehanyl,
[00323] In sone enbodi nents, each RH 1s independently
S8t Apmant Mo 3Xathen o isth st asiy, cewt i
IS, drdap t syl .f i, Z

e e e et S P LD gt 21
ddleectast fdegmatiesl, grtduep veorsicstli ngpngforadrky Iveardforyte

| kenyl car bonyl , .al kynyl car bonyl, am nocarbonyl,.
S Sl DB PR 7 RS0 s st ance
ezt .ermec ytley lpzaiseony lca s e i@l v (rd)i ddhe RJudpdeatbany|is
al kenyl carbonyl, and al kynyl carbonyl optionally are
sipstianiied i O gie rorc hawr ¢ heutheriitapattad component HK.
iTpdepe l ec f.r.0 r, consi sti ng .of
ey v S e I L R o g P
amiavosudyf,onysl fadlskyfliexy ear oyt mialikenylyaxycar bonyl ,

I | oxycar bonyl , al kyl car bonyl oxy, . _
OB BTSSP ok 2 Ky ko oty | Ky ank kyPbxg, picce
Ak e r A lIKYRY 0¥ a GBRRGENE %1 R8LERASYE! W both
cyano, and am nocarbonyl’, and (b) the am nocarbonyl
dptiigndlsy the ddbasittratédnwiotth aodewsrr tpao:ts s ttihcu gritese
[ tly.selected fromthe group,.consisting of
é’?g;efffz‘%gﬁ%ér% i %SFk%’ﬁ;‘?P, déFWl“&fg'alw n. :?Ldrgw@y g‘PylS,hOWS
heterdadycloplrt 3l knlisul taryiesang aldodrswWaheny aManeyo
wherein: the carbocyclyl and heterocyclyl optionally
ar8Ssdsentuted i skagnd ds ews isuBsttieduent $he upper

ladepen I el ecte romthe group _caonsisting of
ﬁalo,%aﬁsgbs g%dogx%.gygﬁgfgfoPﬁ g@ﬁﬁag&ﬁgaﬁﬁgﬁg Y
each Rl is independently selected fromthe group
consi sting of al kyl carbonyl, al kenyl carbonyl,

al kynyl car bonyl , am nocar bonyl, al kyl oxycar bonyl
carbocycl yl carbonyl, and heterocyclyl carbonyl, wherein

e e F A~ o o



i ndependently selected fromthe group consisting of
carbocycl yl al kyl , heterocycl yl al kyl, al kyl carbonyl oxy,

waeioposasponyl al kyl , al kyl, al kenyl, al kynyl, PCT/US2008/076605
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al kyl car bonyl , -al kenyl car bonyl, al kynyl car bonyl ,

al kyl oxycar bonyl , aIkonxyaltﬁloxycarbonyl,

al kyl car bonyl oxyal kyl , and afkyl sul fonyl, wherein: (1)

t he carbocyclyl portion of the carbocyclylal kyl and
portion of the heterocyclyl al kyl

e heter I

E??Sﬁépﬁ E¥SEB§?FQUF8dF&EPﬁeénéaoﬁ“ﬁD - In contrast
SHBSEhEUﬁﬂééebn@%p%ﬂgﬁﬂth¥e38E§EE§gePrQﬁbb e QY@EEst
consi sting of alkyl, alkenyl, yny car
hgdroRry, eéﬁm§hbx90,aWKenylomyhlahkyaylmmyllhatmon

itro ano, _a he am no

porY?%%gofofhgogﬁg Sggib@ﬂngFQg]n%p?ﬁ%nﬁ%?é gabout an

saksti bat edtutt bnone oh Emelﬁébﬁlbhugﬁt§ot89§@§nﬂeni£y
sel ected fromthe_group consisting of alkyl, al kenyl

aRESAPRGAYRS fbheiheahl RPFingl kRnyhichnisapkyagyed on a
p n, pf h t bkuent on I bstituted
m?%%a%n%@br§ﬁ%r%§g§%s%FtSgn §9$%gepghden%fy js‘JeFe(:‘f‘%dJg
f toen dheignsuphoensist Fiiguoéscasboxy3, hahothex@pper part

a alk Io arb n al kyl car bonyl oxy, hydro
€L§?o§ygu %?E y%P§|¥£hﬁ?§r%t§E|§|lg%%§y%9%¥%9 of " an

whes eifledt Peag8l 80 PRLERANAL| Yot geSUOST ANt SH M & QP@ 5.

or two substituents independently selected fromt

g?%%pUE@%§|E@Ihg6oguhﬁﬁ§lup@@k@n@md @@kwnqrd @mkwm©xy,
and,, | 9xy ein

e e 28 ol 28 e nb e B e et

(‘the thiddbe bozycl bjanrdeelmei; edSﬁCzyC$@(d:orp@l‘§pﬁﬂ$g of 1 Shkeht

sybstituents optiona are_substituted th one or
e R R b el an A h s cetel | 1o s Eirst

0§19t § 08BiBe h O OF 1 @l kylan@dkeny] evédt kiyNVin 1 AT POXY,
hydr oxy, al kyl oxy, al kenyl oxy, al kynyl oxy, hal o,

BT EYERO, Ozt R, URIPRIC 4 R, © whelr@i ak 1y hebant mon axis
k1 008U or S0 SUDBLL LL£0 41 LD Q05,01 L0 SUbSLL Lien ¢

i ndependent [ ysel ect e romthe gr up Tohst 5t of
attfkgllle‘aélkewwlanai @it iyt 1o (B3 7thd Nl sose 51 is

RJ dependent |y selected fromth
DU b St g 0h OB LS o o1 Sol iyt Hghent 20

heteroe yed a1 544 fony | B ao, 5 al Kydigasdbony | 8 N ypport 25,
alkenylcarbonylanlno al kynyl car bonyl am no,

@(ﬁ%l’rf’dﬁhrylr&?ﬁ nblllaf’ftkl@ffﬁ@xy%@?‘bkjwﬂamﬂtﬁ piece of
car no, a
aI ken 1{ sui flgn arrilrﬁéng f?/ %L% 02{}?4 erSdn sitting on

ammcmaafdmm/ﬂ afmmttaﬂekyl sdbésorrydtammmeno the lever 51

al ken ul | am noi m no, .and

alrw%‘ﬁlékﬁ -‘érﬁ‘mﬁ%%ﬂ Rherfs nfoe) ehe atRmidg 98
Hﬂ{idmmspfde%&jhédlkh% 14 uent Scoptdonald Yod s S 'ttdﬂt%
with a substituent independently ‘selected from

gﬁrwglq;o‘i%u giurﬂglqafa ctarraaca:l;ﬂclgllrmment of the flrst

ATk Léfﬂ‘ﬁ’*(kyq elcflsr i lox?/drhﬂli}}ﬁﬁﬁpace 96

etieldweﬂsar bﬂ‘rwlﬁn&dﬂ(eﬁp&ﬂaj @l@tﬁentﬂu{y%cﬂ&ﬁ@%ver 51,
:éggcarbonyl al kyl oxyal kyl oxycar bonyl,
S FRIGRT Sld M IR diasnicayee
UN&1 LA BRgy Glay ti t lgggy d
t he heterocycl(J ﬁﬁﬁntéi &% ‘ﬁﬁ 1h erocyf%yla kqllqs
opstgaoTal lay vairev sufbst idatteeid Wides iayrateyd ot €igure 4b as

st it Li,fglt S |Egl11i{%endent seesl %c%)eﬁgﬁ r4ok}rvn t“ﬂgte%(are%ue% 51,
hﬁfg@@’r’lrﬁj kg Qa1 ke ol K:ydlgyatquy(zw{i rlng

nitro, cyano, azido, 0xo0, and am no

portion of the am nocarbonyl al kyl optionally |s
substituted with one or two substituents independently
sel ected fromthe group consisting of al kyl, alkenyl,
and aIkynyI (b) the aIkyI aIkenyI and aIkynyI

R " oy g, 1 . " . a o



hal o, nitro, cyano, oxo, and am no, and (2) the am no
portion of the am nocarbonyl al kyl optionally is

wG@aipgnsdieg ed with one or two substituents i ndepents2unws/g76605
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sel ected fromthe group consisting of al kyl, alkenyl,
and al kynyl, (b) the alkyl po tion of such
substltuents optionally is substituted with one or two
substituents independently sel ected fron1the group

t . hal
g?“%; %xlygg‘r %&&?5 O)é}éﬁ 82?‘%0 gm% aﬁ?dFBﬁy,SpéllW oxy,

canbecyelyl a hetgheayChykbhaafdmCyanoa %%Eﬁﬂeﬂt EBGverter
am no optionally is Substituted with one or

sé%sf:pmeﬁtténgnaésemeghuygseeebae@lsfnr il tihel gheupprlng

onrroRbi Py Bl Toodbelliel XRARaYoFortie hyfrBryt

(cpnvhetear bhoywal yh anduhesepacyslyboponki ansuaktrsdahor
substituents optlonallé are substituted with one or
t RoPSEhSEPRuBht sSEnBEpeRdehnt Fiesel eeeedof Eearthergrdtp

W%@H%Qh%?&%%@ﬁ M%%&w%§%%£m°

nitro, cyano, am no, wherein e amn ronally
i Bosnbst pBupEdtiaet hinae sprimo ehbméntuéﬁtSperatlng as a

[ eptly.sel ected al 0034 In sone
e%ggggﬁgn?g ¥each RI®i Q" ﬁ%%p%%ﬂ%ﬁt%# 581 RcPRAPPF biRY

t her ge oup @@ﬂsesih@gm@@nsau@@0a§éyﬁ§ﬂ|£QHYBéD1HQtlon of
het er ocycl Isulfonzlan1no al kyl sul fonyl am no, and

aFR§| S8R F onyRBAho h?n%Xl%h%fe¥%ta¥h@nahﬁnoT@©rt|on of

b d
socscrabaLkuant sl oatlylo BT L0 DGR <o

cbheleteﬁg of farhbcyceyl askywn heteigeyel 4bal Kyé,only

arbonyl ox am nocar bonyl al kyl , al kyl ,
%EX#car ony |§§?%§?C ¢ bonytiats here, ’a’seat part 13

aehkgrl @X]yad:ky}_b@i(wyCBJ benythe addat CAr Homyd oxyal k¥l xe@Ndhgile
al kyl sul fon wherein: (1) the carbocyclyl portion o

t he %%?b%%?%l?¥alkyl and the heterocyclyl portion of
t heo et eragyclyl alkyhqoBE gﬂélwl 21,2 HUDS E:lletsligﬁd g

one or two substituents I ndependently selec from
t o @r@&$ﬁ%0@§I§QIW$FQﬁe2ﬂ¢@ﬂQOK§HﬂHD@@ tiyerioxyention in

i1 d(2
?%e am e por pég%#f§$ﬁ g Iﬁ%qgﬁbo at F %5%?5%5%?@ a

|}soxsenb9@a1tmt@ﬂ tid o onee i f tMDrrsitastd tuedd$ing been
$ endent |y selected fromthe %ﬁgup COﬂSIStIQ?
a WF SR kenyth HhdAtkyyaurgoo ]unmerscmrt

L8R Bal Red %gcﬂﬁ{wﬁe&} f

group coﬁgfg??ng o?nggr ocycly fony %ﬁ%%u§é¥g >
He\x e?étﬁ:ryﬁtslqﬁ s faormy | 3mi s a eyt sidduanydsard nef motchtion
Kyl I ylan1 ol m wh the alkyl portion of

?%e suI #Eﬁﬁré#iﬁﬁf%%#%ﬂQnﬂf?ﬁﬂﬂ%%% niho
omsm]rta{éd/ drs ﬁt&)sﬁlddﬂequa/ﬁﬂ b ang f darsribbgddidient s
gggependently selected fromthe group consisting o

P, Hal Arpagehfimdhalusroxypeatbdnyls a first

ad oy hy, al kyl oxy, carhoc
heterocﬁy?§¥£gg%ﬁ)cﬁgagﬁ%ﬁHEng%gﬁihe%ﬁ%%%yop |0§$W%Pe
Wb stdttuted otiattalone adrodtwars ubsitd tafemcation 16 is
I ndependent |y selected fromthe group conS|st|ng of
%&Ff) nﬁp G P L RS %%@%W GPt i G¥Faima G ien
SuBALrdrist Qﬁ)d’Mtt m@eaﬂrs & Juedrioxy 1 d 003431452 SN,
enbodi nents, each RJ is independent y select ed from
tdHe rg?rt@lrplqmrvel & |d1gspifacmreb¢cy:oﬂ W sulgfiemd @6 noyder the

qﬁkerogﬁ sgb%%g eﬁﬁw%aﬁéﬁy lﬂfonylaE(ﬂRﬁiﬁy

fmilﬁreﬁﬁé& !kw MROHTY QIS DG rSURS IS APtianal |y
are substituted with one or two substituents

i ndependently selected fromthe group consisting of

al kyl , carboxy, hydroxy, alkyloxy, halo, nitro, cyano,
and ami no. [00344] h sone enbodi nents, each RJ is
|ndependently selected fron1the group consi sting of
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(2) the am no portion of the am nocarbonyl al kyl
optionally is substituted with one or two substituents

w0 pabepanaent |y sel ected fromthe group consi stPeyUST008/076605

al kyl, al kenyl, and al kynyl. [00348] In sone

enbodi nents, each RJ is an iT?ependently sel ect ed

al kyl sul f onyl am no, wherein: “the am no portion of the
al kyl sul fonyl am no optionally is substituted with a
substi t uent indeﬁendentI% sel ected fromthe group .
cORSPSEFAgR oV et alr by RrGharkym, "HetBfoayePyiagkpechanism
aéﬁykéa&QQ”XﬁQ%MeranTH@Cﬁ5QQH¥h§|5¥hve§kg¥l4l comprises
al kyl car bonyl , al kyl oxycar bonyl
apkypokyalkytesytarbonyb, whikll car bompbexgabkys, landr

al kyl sulfonyl . [00349] In sone odj ments, each RJ is
a%e¥%6eéé%d%ﬂ?l ns%?%%fegeg?ﬁyﬁgng%hﬁlgﬂVﬁB, FhBF e A2
the abkiytcpoatforeaf ythe ahkyhsybionyhap no eptignal ly
is substituted with one or two substituents

| AoRPRRERAtTY St cePRer f FOWEE hetlr bpa consa st pmal by

c 1.hp, _al xyearbonyl

R e T S R S N
hepee ocyevet , Sandcayaines wher suppothe2 amimdciopis onal |y

IS _substituted wwth one or two substituents _
: %a%%%%%m%‘qﬁ yo%\é\{lfl'éjc? e]ao‘f?%%]?}lﬁea%?%ﬁIpago‘ﬁ%}%t?%gr%’?atlon

abky| n ansly@d kyd oy, £ MbIEkShEE %Ql?t ab kg Ophd ONA 41y 419
substituted with one or nore hydroxy. ?00350] In sone
efbdli hent 2 eaehl RIoT sl eadimgependent $gatel dey et weight

ulfo 1 NO, L. the alkyl portion of the
g#(ﬁ%(%%uﬁ o(%yy %é'n%] % Ccl)lp |f0%é ?/Itnlz sm%%%l%s{?? ut edt%ﬁ R ¢
025 towt subsd i parent son nglepamdend | yoset 2ot esk f reumd he

roup, consi sting of carboxy, hal o, oxo, am no,.

SRS A R HorHT ST Ky | et Hbrih Bt Y i aya ™ Gy s
CEROEYSd Y Th el SF et Ydon @it &Y anp. o 4,00351 4 NS ng
enbodi nents, each RJ is an independently sel ected
AMKIARR F oty | it ribPeh Rvfie @:ucfﬂ entbioehh ntem ssummaett RH
i f ' I n. so enmbadi nent s
om0 AR het 1508 o R R e
ahdoersen f ahiyd et ewbi Ind teog a Mheriei nthd ajitdec iadd N an

ortion of_t al kyl sul f onyl ami ngi mi no optionally is
gau‘b%?"f it ed? Cﬁ}eh %‘}/Ss’lfbls‘%‘? t%ﬁerﬂr% itrfbeeri%]rﬁ)%’rgtcrfy %@T%&t%
fr,0md he g eRnsistE g H3r by d W&y 125 stands

het er ocycl yl al kyl , al kyl car bonyl oxy,
arft idtarssiiylidkyd2 af kg lrest k| cfartfonyllcading of the

: Y Y, car banyl
3%%%%8?%@%%5ﬁ2¥%5f@§5¥!gﬁy §¥K§f§%‘fdﬁ?i%%%wﬁﬁﬁﬂ%%a%:ﬁ
ttve earduppoodtydd peyaiiret ofn tives iardwoioye Indwadnedt and
t he het.erocyclyl portion of the heteraqcyclyl al kyl
RIS, 4t RS DS P52 n I g gece oF
shstildsentisiindependantd ¥ selircted JHomdNe dPuR
consi sting of alkyl, carboxy, hydroxy, alkyloxy, halo,
fiqgud Epanag edeneantd Fhinsdsende)urdee admo 6,

' of .the 1 nocar bonyl a | optionally is
su[?]séttl Ut é’d&té?lvm ttﬁ{gor?eeagcr b{)’v\oansdu&ﬁ t 2 atl r%seﬁesndent ly
sedtectatd tgmthhe agraupicans i ®fimldad qiaddamdn of
and al kynyl, (b) the alkyl portion of the
AKAZAY Sny IL&HN G ReItivhal 1Shawn sigbdtiguneedani the

7 t: i L i tal e d.fram
RO U0 HBRlead B 5 S A Y AL & &Y art

al 4y I tdvey barddopelnt dl4k yedard e ieul,a el resgys, 1 ialrketlyodon,
gﬁ{bo%ycl¥J, het eracycl yl ,. and cyano, wherein: the
6Bt PO [y 1 % GBS ARG 8 Ko - thio the seat
substids4erted NergnEaald % selRethd fﬁrfé?etﬂ%%heqf oup
consi sting of al kyl "and al kyl oxy, wherein: the al kyl
optionally is substituted with one or nore hydroxy.
[00353] In sone enbodi nents, each RJ is an
i ndependent |y sel ected al kyl sul fonyl am noi m no,
wherein: the amno portion of the

N 1 o - o . - R T T Y L e T
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sel ected al kyl. [00362] In sonme enbodi nents, each Rk
i s independently selected fromthe group consisting of

wa@eiono3ubs onyl and al kyl sul fonyl. C. Enbodi mene&T/082008/076605

Compounds of Fornula |I . [00363] Various enbodi nents
of substituents R, R2, R3, R4, R5, L, RA, RB, Rc ,
RD, R6, RE, RF, RG RH, Ri1, , and Rk have been

di scussed above. These substituent enbodi nents can be
conbi ned R?yfornlvarious enbodi ments of conpounds of

fOPREREIRL LY ART LRDOUTHEHPR BPVeEBRRbuRbstBE FerkuPart 13
f 05 MRAs BYo£0ADLPI fige t PEr SUDbSLET HEN | gpnt
discuszedoabovepareemﬁtﬂ?ﬁ féglggo%%§%§ggpgpfcg%?sbaCk

i pyeht 1dncarnspsone Pétckiseven i ferembodi medésenfiethey of

c un of fornula |_are provid bel ow. [00364] Ln
sgﬁggén%%%?ae%?séx%%eo%o %%% nofgf%fnﬁm% %eat 7 e
cossesponton No st t ket suigpd o fo5 Mba dhdOapget Spset e6t 844
fromthe group consisting of single carbon-carbon bond
antl dotibl @ EarDbhedr bbnt HoHIRWIRIES 2 sédert it rBhgehe Sc
0 OUP- & IS4 oéeé‘é’%r?%@—.\?c?%é?ﬁ W in R L$re 5p. As
sel ected Tromthe group consisting of hydrogen an
hah ot RS pisesiedes texderip oo ¢ henlgsadingerconsistié nguebort 25
quio en and_ hal o; RA:LS sel ected fromthe group

' StT oo bt WM o kyrEe CRIEET Ay I A
Sarfotresbenesd hetel ooned Ypadhed@iMkivi(id) 4 Nehickness D9s,
G -CA-al kyl optionally is substituted Wth up to three
stbstetUeht s iRRIEpEhdet i An g edrecihed Hireee tdfe Qrovpture 1

qu§! ' J 0, 0 al kyl.o and
tri rretsi(%/l?gﬁ y]ll,r}{aéa'noiF r?%)s%éye&g%-l%ar uolc:a);éclcll len ahd"tot N
516-tehayedr heter ogycl yl optionally are substituted
| ne_or two substituen i ndependently sel ect ed
e SPatRoCatarct Pho bLuar k3 e HararomRgt Loatly
aft del e foyil pMvies 1 R d oS eleadethd MRBHANE HOUR ang
consi sting of hydrogen, hydroxy, alkyloxy, and hal o; R6
IO ER At PTHOhatfe 4r dF duresisst iqfg fofrniture 1
GR=B-Larpagyalnd 5 Br jggpper rocycl vl , .fused
2-ring heter ogéyc% yllr?,eg}n LjseTgl%Ztér%:ltrﬁaélgg%lr r%chscfloy"in, +
Wherwien Geactprgucits esulzs triitdadet des-tsibsind utredippdh mane,
two, .or three substituents independently selected from
t e1ﬁF%dﬁ¥§%h§F§i'é%EEFQQEQWQQquEOV LYantPwREd adigth
Rowrsvdmoaperdeiddey exeliected iiemitdhegroup eoRsigididg
of chloro, fluoro, nitro, hydroxy, oxo, carboxy,
&fTo,° ilf FEat@ddatyido, 2 &ed vainkfladinndhee dsireRB 0, s tare
idependant] . - C al ky| i | 1y .suhstjtute
with a gﬁ’bstalxltlzl nt%1 ts(%l%etctéeéd wfhg%tlrﬁt %ngsr &S%&&ins‘ﬁ%set i%rﬁ)gre
&0 cardbdepdshdlngo amboon 68 rd, tard u@miero P ftorey)l ,The
erein: .the am,no, imno, and am nosul fonyl | _
%‘%%_ﬁ% Iy eSSt ifOdt s8R 18e ol dgg U ic Fluid 64
SRS drt e e dridarerdentdoyreel 5t edef LIYPL ), 9% UR ugh
consi sting of alkyl, alkylsulfonyl, and
&by [9aqIts Sty HafondheeHOIPTRE 3 @5 pdéperddnn pisel extiemht
f th r. onsi sting of _alkyl carbonyl and
afrrcr)l'(%n@ce)aéar%k?%r%)&}l%l,O O\?%g?leei ﬁlppt%ﬁe p&rﬁtnsgéalp oﬁy?f)egﬁtolndné’ﬂty
iid 1sushstaitiedt, ed iwittinga osubs siebte Atr tseheeied ohomHdhepper
roup consistingﬁpf al_kyl alkylo§ﬁalkyl,_
ey Sul fonfhe HRamalldyl Slier bigiranilie; Taadsl B jasts on
landenerdenrt yneheqte € g copsl $iJ f
gl%ylsulfonylanino?%a%ﬁ #&Fggﬁfggﬁﬁgﬁfngg% %55%% %art 6
alvk pepinsubffomy lseiono, sapmdngl kykskenf-odyl.amhroipiiston 66
wher ei n: (a% t he agino po%&}on of such substituents
G ofal Py SPEPSabs it WG witth 94 S8dBSERAPdenen @ path 46
badependanthysselsgetied bremehRe -9r aup GRASHS WeRS Bfines
car bocycl yl al kyl , "het érocycl yl al kyl, al kyl carbonyl oxy,
am nocar bonyl al kyl, al kyl, al kyl car bonyl ,
al kyl oxycar bonyl , al kyl oxyal kyl oxycar bonyl ,
al kyl car bonyl oxyal kyl , and al kyl sul fonyl, wherein: (1)
the carbocyclyl portion of the carbocyclylal kyl and

o, o o o - Y a1 o, .
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al kyl car bonyl oxy, am nocar bonyl al kyl, al kyl,
al kyl car bonyl, al kyl oxycar bonyl ,

wa@bdogloamygal kyl oxycar bonyl, al kyl car bonyl oxyal kpeT/Us2008/076605

al kyl sul fonyl, wherein: (1) the carbocyclyl portion of
t he carbocycl yl al kyl and the, heterocyclyl portion of
the heterocyclyl al kyl optionally are substituted wth
one or two substituents |ndependently sel ected from

grou sisting of alk car boxy, _hydr ox ‘
e Ry o PaEehl P heonhbst R Br Lar e AR ABL haapajnst
t he @H&D%@@Iéh%o@éméh@ ami BH@aEQQEW %EVMQQEICQQ%EV
is substituted with one or two substituents
|W@%@eﬁ@%n@$@tsé$eé@édeﬁﬁdnofhéhgrwapgbbnﬁostengtbé

| k b | [ k |
i Bho T Tl TES BRELT otk HPEeRRE bhe uneE 52
su@séltMéeﬂemethooﬂe63rbym©héupﬁétbﬂeesSohﬂge@§95ﬁnth¥

sel ected fromthe group_consisting of carboxy, halo

OXBCORM Tt 12T kS SRGREr BOnpTesaeky| EAg beRpEBXpart 6

hy, ocyc r y

e e S e opt 1 el 19 Terierat; Pl e

MWY¢IQW%&QWf1wmds@bswmi@@ntsemnpegsndenbmyoselptiedn

fro onS|s al kyl "and al kyl oxy,
ereln t e o ?'8ﬂ I$£ s substituted with one

Of0OBBE hydr aé)élgboe}a@@]anltr) saMR seFReddmeRt $iglle 6b, of

conmpounds of fornmula | correspond in structuré to

fOrft Eing e shanietie e ERG om Itl%éem@@pcm‘r@r@r gl ofias

0 b bon

Bond R e Sem R T g ST Fort neor oup

@m@@ﬁmmb%ﬁwhqmﬁhw&&%mFﬁﬂ&ﬁ@ﬁﬂ%ﬂ;ﬂm$ﬁ

tegtebqﬁqufRS |s sel ected fromthe gr oup consi sting

St dr dFe O ur Boa) St oy, et hat S RS 1% a fused

2rdqdrieg atdadoyglod 1 seleicd esk forn hes g e gonsisid ng

of napht hal enyl , dlhydronaphthalenyl

TN RIroreab Rtk ighyihe iGhyel oragteeg eslas 69 and

ot ahy dbQpap 5B¥3 i ndenyl ,

dihydrg{ndeng%?éﬁgﬁgﬁidr0|2%%ny ocﬁghY§PO|ndenyl

Pt lenYhe @crahydmepenuéﬂeaykataddm Figure 6c has an

EERCE P 10, 90 AR 4

canrgirst idg an Roranyh )t RrHis, the upper part 6 is not
al kyl sul fonyl am noal kyl ; and RI is al kyl sul f onyl am no.

[B95EH 18X &4 ISt RRFFURIST I & Tt Rund g tread,
ey 01l AL AW JaRlES b hrough, 56, bleé WiowH® for
synt hesi s exanpl es bel ow provid€ step-by-ste

prepwrlati diromdtiuotdsos faord sine of these conpounds

na ning c ounds were epared utilizing.the
éQher ! ?%g% gapﬁ?%ﬁgrﬁtPﬂﬁ EVEEEEE?tha%pEegfﬁet in
SC)HiTshe%InS L@p@fplp%sftb@ AW ANHL fig A SHUSBAIPLEL in a

througﬁwut this application. TABLE 1 descri bedTABLE2
PREIEE ST ABLEA MEABLE DANT -5 NREGCHOZR PRI NESHERD 37

RBRCICRT! BT OO0L] T paCert” ABpITcE AU Skl R veen

rhieo dotlyrno 6. SndPrtdwel siiakidle Ratrants Agpldicatid o Ngs
60/.972, 881 (flle%FSe enber 17, 2007) and U. S.

BrdESS dRal Pae IGTR PE% NG U S5 BREI6 129 (fil ed
SaRlrTRRh t530n2@08bom R & ithe Ol f0se uide
applications is incorporated by r ereﬁ%e |ntor{h 5
appl iTeat isdn deFPEL DaGF aTlHEPRVENRISON D @eRjpethites with

|nvent|on is directed ( C ds and salts
Eher &SRSt P |HFe?% %ﬁ F%%ﬁiﬁﬂﬂ Ud e Fatielidd 109
YokrdsentCY)F H:'ﬂ@ oY "p@rrsﬁaa(r@ d, ntcefdmedi;ies qisief 'ﬁ{ovfe(?:f
the preparation of such conpounds and salts; (c)
conposi tions conprising such conpounds and salts (d)
nmet hods for preparing such internediates, conpounds,

salts, and conpositions; (e) nmethods of use of such
conpounds salts and conp03|t|ons and (f) kItS

o o I e o s
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[0010] In formula I-LO: is selected fromthe group
consi sting of single carbon-carbon bond and doubl e

W@ 200bosma3s bon bond; Rl is selected fromthe grBCpUS2008/076605

consi sting of hydrogen, nethyl, and
nitrogen-protecting group; Rgols selected fromthe
group consi sting of hydrogen;hal o, hydroxy, nethyl,
cycl opropyl, and cyclobutyl; R3 is selected fromthe
%Logg cgﬁsisting of hydrogen hal o, oxo, and nethyl ;
rabl¥cEBdef r B tRECgFBLP EoRIFEENSG 20F Hak®, the
ahKybmeAt kKeBYherabkynyl i snik Qevgﬁagg a%%qght force
al kyl oxy, al kenyl oxy, al kynyl oxy, am
aﬁﬁheea@bbh§lWeaghmosumb@amentalkyteubﬁonybprlng 49
c y |, and tero L, wherein t he am no,
a%%%ggagé%n§ i nggaﬁpn ébﬁﬁFt68P|8ﬁaI%§ gpgumn 61’
sapsiht uted wi t h: (1) one or two substituents
indegendently sel ected fromthe group consisting of
1 alTeényArraangeqert, idndsdiaieshl oyl qus 6(@2)hatiwoan
substit St toge t h no ni
L‘éf?f?n e T hetar savarst “Tahat (B PRa"r gl & pore
abkenyl a mi&@hglpaatkyl@ga;natkenyboayd ébkyﬁg|@X¥ment
a$g e$ % fonyl gt onally are substituted with one
o %h% }??u%hf% Prdependeht 'y deF&Rgell®r om t he
%@h@r@@@ﬁéﬁtbﬂgt@é B3bOr 9XPx @'550a §¥§ﬁi’t g%'go
roxy, am no, alkyloxy, trinmethylsil car bocycl yl ,
aﬁ@a%@er%y@ seat mheetei hlleperanedo @ptmnaatydu en the
t WO _substitue
in é%% eﬁ?|§”££|dé% %g$$&§¥t%esa?%%ﬁ Z%ns s?%ﬁ@o%f66 is
an«\yablalrk@mel;al Jay nyl guﬂdidxyieaj@@@ydjln@l k<yl snefonyl,
K arbo car bocyclyl, heteroc
éﬁ% yW%ﬂé%& éhF?ﬁﬁéﬁoc ?y?%?%%gero?f(g?nﬁﬁﬁl
%&@Aaly%ﬁqéé}atthé ogetder W tinhd hen@nhde: ity ogen b}
forma S|ngler|ng het erocycl yl, and(c) the carbocyc y
P 1 R OCHRISE RIRGDNN |yl Bed @J&b@lmme@i o tih. u?p to
tgu Su i se ed fromt
gr oup co% St#%?%ﬂ%ﬁﬁffﬂ?%i%m Ill ?rtlha?o
oXio; e @i taro, ore yahrm , maazi el v hwkrm}ye mm @$k3yrh OXYway
trlgg§ 43|é¥ carbocyclyl, and heterocycly
S8t PhE i o Dt al”ilylesmk% ?Q"tﬁedT}Wﬁ HRoYay
afte: QFidonh sapsirdddient srindepandeiy |y sebectedl, fdom gneq
t he group consisting of alkyl, aIkenyI al kynyl ,

a'ilsxﬁ ée?raoforﬁﬂrlrw IAA s AT oh uncdlm d?(@/dd?f@dﬂ@/llected
0 c 1.2l yI
het er ocycl le ﬁr%(l% or (ré)t}%e ialeich ten ai'ie seat

teoyetriyEd wirt rtftdwelmmmqumﬂ re‘oglen rélcurem@d,smgé el
het cl I R5 IS selected fromthe group consi Stin
B S M i T SRl s e S

aﬂfﬁﬂﬁ@hmdﬂéﬁﬁﬁﬂ(P@/lfﬂéﬂﬂﬁé(Bébeéﬂéﬁﬂﬁyﬂgﬂgng or 71

car bocycl yl sul f onyl oxy, hal oal kyl sul f onyl oxy, an
@ado CIAYE §Ss as gledotrad favenarie aff cupe Gmtrisnm]ungncvfable
q§ggng(ﬁ%ng carbocyclyl and fused 2-ring
eterocyc wherei n each such substituent optionally
IEOQ§@ﬁStImutEd weshgoneaoranereisupstikhUeAt $n Figures 6a
|nde endently selected fromthe oup consi sting of
TRE, TISREPRN SIETRAG AacidRE e Support. 25
@%ﬁ%ﬁtb%d%? qQ)@HEn& qg&n?%&ié%
halo nitro 0XO0, f) cyano
|ﬂnqm1esa2md¢o @md dkd@@mmlcuMEﬂ%HﬂhetéuppﬂBﬂEJZS are
ptlonally i S substltuted wi th one or two substituents

TG FETTe RO T SRING: & FFrhe i?&rgradlﬁjp Regrg e ﬂﬁtjf drirst
agiing alikervlt sand R s I ently
SEFec?ed fromthe gggtp coﬁ%ﬁstlng ofﬁﬁ%g%j qDenyl
and al kynyl, wherein: each such substituent optlonally
is substituted with one or nore substituents

i ndependently selected fromthe group consisting of

car boxy, hydroxy, halo, am no, imno, nitro, azido,
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al kyl car bonyl oxy, am nocar bonyl al kyl, al kyl, al kenyl,
al kynyl, al kyl carbonyl, al kenyl carbonyl

wa@bdogngdigar bonyl , al kyl oxycar bonyl , PCT/US2008/076605

al kyl oxyal kyl oxycar bonyl, al kyl carbonyl oxyal kyl, and

al kyl sul fonyl, wherein: (1) Eﬁe car bocycl yl portion of

t he carbocycl yl al kyl and the<“heterocyclyl portion of

the heterocyclyl al kyl optionally are substituted with
one _or nore substituents independently selected from

t hBLGFBHBCE0REI ¥t MRG0 RSKPION SUdriylg ofl Kheylpiece of
capbaxyurbydr exy iakkyl oxy, al kenyl oxy, al kynyl oxy,

hal o, nitro, cyano, azido, oxo, and ami no, and (2) the
afPR&O0porkimrref’d heheaws nocpe bopytal kyl i bphsonatiyni st a
Sébggitu%e? with one_or two substitgipts I ndependent | y
sBRIEEtedt f FBRI BT gr SupCESREEEE g S earkyientarenyihe
apdeabkyByFurfibluthelakkyhdsalikeny hondd @K yWawli + i on
portion of such substituents optionally is substituteé
WAER ePBPbESHBre babst Ctaedt 8 seraépénderengesebectbg

f e u nsi stj .f _carbox hal o, ,0x0,
a%?ﬁ%%PéIE§?o§§%§r o%%#?gégﬁﬁlga? Syl 5%y & Aydfoxyopart
ahkgflbxypachar bacybbybhndhet ewoepalryl upped eyamnoeca, 6b.
wfﬁraén: the am no ogtionally IS substituted wth one

of "E wo ETbsk 7t bieht SOPRELFERdENPRY CsdPetitl WhEMIENE, 2

O OLFh € ORSH 84 man of aal kyk, 1al keayk, catkggesaé: 7 535!‘%595&

al kenyl oxy, and al kynyl oxy, wherein:

opti el 1§t¥ersubsei caredeni Yh bae twonorerfydgoryms 76a
( t C 0, I heterocyclyl .portjons of such
§%%%t?§%én Q @%%%%n%ﬁ$3m5§%§§uBsf%%u?%d &FtﬁrSngrB?nged'
nom eescibse f t et s twdepeadest byrsel egt edbf EeMmuthecuiated

group consisting of al kyl, alkenyl, alkynyl, carboxy,
H?H?d%ﬁ,{éﬁk@@%&?,p%fkﬁn9?ox§? éFR?n?Fé?yglﬁaFéf 7b” and
M&y 0, TY 3o @Zp&P, pAREs 8L N0gHLWAEEELNEhEhE2f HO 110
optionally is substituted with one or two substituents
| TREpehdettP Yl 5@ ezt HIRF oAR T héeyr dlipandnsi sefhgcatrier
aj Ky I [y a nyl. .a each Rk is

iﬁgeggﬁ%é%$ y %ﬁ?@%?e%g¥?o%??hgg%?%u%aggﬁs?s?%ﬂﬁhof
amvosiutd ohy | Thal tyd sch foihwts ab kenyl 38l hany! inassdch
al kynyl sul f onyl | ein: ( t he al kyl sul f onyl
a??%enﬁ%dfﬁ%‘?%ll,eg\gﬂﬁ{%l "R%y_?%%l T %W?5n5?9y75}9e 78b.
StHisdd talktee i dones Of n N4 &n Subst i byent snk ndepgpdent Ly
sel ected fromthe group consisting of carboxy,

Hy et obdyi kg duemhg o, 79 t§9, (2@¢ dal sexBigure 7c) .

'dHE%“ Nyl kyl.ox r |, nyl.oxycar.bonyl .
gﬁLynylo§§c§égggélyhél%@%cgggﬁﬁyP%L$%ﬁ%f%d4e "¥hown in
aElr:@mk | Claer Umﬂ)dlkbbiysltlaiﬂ@dlyirgaﬂflb@rrydl)@_X%ad@di ky&@%(ﬁ/]i_on I in
al kenyl oxy, nyl oxy,. carbocyc , heterocyclyl,

B/ AOE P a1 SR 9 ShesBRTROIA . This
AHROSUl O MHow AN RN OGS HONY 5 oPt Eonal | %uﬂﬁgd on ‘The
y

substituted with one or two substituents independent
S|t pertornly el yraoups coksiatd niRlof Bh&yhppat kenyt , 6a

d _al ; d. (b) the am nosul fonyl optionally i
g&s%ﬁ%dldﬁq{] hc%rneesé)rorﬁ%ongjg%s?r? t{}i%tlgﬂ%%g%p%‘?%%n%‘ y
seleecirads f¥lemarhe woup(sansisjurg of) al kyl, al kenyl,
and al kynyl. [0011] This invention also is directed to
10042l t §19VRe| U8i AgLBREFAREEUEDEaPipCac odpfabndture 1
SAl Ol Of HN e 1ATP g Lty LA O L 004 2], Thi o
invention also is directed to compositions (|n% u%lng
plvgiursaoeutt calvicenposl tilendaddator@npidsen e e NOr e
conqunds and/.qor, salts of the invention, and,

RS PosHe 16 ror & tadifit iRhateehekapetit§ oV igpentisat
[[PRIppEH $atverdd ol s 4 %ir L egle t]ﬂ\“f@]{{af are
conpri se one or nore conpounds "and/or salts o e
i nvention, and, optionally, one or nore additiona
t herapeutic agents. [0014] This invention also is
directed to nethods of use of the conpounds, salts,
conpositions, and/or kits of the invention to, for

o o - . o - R I A
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as if the provided illustrative exanples are the only
options available to one skilled in the art. [0042]

wab@onaaiss " al kenyl " (al one or in conbi nati on W€TUS2008/076605

anot her term(s)) nmeans a straight- or branchedchain
hydr ocar byl substi tuent contgﬁning one or nore double
bonds and typically from 2 to about 20 carbon atons,
nore typically fromabout 2 to about 8 carbon atons,
ven nore tggicall%nfron1a out 2_to about 6 carbon

and e r

A VrES OB AT @5t Bf ORGcARS S i ELERES LY ncfidE et RERRPLaTY
(arstyd dme e PL OPESYFat 8dPr OREN¥LrriefsPent adenyly  4re

1, 4-but adi enyl , 1-butenyl, 2-butenyl, and 3-butenyl .
[COWBICTHR terome akkghher ¢alpneyomeanscofibthat conth

' h traight- . .
BRI narol i S abRas Aot AR Eoniapingvanbants
amdirecdd ipy eobopes andes ypikal hypéropr2ttocaboyh 20

caagpn atons, nore typically fromabout 2 to about 8

YT diitfsC2antPeven’ mof @ 2ypi earrgcEednbrbbasns o6 at
ahoit e 6Carbosk AL OIS, - Ei‘?@?&eér%srﬁé'ﬁﬁ BUBSILEUEDI S

i ncl ude et hynyl, 2-propynyl, 3-propyny?, -butynyl,
andFrraitiywgly $00AAdi Thenakiyn tecarhosyctiyéte (A onesor

iqu%Epinapéon W t h anotherhternés%) nean% a saturated
KATE G & 0F "SU DR KYY " §0e parl $ Bl PE Sabdr aR@dthe

el it i78.and Lyel ©8 kepyér )pa ot EOMRhELELY carrier 79
unsaturated (i.e., ?arfﬁ%i hydr ocar byl substituent

Ot & ilRP T RS TP anzhr Bors snegoat onEhe "wppgr legs
RS nArd Nee %kfé‘%»?&u@éjrffgﬁé hey 5:‘?de§ ”é%%‘e 1509 ted
or rings of a cyclic substituent). A carbocyc y? %%y

e @asimglase ivigih wiichedtypircal 23a comnd ak 2is b ospBiti® 6

ri-ng at.o Ex | es. of such sing|e-ring carbocyclyls
i uedlécsg?cqadpr 1°7 SRS otb"f%p%ﬁ’gm? IE?/%T‘WW SM; the
(spycilmeputlamdnts oy ,opErd %eirﬁ?’cdi@@f(]m@@y‘ﬁé vleaf springs
%yclopentenyl, cycl opent adi eny cycl ohexyl

( I I), cyclohexenyl, cyclohexadienyl, and
Rodnd)- f‘igéf:@o%ﬂchihu@t&gtﬁggt Lveby M8y 08e 2 .07 3rom a
rings fused together, such as naphthalenyl,
atneatyicmoajshtHedvenyin (Fieduzd i Tyl )of i e nydvenardany|

i_hydr.aoi ndenyl ant hr acenyl ,. .phena renyl , and
G A5 HEr ey oA o (3 thel Dradch the
c@mpeirnalairan 6a,t htrangthete ter NN i tRaNS] aa B4 Wahedi ng
cyclic hydrocarbyl substituent containing from3 to 14
a&r b FioRd PO IEAQoal Kigremy e middiyy e tarbors
Wl le i IAVAo] : ' r rhon i
R S A SR e i e B R B R
ppettodr epyd i scyesdrmedy It o cec d pent i n@nakene ywel 20 hesxydw s
cycl,oal k alternatively may be 2 or: 3 carbon rings
T8 eByer e R BALY YA aa i Ot T
ugvilrd Galorewelvd il eThimiatd QM tdh anotdey; £ eHE s) )
means an aromatic carbocyclyl containing from6 to 14
ParBdn ol Rt o, Béampiheshofa g yanritrd ude tedniyt with
t hal L. .and 4 . [ 0Q47] |In _sone i,nstances,
PR norber e SR poh H o1 T ey o the
subsifliet pent: Ge. gespaldyjlvelat kehd ,sedtkynyls &fticulated

cycl oa ) is.indicated by the prefix "Cx-Cy-", .
RHERERRTY be' s ot matid S 04 Hev IR et Lon
ok eauben .akrs Jdit he ;substd;t Thys, . for e,
"G - C6-al kyl " rgfers té‘an afﬁ%ﬁgt6%%?#3&%%953§¥g¥ﬁ%ng
fegatito 6 ocarileorthat eped [lagsthat iafg tthe tdwarsier 77 and
- C6-cycl.oal kyl ans a saturated hydrocarbyl_rin
%nt%gfznl‘yaﬁiésflp m" lé)ncaﬁ'%é’rfaritﬁbe th%‘ﬁsr {s0481° the
tarmn sy drogen’r thalrae O e Gonk matd,om Mdihanat hey,
term(s)) neans a hydrogen radical, and nay be depicted
as -H [0049] The term "hydroxy" (alone or in
conmbi nation with another term(s)) neans -OH [0050]

The term"nitro" (alone or in conbination w th another
ternm(s)) means -NO2. [0051] The term "cyano" (alone or

T T oy o o s
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[0073] The term "carbocyclyl al kyl carbonyl " (al one or
in conbination with another tern(s)) neans

\VGQMQ%&HB&yI-carbocyclyl. [0074] Simlarly, theCT/E81908/076605

"het erocycl yl al kyl carbonyl " (al one or in conbination
wi t h anot her tern(s)) means - Q(O) -al kyl - heterocyclyl.
[0075] The term' carbocyclyl% ycarbonyl" (alone or in
conmbi nation with another term(s)) neans -C(O) -

O car boc . [0076] . The term
t%rB%E?g?QT%PRBR?GaWBBHyP teasdre 6ndi R4eoAbitrathen
reter ) n a I 0
b e G TR PBET e e Sont o phr BhEk er
cbﬁb@ﬁath@nS@mth7aheaherwu9hnthﬁ)pmeaestaothaath@ainst
her. substituent wherein a

b
su %%%ESQ%I?%? %Foﬁﬁ?giﬁﬁftﬁBrbpﬁcgﬁéf {tHE &BREr 7 or

Ot(}y@eﬂl@lﬁ@%a]&@@r a7$Ub§t thueabymysheodeni shednassirst
-S-. This, for exanple, "al kyl-thio-alkyl" nmeans

aﬁmp+n%aﬁkgmew%1%9@ s%l@aﬁyreQFkyh)Of[@OVSFl¢heWteThe
'S hydr |n conb tiLo

e Elnat) ML SaLonecEs LACRRTRLRELARR e

rmgp@& pmmmc6@d mst f%tsﬁﬁﬁ&BteahEntermnddle region 85

thlocarﬁgny %alone r in conbination wth another
1YY TRANPREL & Bbhy P2 whEr 8i AUPRETbxyg_nYAEBNR has
&P aeeth &h @héuééélf réemnésSU?ﬁt tﬁée}% FﬁXdQS
epicted as - [0080] The term "sul fonyl ? one
GO $ H- kombl n%h@vom i t Fianoe had, t ehats) j sneansnt St hace

[ t u o ri
é%ﬁ%%%g%$%% %ﬁ%ﬂ]éﬁ%%%? é%ern%§)§§%eans9-§ﬁfjagh@&a’ and
[t0082} £ dihe tlesse ' ‘Smj)fd:dityﬂ)on@ﬂitsSMéff@XhGOopéﬁéﬂﬂﬁe or in
conbi nation with another tern(s)) neans -S(O) - £0083]
THEET M et ¥ RS A t?akPJé"f‘l]éeo‘? #hSRLABERARF OPL Wi
aéﬂiﬁ}ftﬁft tﬁdﬂ@ﬁlﬂ?%‘ﬁa@esﬁﬂfﬁ&eg {ba&ing of the seat
'het erocycl oal kyl artially Saturated %I. e.,
%etﬂarﬂo%yﬂmws@m S) bt zompreeelyy unsaneraf ed
Coewdf QIR0 UL IS 00 2 8)00 2 1o
of ato east “one of tHe 1T g at oms
|®Iardfaicer®atg)mf(apmg ok yges, 1aifrogeimgor1sul The)leaf

with the remai at ons_bei ng i ndependent |
Sé?re]ﬁ%élfar &ﬂ$hﬂ99g WF%J%ES%%%E%%B@C%E?W Ib@(%l@%‘hlsm
M. ogen, suassh Ul F34 . 1 d 008AIn Qe et £ OCySh e Y1 P& 6
single ring, which typically contains from3 to 7 ring
atroah iforaat kdgs] c@ﬁ@rak@n®$@1@c¢am§y atoms, gande e¥@m
S n&ﬁé’ﬂé&%%éaﬁ:é o6a6 d &]gf&rﬁém n ougpp Sbgéy 86a. The

e-ri erocycl s inc e fur
didojdreaf wlamid 8axﬂdfﬂmmhéﬁxuémwwl11&@&&#&%&& or gear,
Q}hlofura H$ dlhydrothlopheq¥
eO%/ é‘h oo} c}ﬁ% r?)r%, rl i A, rotary gear,
erlrc@i ie:] rﬁéstérfgdjacz@lﬁﬂe d@@ﬁ%f@ﬁfa rotatakrly about
I m dazol i dinyl, pyrazolyl, pyrazoliny pyrazolidipyl,
g @2@48)/|0f tr@ttraetzloiryl88 ca(f‘a:toﬁqmms oa(ainivejlkmdy 87a. The

tthl a?%el [ ﬁﬁ‘{ ryrlaéflo §t A a;}’gosg %%/ISl(fh(h (go%‘fjcﬁll J thl azoI v

ideatijrazbdlddianylond hdidi aze) yd ,poxagh avzroid&{ {4 ned dhch ey
1,2, 3- oxadlazolyl 1, 2, 4- oxadi azol yl, 1,

&?a&'ihz?zéﬂ lmaarztar%a JenGHIEs 3L Qi alz@c,yﬂ)ole 89.

tr 3,4 t
?ﬁ%g ?tl‘l azo y(% rbg“ldl]dogxc%azo yﬁq{%?la[n% ynag S2a
392,131'311 @X&Mryda,rd]],yZ dﬁmﬁcﬂ)@a‘zoﬁcyx}emelntS &dell@(&ﬁﬁg}yﬂoned
or, 3, 4- dloxazolyl) oxat hi azol yl , oxathi ol yl,
éﬁ%&tﬁﬁ SEEANY SRFTAIY 1€ LR sydrobyr aﬂm Sqqﬁrbbﬁwq
etk roLhiePYAR necpye{é di myd £ azl q a and is
pi peridinyl, diazinyl (1ncluding pyr| az ny
(1, 2- d|a2|nyl) pyrimdinyl (1,3-diazinyl), or
pyrazinyl (1,4-diazinyl)), piperazinyl, triazinyl
(including 1,3,5-triazinyl, 1,2,4-triazinyl, and
1, 2, 3- tr|a2|nyl)) oxa2|nyl (|nclud|ng 1 2 oxazinyl,

A ~ e o . oy
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W 200a1039188 i t y",

unit cells, and (ii) yielding diffraction pattern
peaks when subjected to X-ray radiation.[0097] The
unl ess otherw se qualified, nMERCHFUSIVE8/076605
chem cal purity of a conpound according to

conventional HPLC assay. [0098] The term "phase

purity" means the solid-state*purity of a conpound

with regard to a particular crystalline or anorphous
form of the conmpound as determ ned by X-ray powder

ohttql tton? ahar§iPearndebhodsn oe9ojddhe perin 5phathe
PYESe fﬁiP{S?zSoat?Hé'H WM L& eSPESE &g %t PELe end 94a of
solid-state forns of e conpound, 0es" not
ﬁé@esb%aflqprn@@y9bahlDhedEgaéespfln@eﬂiaahn@uthéyarms

ithr ect to other conpounds, [00100] The term
w%i&mrﬁﬁgah%ggtt%§ g%ﬁﬂe? P PR LR |%hChf@B§@1WMTh@
SRS TS 1 rrﬁat@rtmkm?r@fl RLT;&1 GREhY Shechb QDL 2

The term "DSC' neans differential sCanning
(ﬁﬂ@ﬁ@ﬁmﬁh@ SE¥1@%NE@©m@@lSWOﬁﬁoeqkéhlglahaehylmaams of

p compounds t hat are phen racil
gierl va ves %ﬁ%%}%f%%p%{rid np‘\;lhst Pl ?u?%ag 7 %? mJ[JJ‘P% ¢d
witi0104te ightt hesecepnpodindSpe t Spset €64 edoh rom hethe

group consi sting of single carbon-carbon bond and
d?ﬁfbtfe / cat GORRAF bR bbhdCUSvoans] om %fe@resecond spring
URGUAC £ dof & S11001 £ LADORs CRNROR. P00 o i § MeBe,
enbodi nents, the conmpounds of for corre spond Tn
STEGIAUr €£q ctftqt@dsnittmw ng $lorwul In (Figure fod mAbond)) :

0 at her__enbo s .a
ca&%bﬁhear eﬁxﬁﬁftln thgg% g #kﬁﬁ%ﬁgth% 87 is also
conpalnitsrofafdr dd dhe qsTesponehd tefdd UL 4 @ § O d hene
foI I o]%\nbng formula (i.e., formula IB):Bl. Substituent

At @P|¥$§ﬂﬂ¥ﬁﬁRﬁF?r§ﬂn§hﬁa%ﬁRﬁﬁ)Rﬁﬁ%l@ﬁl@@ﬁses
szﬂMﬂﬂggﬁﬂ, [PIE-Ys Yo AT I8 N oY TV P
[00108] In éﬁﬂghgﬁﬁéélneﬁ?éthl |§pﬁ§§§%§§ﬂg fﬁé“%kﬁs of
|15 tedrieore ifo dinmeirtss , diRle 4 st aretdiy | Lo {00UAO W n Bome

S TR Fd Subol ot o011 M ey Lo conel ot

Rbviesnem tni tora0gen -ypr,0tRc tridih & cmpch,l rttté'letiscﬁbthed sllde
odi nts the conpounds are useful as internedi ates
? o kel mi e gr and
Nlrtarrﬁiﬂﬁﬁ“t@' @@G&ﬂﬂem@w%fﬁe & fore pr 148
conmpounds of forrmula | are known to those skilled in
tthe ghitre g onsglfsttitaudmeeRzend O?CBJalzz]f Rhe sl%ﬂ exgiEichg

fornomyt 0 S|st|n f h n a r oxy,
et h)z/31 I}'%(:yc% rE(c:)lpy d-gct&cﬁ Fiﬂglec [20%31 h?vt“esorre
emogdiarents 2 22 iiss ﬂne:tretgferreo[&%kﬂ%séeﬂ SitflBre 7d). This
enbodi nents, R2 is halo. In sone such enbodlnents R2

iT&IGEEL 50 FnemBate S5t Ui & SRSt th ¢ S6F amdidrhs and

@t 1ldp obther fdadi r
oo B AR AR LI s S e
Sgelt enbegdiimsit sn R 1si rertainm mqumﬁnﬂuﬂfSHGhseat 7

i nents, 0 5] In sone odlnents
S o DN ket iz S
mRishytion @s@xblﬂt] il FSQE e M divrRid SaheQ%élsson sitting on

Ioprop%I [00118] In sone enbodi nents, R2 is
d%@l Seatyl’. TeeLirg)s | Pesord senffodiumnt’s) RA ileft
r si.stin h dr
R e L ¥ i dn e

BZHtlslamlye(ttoeﬂthfer arhdtie ngfv@mrﬁorwfﬁzteﬂtgarom 1hay ‘Hé?ﬁﬁ&bed
nﬁﬁﬁy ydrox fluoro, and chloro. In other such
byt

ABnS taRs - SheePd@ced dﬁmrﬁettg%dp tdoimsiists my
yar hyl e her
S R e R e R i
consi sting of hydrogen, nethyl, hydroxy and chloro
In yet other such enbodinents, R2 is selected fromthe
group consisting of hydrogen, nethyl, hydroxy, and
bronD In further such enbodlnents R2 'S selected

o s R L,
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wherein: the amno optionally is substituted with: (1)
one or two substituents independently selected from

wo b@ogsuasp consi sting of al kyl, al kenyl, al kynpeT/US2008/076605

al kyl car bonyl, al kyl sul fonyl, al kyl oxycar bonyl ,
car bocyclyl, heterocyclyl, c§gbocyclylalkyl, and
het erocycl yl al kyl, or (2) two substituents that,
together with the am no nitrogen, forma singlering
heterocycl¥l. {OOl%%%In some _enbodi ments, R4 is
seP BEY & P AATEFBS grioupR tons?EEi ngnBFChaflolnapRh, case
abkenyhns abRYAYhovethdh 0, cENPOPrcZh 9, ahKY! 8XY 4
al kenyl oxy, al kynyl oxy, am no, am nocarbonyl,
ahiResiPr ol | thel ks skl ¢ongf , a ceeboeychyttimgdon the
h ycly. erein.th nm no, am npcar bopyl, and
a%%%%gﬁl?%hé?eg%%%%%d?#yg%fgl%%%%t?}u?%%sﬁﬁF%? (1) one
ocotpwnsntbs td telehdsdéddepepstent biyasel gct edhf 5 opet het
g{ou copsi sting of alkyl, alkenyl, alkynyl, and
at RYFS UPF o , PorSq2) 2R &M sEPF kerieni hag , reaget per
W dhed ' bE S&ingl g1 |
T e ety IR T S
setekirat feromatengroupt corsistang’ ofi hatoed al kythe
l, alkynyl, nitro, cyano, azido, alkyl oxy,

Zc{i eé]n% lo?(ri/,O%I Oytnéiﬁjo%,w‘am no, am nocar bonyl,
apoowsul Fagylke akkybauhf aephccear backel ¥hiaae@d
heterocyclyl, wherein: the al kyl, al kenyl, alkynyl,
at K X2 ke 10 xEA ITHE KSANATSEL eoriv el ket stil 4 oflydwn in

it d I ; [ . W £ .
LT Uk & e T e L P e
corsigte mpofciiay sxonintedarcyansM azido;hdydr oxy,

1.n0 | kyl oxy,. trimethylsilyl, carbocyclyl, and
‘E]}{e%n(re]lrdoacafl‘ec(%<)ﬁo,Slvﬁwleornei#;['1:a }}r%elﬁ?frﬁ%toraotp]t‘?rbn%’lgl‘{ﬁ? sSeat 7 and
subsitid et middrt (dhneddin s sahsdd el shere .
I ndependent |y sel ected fromthe group consisting of

%ﬁpﬁe%%éﬁyw}ad‘sﬂ Kyhyihe fe9aariaionyireatdnsuid onyl
at ikl axygar bonyl , carbocycl yl, heterocyclyl,
carbocycl yl al kyl, and heterocyclylal kyl, or (2) two
A5 1t uBnesrehaf, thegeshervswat hosheiani Md mhht whdeh, the

f singl eri;ng  heteropcyclyl . [00132] In so

S oL T Uy 68 MOSAThe Grbub COHEl st e
@ff falpersalrk it talnke i ni gy Myl ,cdMdd s &Y ahgh azi do,
al k on%, al kenyl oxy, al kynyl oxy, am no,

gﬂi%ﬁ@ar Bonyie FFikod frewpthed] mitdultsnygupport 25a of
G AGHG I me@ﬁ%nq%gr?rs@@ﬁ%lsylbee%%ﬁesi, ‘addlf in the
carbocyclyl and heterocyclyl optionally are
slisdtiigine @ twitthle  fpreteo enlor @8as wifstihteudriasf spring 21la.

[ pendent!|ly selected fromthe group,.consisting of
éﬁﬁgﬁfﬂaFﬁéﬁ%ﬁfnﬁ|R§W?FF apafrb%&flﬂ%ﬁp,aﬁﬁﬂ%ﬁi
aidistanday 40Xy, tarl AR.swahtkWroxy wdildHiBi¥lcidmdnt of the
car bocyclyl, and heterocyclyl, wherein:” the am no
GRS ALY 08 SiBSt itt Wed@hiinch distprege War, tWiere, for
ubsti.t uents i ndependently sel ected fromthe group
iégﬁgps}tei’ngb of %-Eyri gﬁrkénﬁt,epauwyﬁﬁ they peioRiBeny!
alokehewicl gRYler azlekly lb9X ¥&Rr RRAYhi neAHHRREVG ¥ WN{ thus
het erocycl yl, carbocyclyl al kyl", and heterocyclyl al kyl ,
52keD) plases ibstheuaevsmendt conygetteer Aliat.h Thee dm o

i.tro i nglering., heterocyclyl. [00133]..1.n
S SuBBar et 2. St VeaPhd o ST e G G it ive
censiisig bd ahehabeingl kglchaalikenyi RIKWY loa rHitdL.out
cyano, azido, al kyl oxy, al kenyl oxy, al kynyl oxy, am no,
SR AGERMBSNYE, tARI BESEony Thal REitsdindomyfl the spring

yl r L, erein: ). the am.no,
R ackr o 0 ELERBRK Iy, MO B Bty e Om iR
substituted with: (1) one or two substituents
i ndependently selected fromthe group consisting of
al kyl, al kenyl, and al kynyl, or, (2) two substituents
that, together with the am no nitrogen, forma

o, o o
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(c) the C3-C6-carbocyclyl and 5-6-nmenbered
heterocyclyl optionally are substituted with up to

wo booee3gabst i t uents i ndependently sel ected fr oPeT/082008/076605

group consisting of alkyl, alkenyl, alkynyl, halo, and
am no, wherein: the am no optlonally IS substltuted
Wi th one or two substltuent§2§ndependently sel ect ed
fromthe group consisting of alkyl, alkenyl, alkynyl,
and al kyl sul fonyl. [00138] In sone enbodlnents R4 is
s%meb?%ﬁl$?%h?@rmpﬁﬁ@ﬁmﬁc®ﬁ3¢%¢|%@a©fah@mb the axis of

d
e Ve 3 e Rt (2 Fhe AR TE OB ol 7t
| Boscbstithutwdiah td pgprion tdrtee csubshié tsednt S The

I nde end nt | select:kP fromthe group consisting of
Ha? ' P OX O T HY drox3E T dP Xy yV 2 Bt 191 Bt 1R $83Cingd
(@étx’éé@q EnBs 6 HOC YL Y | 23 O 175 65 £h, acting on
heterocyclyl optionally are substituted wth one o
tee skt i sreims 2 lepehden | seael Betld threom ddudi gy oup

C f. al .k al o,_.and aI Isulfo | am no
[%@%ﬁié}g Ololrrueéte];r/ﬁ)te njér}}thlg%fl seﬁ‘ :e%lefl?eon’rst Herill
gammmmade@safemaé@ G swdbdtt 25a and the leaf
C3- Co- carbocycl , and 5-6-nenbered heterocyclyl,

VR B h: < (&) %‘fnelcc‘iq G8 g PPt i ns Jubde teratd
wddys g ofe dWQ  Substituents i ndependently sel ected
fromthe group consisting of halo, oxo, hydroxy,
al@8A @y Figndesr BaethyBsi bliby ande(byathein detail the

car bacyc. nmenbe het er.ocyc
:ﬁ%#&hﬁﬂanéréLéﬁ%éFiJﬁFé&QM? qgﬁﬁéﬁqﬁﬁgﬁ&%ﬁﬂ(ﬁﬁ%ﬁ
foam itdte rgy aup tensisitgHihPmadHat i srhahd, Rdnent
al kyl sul fonyl am no. [00140 In sone enbodi nents, R4 is

SABEREE T o e GRIUR & BrRshs g M Githes-sdimygtural
Qﬁiqgixﬁﬁf qmaaaﬁa dfeyi yl
mhé}eln fg) t he e <$iyl Optlé%%‘|$£$£ squtltuted
wWitanngs t’e tter e sdbgunm@:a shodepemgnpdnt KH=edtrec

f ro consi of hal o,

rﬁ%ﬁooa)l};é,og %Djttrl’lol’rrlet f’]%hﬁ pler%a (ogix%tﬂféﬁdcurey The

C245- (Iaftb(ldyuﬂs}ﬂraamil 5-i6 rrispgIed hetier eCyHdjlection
tionally are substituted with one or two

t 1TSS 3STd e R ditiip H&eed figmt FPGsUp
GORSicHd PO Lfwraldey i, syl
[0014Ifln Sbﬁ% enbéﬁiEgﬁgénﬁgﬁegi%%e%%g{gﬁ%?%'m a and
el G@nsﬂe@tSilr@gl—@fOUtmé;Ie@ oremetn- huppelr, pPE3-tCEL between a

I I nd ered heterocy
CRLRC e BB i TGP el B f bt sy 06
apt itdralnon lakelesu @)‘btsllttlibﬁhd Witlh ud tSaRsld, t weRtrsaleeied
fromthe group consisting of al kyl halo and

SPGFESHYE0 RPPRFCHE O botasEny ﬁh§oﬁélp@t%(§d|2l$@nta§d RS s

i%'a@%%qlnrgo@ltahe THSRUR (CoRgy %,tg'origi (ffrltcetrltonbmaylf’lrst
C3- C6- car bocyclyl, and 5-6-menbered heterocycly

mhéﬁéwmﬁceh@5C®a@6n©aabamy©mmbsan®95-asnémhe@@dbetween
erocycl yl ptlo ally are substituted with a
stf?ﬁ%%#% gle@?@dtPFoﬁFFﬁengéﬁﬁ Cdnsiist SRgrofs the

%Hélkﬂ patl of and aklkyl S‘P'lloftoﬁﬁ'l@l@t&%tehool@?’]loa@eﬁo%% a

enbodi ments, R4 is selected fromthe group consi sting

FrOs&o Sléltl%gfﬂlg dipa/ino &k yin, a@@rrl@émywaltleﬂly ulpyrdigbsty alikyling

l.gxyal kyl, h |SI| Ialk

g’l"% gia%lbolé)%lcl S%bggcb)gc FefYIve é]eﬁett&eoéf;@lfy [spring

Qabenampcbybpshahaaaﬂb0@wahﬁlanahﬁﬁh&@l%%nyb@mlﬁ% NG

al kyl sul fonyl. [00144] In sone enbodi nents, R4 is

TOVEREad Prfo ﬁP@hé‘J@P@tﬁb‘ é8Asi $herg 6F hal epearitjive

%lolﬁ?l%}élt’loﬁl lﬂsn}(_lhe tar’fo %Xﬁgle%m %% l%l Ky %X)E’he

al kenyl oxy, al kynyl oxy, an1nocarboﬁ i

am nosul fonyl, al kyl sul fonyl, carbocyclyl, and

het erocyclyl. [00145] In sone enbodinents, R4 is

selected fromthe group consisting of halo,

a -C4-a|ky| C2 CA- alkenyl C2- C4-al kynyl, am no, d-C

NN NS o I
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[00163] In sone enbodi nents, R5 is al kyloxy. [00164]
In sonme enbodi nents, R5 is nethoxy. [00165] In sone

wermodsaremt s, RS is ethoxy. B6. SubstituentlL. PODUSHPS/AT6605

is a bond, and the conpounds of fornula I correspond
in structure to formula 1-L0;_[00167] In some such
enbodi nents, the conpounds c%?respond in structure to
the following fornula (i.e., formula A-LO:[00168] In
ot her such enbodi nents, the conpounds correspond in

SPFUEPUr@°td Phe FBFfdbWengufoPhuthe(reightophbibang
Lo/ AU j ] 41 :

R e R i P TR

oftflsedaPrtahgedarbbeyehythanduppsetd 25ai agd the leaf

het er ocy I, erein each such substituent optionally
PSR cal CRoie B otide forer EabS: ri Hatrstincet, e
| heegendesity Sel €6t efefEOM & DR JHPUR-EONSH SE 1 BiF, Of
RE, RF, RG RH RI, , and Rk . 100170 In some such
ehbdel hent Q) e ferEdsRrinag2tarvoeyehy| paasedused 22a.
I hg I t stituted. 0171] In
T e Sk e it Yerfe® [P PR Rt bhchendi e
aritk fsesbr2- rémgi het sesocyd| yh ahe spbsyht us gt g h a
substituent selected fromthe group consisting of RE,
RS RG ORH, 2 RISTRISTOHY $&d . ther ebpree stpid follow-up
esboghdTeslspo thep S diseshie 1M £ Pogyel vy and fused 1y

2-ring heterocyclyl are substituted wth a substituent

SROTTHREE £ roreheanyr vlipe eewetst I ngl of cREB tRE; L RIprkent .

. Rk e h odinments, fused 2-rin
car %?yscl%/%ag%n%#%@g%’ Zfrrl n%x%négfie?’ocvf/k&?rﬁ/lt%? gerson
subst itaitgsk wglith sulsedpiditentisetessied K1omdhengnapp
consi sting q{ RE, RF, and RJ . |In yet other such
eHiEtH MEhts, "ehe vk 304 i 1RF Edo Yl Y| thindt fQrgiew to
2-id Nghdied efREYH crRr L pudstd 1 vteg W tihha A U
sel ected fromthe group consisting of RF and . In

ditervssistH enbdd avy thield useddtedtryl carbadye! yl

g et are sybstituted with RJ
gt o e R TR T RS e
2:qd nghecar ooyl od irandvfiuged 2-tdngsdet eracydadedr @e
subsﬁ{%gtggbmﬁth two substituents independently
SN RRHE Gridu S TBHRG St Th P o fCRE 2 HF, P e the
Rupgdkt 20 dfd -tHd 1900 s enbodigmnlss didig, fiksed
2-ring carbocyclyl and fused 2-Ting heterocyclyl are

tHSLHEd BRI 8k Bubstf thientup 1 imleperidenitdgy

S

- fr r isting of .RE,. RF,. Rl, RI]
IR e L B ST L ey e
carlpyodedd yecdnich ifysed iz riimg-diefert ety IwHight -dependent
aresubstituted with two substituents independently
SEHBHE T Fr e IR onG e hg o1l iht RompHed sRPn
IoF atRen e mbediomnts,e t e Jﬁﬁ% %'rrai\;éq W96 (see
carbocyclyl and fused 2-ring heterocyclyl are
Jullggrier $oed owinide spemdsimgs thia tdret S Hindepesdand pf the

| ect fr t he Up..cQonsi st i of RF and RJ. .
R T, i Sedch oot fRE SP A fded 2 oG O
ddrebaecy chyl saiptbdritsed 2-gdang ikl aicl MiheAn@af spring
substituted with three substituents independently
<A dOEK St Lo SHOPGEdUR SBonsidsty g Sefl IR tRFa RGCkRKg

; et c [ ts, t f used

%ﬁcr% L(:Ez%glgs)%&uﬁ Ban acic,ée gﬂ%%néﬁ%e eéfrtocol)}glty ©are
sulpploirttued wintth 1t hihee peubsin ruenined Rdependemid Bitting
sel ected fromthe group consisting of RE, RF, Rl, RJ,
NG IRRCN P CERERIs (ron FambidEi s, sttsédsused Thei ng
cahkacyCliyh; sa A recycl yl. ar
etk R e Sbebrtaant s FRassadon 1ps
sel ected fromthe group consisting of RE, RF, and RJ .
In further such enbodi nents, the fused 2-ring
car bocyclyl and fused 2-ring heterocyclyl are
substituted with three substituents independently

o o o o s R Y 4 —~—
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X56, X57, and X58 are independently selected fromthe
group consisting of N and C(H); X59 is selected from

wo b@gsasp consisting of N(H), O and S; X60 iBCT/US2008/076605

sel ected fromthe group consisting of N(H, O and S;
X6 1, X62, X63, and X64 are independently selected
fromthe group consisting of2H and C(H); X65 is
selected fromthe group consisting of N(H, O and S
X66, X67, X68, and X69 are independently selected from
t PECEF BUPJI coRSTEER nghof LapAneP Gy ; 2bnedd e eswpport

4 X721 e
s ity Rt el S0 A1 SSIRGLES-RelBler, gocs
e T S P e

/7 an S , n € renmal Nl ng one IS .
Eso‘i‘)‘i‘%lf- |T1h%owépé$2’i h§5%b6%n ehdoeE n@e?ﬁ%qorf%elowey

%&@E@fﬂ)é/aﬁir#’?tlh@ﬂt echd usged %%éﬁ%&%@é%&%ﬁiﬁ%é SuG

selected fro he group consisting of [ 0018 sonme of

tdred dffor ehanwbodli anesracinheldptidnate spaeibsto tatedanother

f ~rin etergcyclyl is s cted fromthe grou
cg%g‘%’jsﬁ%r%f%]i‘)om@ﬂys [ FPATS f (4 Wby Propbrtion
enbogharend sghiXlfoXe @Nth Xebdeh iHtidPW82]nd osare of
of the above enbodjnents, X5, X6, and X7 are (C(

[OpaBE TS sHEP ST T abovidie st etwn todeeandng UG
: L3 @r HQ18: : V.

S s, xﬁsl,eo“%%?c%%lﬂ, ey U2 ‘35%1454”1 8‘%61)58]3’]“
|$Pao¥reg ofl twiet labreparibddi mere snadrieerof X19, X20, and
s N._..[ 0018 Ln.so f the_above enbodi nments,
one % xﬁéguﬁﬁsggxég}uﬁggagﬁé ?sfﬂfgfﬁﬁl 9F1PR ¥omeaBF
tde ahpmecemodivRittireone Lfcotdin® bo amb X dweddiand
one of X29, -Xv-30, X31, and X32 is N. [00188] In sone

KNG R efford eriidtitiif s Duclesianedmd P igae H) .
[ ! . th v i RNt X49,
D S T T TR T ot e A Lbove
oY AR . G, XEAicnd sXKed mrg e [Mn 4 @Rk ]d.n The
S . of, t.he above .enbodi nent s 56, .Xs7, d _X58 are
}Qf%dfbfﬁlVﬁlé%ﬁn§()ggi%§qé o&%ﬁﬁﬁﬁéﬁiﬁgnfiéelﬁﬁﬁe c
Xanp i6Es and oted PeartC(d) a [MEZ] Jdartsomef dh@pper
above enbodi nents, X66, X67, X68, and X69 are C(H).
50104 T ghel bR Bife tabovs érssdidhessentdnd lor byoree
ofo5h 72 i , he r ini 0 ):
TR TOOTer I e e Ehore codi oAt
eerasgiehome 20fooXE3 2087 Hf X1%, lamek rXP@ rits 4N, Tared uppe r
r
i

I i one(s). i.slare.. ~-B8 SubstituentRE. X
%gﬁggiQ%glrl%Eg § Fﬁ&&'g%g?#€|3b§é% &t 8§ dmetie 1S
gioouhe creaSitst ithg afi dddle0 patitt 150 b W HE@Y o FO%0 height
car.boxy, cyano, am_no, imno, azido, and al dehydo,
wWeMsHrae deviiss dpti dRe Iy liohts eiduistmead wietvii cond 2
bsti i t | | ect fr :

g%%%%géﬁﬁg%%f%ﬁgﬂ%?eaﬁgﬁﬁﬁggﬁgeH%F?%QE ggkfn%ﬁ%h%%tlc
[erL9d 204 ,seme serfaddibeentinge208 BRd & ispdepegnadaeridey:t
selecte% fron1%hﬁ. rqup Consi%tin of halo, nitro,
AESRTS %02 &5 &%»é@, SRARG, 3P RoPr&sdU&Cd&pgo 205 of
wiher einf uie 1aMspe 1Rt Penalilsy flag reulst Hhuked Wi aRe in
or two independently selected al kyl.[00198] In so
eénbediementt, odatherEairs iiepd@Pendént kylddélient éd fthem t he

r nsi St of .hal o, nitro, hydrox X0, .
OB SAE 38! I Srallgiae MESHNL e Phgerices -
PAB1e9 rloa Some warkediireriuideach nREhies piradeperdenibky
sel ected fromthe group consisting of chloro, fluoro,
#0Pr 0 Thiy @8Ry, PERE 1ngar8x FOomRAiLRES PRI HEPeal démykdo,

likyl:am BE. 2 I 0 e ient, e RE .i
e R T e e R Tl
hal o, nitro, hydroxy, oxo, carboxy, cyano, am no,

i mno, and azido. In some such enbodi nents, each RE is
hal o. I n other such enbodi ments, each REis nitro. In
yet other such enbodi nents, each RE is hydroxy. In yet

Y o o s o o



substituent selected fromthe group consisting of

carboxy, halo, amno, imno, and am nosul f onyl,
wob@pesN3s t he am no, imno, and am nosul f onyl PCT/US2008/076605

optionally are substituted with one or two

substituents independently selected fromthe group

consi sting of alkyl, aIkyIs&V?onyI, and

al kyl sul fonyl am no. [ 00208] In sone enbodi ments, each

RF is an independently selected al kyl optionally

Substd ter v 2 hl afte, axvwek dren 1 ey atf hol ppfd sreidd to

' titut i | sul f I 2 I .
e ann AL Lo, 0020l sqms

adkying U4 | 1statbys thed 1w, tvhessl Tat e A NaieS axial
substituted with al kyl sul fonyl. In sone such _
it Fach T rebhydlsdiioiidtd ottthyd via
[{GR2 301 e SONG, SrpdigT | 54 ndﬁe&q y
selecte&LfroE%?ﬁggg?gggq%%ﬁgfgggagﬁal%ﬁky , 2ﬂfg¥§|Fhe
amewadyiny | spmitrer 1 ieachuisiech slubdgtb Twenttlopttisonal |y
is substituted with o two, or three substituents
igﬁﬁﬁﬁﬁﬁﬁﬂﬁq%?s%géHRQiFH?(ﬁﬂ%?ﬁ;%ﬁ%ﬁi%Txﬁuﬂ%ﬂQWﬁPQﬁ
eI sthy Oy, t el EomBd et B0, tHY tWidid18Ziglht 5
oxo, am nosul fonyl, al kyl sul fonyl, al kyl oxycarbonyl,

AN iIDHRRATD AL Gl ifioyRdatBorid justrent device
Xyl :pg%y y Ehﬁgy G rQQQﬁl

gﬁﬁyéiﬁgar 5%§?é§¥s}a j%é@y, a %ﬁ%ﬁ%ﬁ%ﬁB%a %ﬂnﬁ%%%ﬁ

carbeaytlayllevet ercatyaoliydm I¢y atessicard ad rodarvdeanylls .
02 n so e di nents, each RF is independently

I el AP A5 B (OT Bl 445 P forfe "B e Anct OF @

s iiuentrs Whdgpendentine sealseated fim .t RNy 214

consi sting of carboxy, hydroxy, halo, am no, imno,

- iR e steaedb toxXdle amneds Wadnyd oraltihd s\dfrdsyd 203
alded  carny! o rald kaHXXEQ? Ol 217. The lever 214
al kynyl oxycar bonyl , al kyl car bonyl oxy,
dldee ry [loarcho dydeex yendal2Ryiay lacar Bonylpgey, faldeyleoxly 214b.

kenyl oxy, _alkynyl oxy,,.carhocyclyl, heterocyclyl, ,
a0 BRFamSea BN b G Audnt R B2
RaGlhRG issippedependanrt lgniselected fsipPpdhe 28" QWP movable
consi sting of carbocyclyl and heterocyclyl, wherein:
OFcR SddaGosuirtasst 2dpt icdndiey dag rdgls Ri0Butadew eh

‘Q I bstyi [ pen | ect,ed .fr
O S ot oS aP Sk Saieady ATy 1 the
cdreoty onhydr exy arhrao x 'anithe, tniatvied,inaz mdoemexa, being

am nosul fonyl, al kyl oxycarbonyl ,  al kenyl oxycarbqnyl, .
RS T S) Bl BoryA AR Pearbbny iy, 214”Sb6H I i
altk enytheahony 70X rheali by cabonylo%y, tRlkkYkexy 214 is
al kenyl oxy, al kynyl oxy, carbocyclyl, heterocyclyl,
CPRRGCLEAd tanithc &rPBaAY 21ldherdeithe tieeregnirdng 210 of

N L.fonyl,,. .and i pocar yl i_onal | e
e e A B e o v enddsendeiilfy
Seweehedabrlem2iiBe Fheujpotaisigs RiONg wbfical Kylrmsakkenyl ,

al.kynyl, al kyl sul fonyl, al kenyl sul fonyl, and

EPE?E§I§3FFO prd[58§1§FfFﬁe§o@@3oﬁoFWel&b@@éh case a

eshadicrBabsingachoRCoby irddepeRdently 25l eat &ditHO The
yl,

the group consisting of carbocyclyl and heterocycl
WA&eeA 5s deh gyabsdi- t Demtiogare lvedisgbstfi theedeaf00214he

| i ment h is ind dent | | ect ed
A A i R L
Betrenhagc el )lbad‘éﬁﬂeﬁﬁ'd@'peﬂ@@ﬂtiﬁ'cstﬁbﬁteii'g%‘%n%etting

optionally is substituted with one or two substituents
PrEEFEREERE PYsararsedf tbm Phevgesds sondngt RAg,oto a

Lkyl ,:car dr.gx hal mne, .nitro, ,. .
e B R e PR e g PSPy EariaRsiessy,
al kyl oxy, carbocyclyl, heterocyclyl, cyano, and
am nocar bonyl, wherein: the am no, am nosulfonyl, and
am nocar bonyl optionally are substituted with one or
two substituents independently selected fromthe group

o s R - ] o NN A o
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w@eaokstias ocycl yl car bonyl ,

al kyl car bonyl , al kenyl carbonyl, al kynyl carbonyl
am nocar bonyl, al kyl oxycar bonyl, carbocyclyl carbonyl,

are not substituted. [00226] In sone enbodi nents, each
Rl is independently selected fromthe group consisting
of al kyl car bonyl , aninocarbdﬂ%l, al kyl oxycar bonyl ,
carbocycl yl carbonyl, and heterocyclyl carbonyl,

wherein: (a) the alkylcarbonyl optionally is
sQBth?u@éﬁOMn¥h alks@eibsire uehd gkl ebeelofvdem chkelgr dLP

o, S BB GRS B W O bR 4T R PR Bngin),

abmytqu 2@$'Idlramthﬂ@0@fb@@'§/i0n anfl 40)athewapt NocRE bOBYE
option IIy IS substjtuted with a substituent sel ected
i1 o7 the’ grouph e otet 3t itRABINAI X3P, TarRg | axbaskyning
a&l&yiéé“é@nl%r @E@' B’J)‘Meﬁ%é@fé( {7 N0 £ { 92§7lei£‘e§°£ﬁ?
enbodi nents, each Rl is indepen ently select ed
t tlee g3 0P “C,onelsmrngg oZZ%IIdkg/zhmrttiwylemml 214 back again

an1noc r ban wher the n1noc bon optionally
i 5 5Ub's |tL1%%F%WQh%5“§bb§?|€ €stte %@% ¢ theing

2 Dn € oftsd dupithf 24 kiyd sm ad kyd 02y k¥dhanism SM. The
al kyl sul fonyl, and alkylsulfonylan1no [00228] In sone

R MemtoVEacH TRl | 41§ itRRRehdetl y6 sefae kel Friom the
t Y. Vi bo

e oy el LG8 PO (L SR 1 ¥40n
at Kyt ioay by | urat dkgmty |agard arhyd s&Hti?ﬂdq&@ﬂ@@ﬁh&ﬂy
qption I[ly are sybstituted mﬁng ne qQr nor
suebsltcf‘?a]ue%f%lr}gnoe et e et tfl'feorﬁ‘?”f%erbr‘bi‘}ble 213
consistd Nevafr cardbonto y drxye1 N GodRdits & ties
azi do, oxo, am nosul fonyl, al kyl oxycarbonyl,

SHIRRRA o ar BshyA PR Ky A ohey dardsomy displaced under

alry | G@J@%M W'Zlala}%er};\yl Q%L(B%y the we f the
al kynyl car bonyloxy, aIkonxy, enyl oxy, yny oxV,

d&rltﬁmycﬂlwtlr‘@tterra@yrﬂ ydn tdyearm:atamd aﬂhmcﬂmﬂ)m}wmg
d (b n1nocar nyI o 0 S bstltuted
%ﬂ&ﬁ&g%% or” twd S s tngg%éﬁﬂéhﬂﬂ s i tRsgrson
friamitrhe oy ale censi st |r|&:qune6§ kiHa RIrkentles alkynyl,
and al kyl sul fonyl am no. [00229] In sone of the above

MSTRARER $OTERIeN ARPYUTs & Ageparidml ypxdd edt e fatgmn
e GriQURHGRRS| f 7alikyl g
aIken;1carbonyf§k2F%§ﬁyﬁc§§gon??QQ§%%*éﬁfﬁgfgyﬁbnfithe
Wheed rpagic 1o s@b§nrnwenM$lameumm:paﬂxdntnﬂeﬂhe[dﬂﬁiyﬂt
enbadi.nents, each RL is . in pendent sel ect ed
fsrch)C%ltnﬁe pé)rsc%(u%ﬁoélor??n&rl § Sof PRy 15 g’fr cFOtatlon
ard riecamhkonyled wher i prela)lshe ol &wecqrewxg pring 21.
%ptlonally is substituted with one or two substituents
RdSp SRty sElcesicyaftion vhersr ¢iye deondi stimgof2l
GRLRAXY, roxy al NG, R id
awnn%é%QfQ%%I%% tﬁg 5 $€§EEO%§|%QEF% %% gﬁfﬁef has
md@ph@ﬂya @@ebmapulypprb@teameymbykhecy@ﬁ@pna@dwelght
m nocar onyI %bérthe am nocar bonyl optlonally IS

T SEEHGY é&%meéﬁm8ﬁ PR CEUBSt ICORERES e dspdhdent | y
seheehedabnemt he igLeURC RS itskl NGwak

al kyl sul fonyl ami no. [0023171n sorrg)w%nbgj&%r%?s%d &5 R1s0
R11N§t¢ﬁ@§§eﬁ§eﬂtﬁ?sseheaaedahtoamtﬁ&g@m@u@ac@WSMMUHQm

Iky r bonyl . and a nacar l., wherein

Ik%lca?§%n§%6%6F38ﬁaF % gbéﬁlPHFeé'ﬂPPHa&n§QEtlng
0 thiebBbidt/ueBt ghi:ndepan @@ﬂfsb)ﬁ seheahed ofr @met R GOWF
consi sting _of carboxy, hydroxy, halo, amno, nitro,
&¥anikNrRodul FHRy PPeARk}NExPEaMIBAYIcan be operated with
al kyl car bonyl oxy, al kyl oxy, cyano, and am nocar bonyl,
and (b) the am nocarbonyl optionally is substituted
Wi th one or two substituentsindependently sel ected
fromthe group consisting of alkyl and
al kyl sul fonyl anmi no. [00232] In sonme enbodi nents, each
Rl |s |ndependently selected fron1the group conS|st|ng

wher ei n such subst i PAETEH08/076605
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al kenyl, and al kynyl, (b) the al kyl, al kenyl, and
al kynyl portion of such substituents optionally is

wemenssaiet ed with one or nore substituents PCT/US2008/076605

i ndependently selected fromthe group consisting of

car boxy, hal o, oxo, am no, alkyl oxycarbonyl,

al kyl car bonyl oxy, hydroxy, aﬁkyloxy carbocyclyl,
heterocyclyl, and cyano, wherein: the am no optionally
is substituted with one or two substituents

i FtfepRaHent f9r sPEct eBeF Fom $het grouppebasl sornhent

a | keny y | kenyl oxy, and
fﬁ%ﬁ? %x%? m%eré#%gg & g?EM}9é¥ gnally i's

s[h3481 utFe@u\met Iﬁabondlm]rstrmrtesh;admw @) 4 heetail of the

gﬁb ocy% %? and, het er oc C|%| ortions of such

BT i CeMt L dpt T onbP iy ard- s %tY%%VeﬂfmﬁtﬁeEﬁél ophows

Mor g SUBSt {4 HEt S md@plemeimyséﬂ eﬁt&q‘d ,!g e part

group consisting of alkyl, alkenyl, al kyny

h@/cﬁfmycom@@ti@iyby ah&@myl@f(ya mqglwlbayerhaﬂb The
the am no

cgc‘?@glnalc%/y i's SU%S%I]E edP téﬁb%%]ée]or?g?%esﬁ%lé??? uént s

mrdﬁnenﬂemtgteyrﬁﬁi eciethdg om the g5 olgh €onst 81he%p®Sition
al kyl, al kenyl, and al kynyl; and [00237] In sone of

tHe "alb%v%eae%%og%?ﬁ%te%aa&mm e |<??éPe?Je<hﬂeW¢%'tlon 16.
sl echivd, & ranmd he, o quine §tdf]gtlf S 21 may
car bocycl yl sul f onyl am no, heterocyc yIs H@f no,
dineptedar bonylargaky &l kesmydadandortyl dhac,oggle lever 223

i b I | k banyl
A A A Em e AR e bt e e

aldod tsid fyorod afinasead kenydrsuld ot NOrer 225, which
alkyqéﬁfulfonylan1no am nocar bonyl am no,

%\ SthifRIihatoly fkda wﬁ%w%ﬁ rfoi Mo, upper
and; A kzawla%w frony | 130 d-ng, 2&!&? éﬁiﬁ{k
substituents are not substitute [ 00238 Cted to one
efsddiaremys megash & 4 suqmdep?e&ﬁerﬂthey js:ezlretctm ffchnns an

rg i Sti of, carbocycl.yl sul f
r?(re;(t%esrqo%c 3%%%101@% ami’ho P4l %dh@%'nd’hmh is
aielewgwey:baréam)dpﬁmn@ 22893§y|158.l|d¢cﬁﬁiécﬁr€d1ﬁ:.o the joint
and al kyl sul f onyl am noi m no,

arb |
s AL RS S N o 261 o PSS herer
opty %@%llln\éﬂ Srs Wnidntdite & o ml%ﬁli@tfatslmed to e

I ndependent|ly selected fromthe group consisting o

CaFeeyclafdal Kipe, testadreodyesiad A23y14,s aihereatar bomydgny,

| al.k K I
T e L -

alzleyllxsa@ke@mgin@ay&luk:yi thand tadekmle?vuzlrfsomdzl, e rgi N £ k)
the carbocyclyl portion of the carbocyclylal kyl and

A& bhener gapdihglr gor taurmieofoc tolfe athzexuer dcAR) y T ek yoggle

i_onal l.y are substitu or twg
g%Rb]S?trl ?&g’nts e FENde) ﬁq é’ ISR he s
eerdiisielsn g naf t@;|ekf)é|f,o rea rg*é@l)é)ba tté)éd [2@X Yiin B X Yoo RAIO
nitro, cyano, oxo, and am no, and (2) the am no

B6PLtof e 2xhe é?r% FodatHemy 18-k Pwiss itondihey diwice of
bstlt t ed mn ne or_.t substltuents |ndependently
LRI r PomAtn e POdur oSt g 20t SckyiLD S aeaHy [Lr
&@da@lkﬁ‘ln}ﬂo oh@) ah'&%h%'rkWanWrotr' Q1 thes%%lce of the
substituents optionally is substituted wth one or two
sepdngt dewcs pﬁdéb@n@@mllnw sdlegened 22Bomnich® rgrtouphe

1,09 +0f scarbox 0Xo0,
Ao ST oSy el K DSHAoRr RFRGEP, tcteaty,
aadbeagcupbe rhgherosycliyl ,1sa@>@>scsmr1@, tehelRigy: ot he
am no optionally is substituted with one or two
BhpskingeREShRRdEFeRdEN oy thiel spred aflr gmonted ryr odp the
consi sting of al kyl and al kyl oxy, wherein: the alkyl
optionally is substituted with one or nore hydroxy;
(c) the carbocyclyl and heterocyclyl portions of such
substltuents optlonally aresubstltuted mnth ~one or t wo

. " .. o o o
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the carbocyclyl and heterocyclyl portions of such
substituents optionally are substituted with one or

wo 9984138 | t uents i ndependent |y sel ected from PEEUIORINT6605

consi sting of al kyl, carboxy, hydroxy, alkyloxy, halo,
nitro, cyano, and am no. [00243] In sone enbodi nents,
each RJ is independently selécted fromthe group
consi sting of carbocyclylsul fonyl am no and

t erocycl yl sul fony| am wher ej n: the#iarbocyclyl

h o!
and hetero @%Ty?h%oF?g%ﬂ§ 6?Y§Ecﬂ2§u3§? fiEngs @ result
Q@flpé@ﬁiﬂg,ar‘_@iéuméfté'ﬁﬁgnw bh gBeLRESt WRe support or
substituents independently Selected fromthe group
conshsening off dilkgy | seatar boxdt hhdrpryntalikytdwg, whahothe

I C L0 [ 0024 Ln_so enbodi nent s
2%%%§E5 y%&g% epeﬁgg%% %SségegﬁéddfF%ﬁwfﬂ% gF o arrow
constlsd i gpwdrial Xyl isad f &nydady Nbeen displaced in the

| sul fonyl am no, al kynyl sul f onyl am no, and

al ken

a%@f?%%ﬁ%rﬂﬁ AR AP, X WhieY eF e (B§r e arFaBdpagt Fon

afhsucdh Subptd f uaid ssoptipnal ly is substituted with a

substituent” i ndependently selected fromthe group

cloHx &k | Aggofeclrbadyabylraitieyl onlvet emadyc ltplealkyw, known
kyl car bonyl gxy, am nocar bonyl al kyl ,. al kyl , _

g%ﬁ(é/ynll gﬁglrgouorné/ylf%)o’alcf( 1 DX ec%?‘]o]gn%//‘%,thg en& Y% shown in

at oyl ax ysd kylroxysrarkany | to atkyhear onytpxyabkyl7 and

al kyl sul fonyl, wherein: (1) the carbocyclyl portion of

e 1t 17t NG/ IURRRE tRer the® ef bRyl y| gt 1 o bf

thediet erReysly 1A Ky s pptdanaldy ale subslissfed, Wi th

one or two substituent’s |1 ndependently selected from

e Jrdupre addsivsitimgrtofclal thye |, sear boxyjedhyot oxtye leaf

al kyl oxy,. hal o, nitro, .cyano,. oxo, and am and (2)

t eﬁllan o por tfiooﬁwceoc‘: C{ri’]tec}/aal‘n' %%?%%y@%ﬁky?g%pti onal | y

i esldasiintiteet B4 tdheoneswasr taw] substi tuents

I ndependent |y sel ected fromthe group consisting of
q%ﬁ%,] af kenyes 4Ra al kPAyLllpsFreke al Rgsigal kemypnt of

b AU AR LR SOy SURS LI UeHE PRt anald sl g

substituted with one or two substituents Indepen ent y

SElcd@ndért Ymarite agmewereotsiatn ey tofr oblr boxey,ddwalgned

dol 1.no,. al.kyl oxycar baonyl , .al kyl car bonyl oxy,

%ﬁ%ﬁ%%%l%wfyfbfyF(%ﬁ 6%§%V§Pflﬁé%ﬁ%%j%¥ylEﬁﬂﬂfes
dyland,l emidneistrathe aamone opid Oingl lwa i s rsubst idHg etbhdy
W th one or two substituents independently sel ected
PSR e SO V&G s itiGhy adfsal o ERRE &t 46/ 1xXe ight
sl achie calikl, Qpld GRAldN de lskifyy ed Wi th one
or ‘'more hydroxy. In some enbodinents, each RJ is an
ilf@sddndenyhiye sklecard alaybkawboaybadeneviewhefeanchair

Ga) &£he am.no -portion of the al kyl|sulfonyl am no

Spt iTtgr?aICI 7 its 2 GSSPTRESd a\M%ﬁ’?ea ésﬁ%{ it oSt P, The
badependenidry ssel ectiet: i gadthe; grouiR-1c aRsdSitidtg Of

car bocycl yl al kyl , heterocycl yl al kyl, al kyl car bonyl oxy,

IORd€aPBsity Pallky B, Pemey 202l itk arboper part 6, which
Ky r.honyl | Kyl al 0 rbanyl ,. . .

gfk)%ﬁ%?%%%ﬁ?l géyglh%yﬁ?idgﬁ zﬂ%yﬁ gﬁ]?iéany ?Qe hrlenl (1)

tlechearisoc ytM yle spanicidom sofa thea oter ketjyeitdaltkyHewing 12.
he Eeterocy&Lyl portion of the heterocyclylal kyl .

éﬁt SORENI y 2l d98G6s tilfut &d WRighidke Michapdsm 312 is

sR$bistee Bkt wekde perdent Qe

congisting of alkylg'%E&%%&é%ghydrg%%%ﬁgktgfgggggﬁﬁﬁﬁts
®ir -0 Inc aro sidro viamd iddiuse, radmedt (i2) Rinmmanilie, a

Qrti.aon t he am nocarbonyl al kyl optionally is
b Ul da ot Roong hr  ChE QU ARdehia A RfbsehddiR | y
spbeet gdrikr gmitihe ﬁhohhpﬁ)‘é@iie@t G Aor@lvat 1y aldRnYlan
and al kynyl, (b) the alkyl portion of the
al kyl sul fonyl am no optionally is substituted with one
or two substituents independently selected fromthe
group consisting of carboxy, halo, oxo, am no,
al kyl oxycar bonyl , al kyl carbonyl oxy, hydroxy, al kyl oxy,

o, o



substituent independently selected fromthe group

consi sting of carbocyclyl al kyl, heterocyclyl al kyl,
wabkdoyhsasdponyl oxy, am nocar bonyl al kyl, al kyl, PCT/US2008/076605

al kyl car bonyl , al kyl oxycar bonyl ,

al kyl oxyal kyl oxycar bonyl, al kyl carbonyl oxyal kyl, and

al kyl sul fonyl, wherein: (1) the carbocyclyl portion of

t he carbocyclyl al kyl and the heterocyclyl portion of

the heterocycl yl al kyl optionally are substituted with

(ﬁﬁ#%ﬁoﬁV%P%ﬁ&%?mth%n%%diﬁ@%@éﬁ%éhtwytheﬁeépwﬁrfl©q177b

t I SEi - al Ky), r hydr.ox

SR o Balo, oni trer Lot 58 PE%En DESKee 1y,

tumpaani ey potd i oh die tderandénocar bonytal kyl cophienall yo

I,§ Substituted wth one or two substituents

i ntfe pERIENtR3 e Bt e §3bim thel friobipl tohsi 3P ngndra
it ol kanylyiapgd &l kynytn $00293ohSRF® the rear
enbodi ments, each RJ is an independently sel ected
dliloiis i ¥ brsarai e oronnrstevher @i he t llgpani perpoati on of

4/ n m noi m no_.optionally is.supstitute
%Fsﬁégﬁgbgﬁ%{?ﬁ%%Q:VﬁH%béﬂﬂ%%tT@a%e?%%t%ﬁl?? Pt RR ©
Tarbocycl 1 al Kyt et or Stwal Y1 31 kyl kgt car bony! B
carbocyc a ,heterocyc a , a car bonyl oxy,
ﬁﬂq%jc%‘lﬁd‘éwylté}y%ﬂl,mﬁ 6 %‘F%y@%%?tb@h‘y{?lly ve%/ticg\(l,

I I : I
alrey vy carianyd 17 aldod (B(y\?ézlkiii ]ycxﬁ'é@%pﬁ/ T%%rﬁn’i,n

al kyl car bonyl oxyal kyl , and al kyl sul fon

Sovd difisddithentisinkeachl RJ 317 arespaiepehtenthy Sebretct Bthk
l.kyl sul f onyl am.noi m no, _.wherein: the al kyl portion, of

?hlcle%xaﬁ%yﬁrgul fShy oaiar?[l.nnootiO itho Gt oHATT ytai'?es st vttty

Witts @ite tofe tsa ts Wastd ddierd sl inwlependest| Yosaheet 8y the

fraomthe group consisting of carboxy, halo, oxo, _

HAHO A RADAFCaTh driy WOt R‘%ﬁf]t@ar%%%ﬁﬁrkﬁ(yt,lmydr%@,llnks

A1y | Oy, CARRENG Y Ipa et AENS I o 2 it

wherein: the lam' no op%otai onally Is subst iq%uetce V\?If hleo%e77a

O tthe sasticruerine ighddpentdentdy sl ectegbdnomadheier

nsj st i of .al kyl d al kyl oxy rein: the
AP O o s BUis fred WAt e o Hores
hyduexyatlied2s5] misere emiediaRntis.a eagh Rhd &8 he
i ndependent |y sel ected al kyl sul fonyl am noi m no,
W& PEOR e e O R:)he FGAANGh GFr rilfe, reference is made to
2 kyhsubonyliam ReIHING AUNH1aNg)iloh i %Fb%tf'é ted with
one or two substituents independently sel'ecte % rom
cREsGragl ioonsilse wgadf Tcdrbdormeathlas seona,aldnd g, the

yl rbonyl ,__al kyl cay bonyl oxy, hydroxy, alkyl ox
S SRS S e BrBLy RIS SmpPEcy n BSOS s
énbodenenbedieach R ias cAptndependent Iy, selied edidges
al kyl sul f onyl am noi m no. In _sonme such enbodi nents,
82¢h CRINES tre i SAITEGMHISari’noi mi no. [00257] In sone
gobedy MBS ¢ RACLEY § 22l (lgPPAYENLLYCSELEELE] L508he
the group consisting of al kyl carbonyl am no an
ahkyhexyvarbenpllamiadd,t ywodr diimk itrhe e r spardt.i aheofcwo
%g%hi%%bsg'tu n% optigp 1y is substituted wth one
or Tt wo “Sub<t Pudhifs SR e&eﬁ&@hﬂ%ﬁ NEG & fSEmume T
greUpP6CoASkathngagk 6AEPEX¥EMAP Mc@KAnidM BYM. The seat
alkylox¥carbonyl, al kyl car bonyl oxy, hydroxy, al kyl oxy,
¢atBo&PERFRP1RetOOeENSIy Witind hey ampe Bpart 6 about a

Lthent RK. [0 .Each Rk .i.s i ndependent | :

ZOFEREaa From Pho Taratd Shond S0 Rg 67 CAmnagul T EngiiddLe
pbkyl Subfhdnyb, takkeoylksulchamyls,. ame addkyymyngude@mMin sm
wherein: (a) the al kylsul fonyl, al kenyl sul fonyl, and

WKGAPPELEPESNGI SEHLRERGI Isprane dFpstiiol de wietsh gnesl ars

Lt .S pe nt ly sel ed fromthe .
IPbS AR UFReRy PN RSO oo
nitro, azido, oxo, am nosul fonyl, alkyl oxycarbonyl,

al kenyl oxycar bonyl , al kynyl oxycar bonyl ,

al kyl car bonyl oxy, al kenyl car bonyl oxy,

al kynyl car bonyl oxy, al kyl oxy, al kenyl oxy, al kynyl oxy,

o, o - o



(1) the carbocyclyl portion of the carbocyclylal kyl

and the heterocyclyl portion of the heterocyclyl al kyl
W@piooosEBs y are substituted with one or two  PCT/US2008/076605

substituents independently selected fromthe group

consi sting of alkyl, carboxy34hydroxy, al kyl oxy, hal o,

nitro, cyano, oxo, and am no; and (2) the am no

portion of the am nocarbonyl al kyl optionally is

substituted with one or two substituents independently

<ol ST r b%n WihEClyr bBpCeBRSPSHi A§ bVoarkyroral kenyl ,

) y y ndsal k
o DALl oRer enr £V R0 arafTy o e LBkt ops 8
wilteh omerpirng worrssibs6a tlnentg vhdepeadént teséel easedation

fr the gro consi sting_of carbgx hal o, . oxo,
éﬁ?%&g%ﬁ fg§§d?? oﬁ@?;g%?k§?%%F§6¥§?%x??sh?d?%iygnr
e @0 e Cod RRLYE| Yhoe B ST QCYE] Vioguﬁ@%@)@ﬂ?q:h shows a

wherein: the am no optionally is substituted with one
shaiip Subhrichuems ¢aoependentiyisedEcterpdranl ¢ he

R, consisting of alkyl and al kyl oxy, wherein: the
N

optionally is substituted with one or nore
058y ; FardteackmBlodisenndeFe mdeftdeys S@laeatoed foromhe
t he g%%ﬁf consi sting of am nosul fonyl and

HREA SIRAVERfer et b ages ndowliwy| saptonyd34a, 234b
apid orld Yedrs sdibsdd A UL @dr Wt Pe ONG, OF P MOL SHRSEL s
i ndependently selected fromthe group consisting o
aisnant padrmatethat b, campnbsedia rooupking 235, by

] | | oxycar bo e nyl oxy
AR M VR SBtir i 1y o e 234
amenatardupiydd fand (D) rdter 2on nes ut Honybppoptponal & Vi sh
substituted with one or two substituents_indgfendently
FEPEAT & K1° THotEEUPATT sone RRI RS, 2 4 het s
cemeuRds 0f 4 argada Jyoard espondyd ngsdydiciirg,d o
formula I-LO is selected fromthe group consisting of
SpglIce et o dardpure bord aavdl Woubd englbe barwedeboreble

- ' ydrogen; R2 is selected fromthe group
?%%giégﬁﬁgib' hydrogen and halo R3 is hydrogen; R4 is
tl@054ut PiguRes 16kl entied 1br envtvhengaeypdcansi st igecof,
hydr ogen,. Eydr xy, nmethoxy, and halo; R6 is a fused

A %C&:d'rv 063}31%?%‘3&3&1 P rJif tHE group T8 st ng
ofi gnaielt halenyls 1didydrponaphthal €ylor the carrying arm
t etrahydr onapht hal enyl , hexahydr onapht hal enyl ,
B@taal@%rt@@aﬂm @At Geddiy draomapintha mnyl Ga i omenidt s

ihydr of |, aoi hdenyl , oct ahy, i ndenyl
%gn%g|gﬁ@%&“é@?ﬁ%ﬁﬁfg%énﬁh é%&f?kghgeg P! Mo
hexahpadreopentialaary lconthertaid waghisuato ssstddder j Srhe

substi.tuted wi_.th asubstituent selected fromthe group
EBmEY 9 G 18¥ e ard IRPreRed ¢7ith a free end 238 of the

abkl-sulbonwarinealdodss and Rbd S )1}
[002_55] Egarjrpl es of EJ(%Jns’bsounds of foo;%nu ﬂast:Hé( %%1{%
sheiagf ¥ 04r é nsidwmrien 1Tsbl es1dl-t® Bdlowpplre esyhtdfesd s

l.es bel ow pr.ovi de st.ep-by-ste reparation

?ﬁg PaE 9825% 8Fl§§ﬁ€no%%ﬁﬁﬁ§%3§&ﬁg6ﬁn SPpdg element
ROMASNMBYNnE AP QwNdsh Vi Ry eBaitdd iHNGdM8 er 76a,
general nethod- of - preparati on di scussion, specific
SPAt RBsPECe REWPIPEE B gw, camdlisiundsk adl scusssiforspring 21

r u hi lhication. TABLE 1 TABLE 2BCDY
%BP%HQ BS%&%C%%&%QF&ﬁﬁgfﬂqQHqg g&b i%éﬁﬁ%ﬁ%‘gﬁgfﬁ% t he
bepebirtedf wit8. alr aviegitenal238ppl itatdswerN®s, the spring
92/994,721, filed Septenber 20, 2007 and entitl ed

ody BUFFGFESSEFudTUPENdie et ilidqided dsumd vstally

' ksghere [ r re] f
B D T T XUERTr R T000A Tib o Ry dRE gy & avedfor
to a body support structure, including for exanple a
pi ece of furniture for sitting on or a piece of
furniture for lying on, such as, for exanple, chair,
arnchair, stool, bed or sofa, having a self-adjusting

N A 2N\ 7N IR I F A/ NP N~
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menber. The spring mechani smis adjustable between at
| east a first and second biasing force. A weighing

wore@basi1dsn i s coupl ed to the adjustable PCT/US2008/076605

springnechani sm The wei ghi ng nmechani smis noveabl e
between at least a first and $econd wei ghi ng position,
wherein the spring mechani sni? s adj usted between the
first and second biasing forces and as the wei ghing
nmechanj smjs noved between the first and second

POSIER bhavl GheP iiki ghd it ndehadme nPFher udesakinei gh

adidisd MdipLeviee disp we e

component s of tﬁi g%iégégﬁ%@ﬁéigﬁg g@?ﬁggge%?gggs#géego

itshead} ust alle dret weematbéeasen atfier sstandl secopdced

hei ght . The hei ght adjustnent devjce includes a

;ﬁﬁﬁkﬁﬁﬁ%h§6ﬁ¥ﬁ%¥sfﬁﬁIB%%%%%&?cas FTaEa+ ndl BbiRrce

eSSl ddiie HAURl@kioh the {19MeheROPPRest-#R843 o the

pi ston rod extendi ng upwardly from and noveabl e

rEHISAS t 0 AtheJsHdsistiral teecadehodish nis | sounsposdd
Qungd ﬁuqﬁpi I nd is upled to the

S%per é%ﬁggﬁg)t. Aﬁ%% aﬁ%g?:ﬁg%g%d% @d to the piston

ricS5&ndraguweeghiifg spdi igci shdivs poped shelwaeld thew of

apt ey and the housing.. The housing is noveabl e
R A it A or b s MR Rt 5

Wi hing RS iddrrherddl tl'}}ﬁ'l(%’:’anyetvsé@n Wl QL NG 1y
mechani sm al so provides for height adjustnment, whic
iScice &fe s iaid unemiasnadain ofoff hehdodypsupport 6 with
tru ATY t 4.ncurring substantial additional .
gggigkgﬁgggﬁégﬁghgg "mechani Ehe.© 134y arms 1S
dnfloditrented .a eve et eaterdart ¢ ncd g @ €abl e
ass%?bly, I.s connected between the spring nechanism
ang 'hél%iléﬂrguﬁ&rﬁé?aﬁianité}ﬁ HRPEhiR2 Entfodi TRt hnIvE t
Ryl ceabita d $praededoand Jogs,its J &AL &, Fespect to
coupling or rotary system since the adapter,
&b &dideld et @attite Scabine theoteateeslimiartt tdfe Rippere bdse the
n onke .Q _th abl e qui de., |n addition
%%gggggytﬁgteﬁlcg%of%to?%éﬁ%&fy%s&r%qc?rrt qrs nrghcztﬂ?l?’e &} gtpper
iriproid@Gednbly apr avingirng: iagv i2sisal | YrHE¥d e caitelged on
port columm. In rticular, the housing .
LL e RAETEtHEeh "PRo 20ppa &HE RN Hise TUHThARS Fhe
tbeckodysuppant i REFBRN ties WRY et DI NMRER, J8 MM 2nd
maxi mum hei ght positions, such that the pressure tube
aRGPERLBYsBORVEOH har & omioddend ifadmaiiew.3BRIFEREhe latter
H 1 Q008], .Further details
oS Ruent POR aF 5 a4eEH DA By mikire T Sok gy
edbbdbifenhe Bbldehr abededi aguammmid o@dy, iThd kB ddle
dramﬁgg,in whi.ch: [0009] Figures |a-1d show
BPAGr damidt AESVPBRE 8f FoliPUsdsidc 204 iartt & oFnsa dpifegéher
ebuheeRbbHEEndesugned ashad Ghalls 3[4(1%1% Fioguies, ¢ €pleh
show di agrammati c views of a standing and sitting
perden; cpbbes] 2Bgures 2342¢ Fhewuppdiragriammetdisc is

j atjopn, of a piece of furniture accarding to.the
B o B, P B o ibel B P rerd ¥3 “Lhichie
eohgigadihbluskiat BOncef taeWiaghichd afRC RS Ba1d y

spring nmechani smand a novenent converter of a piece

gtsPlrAreblE ABcbPEi Agrectine ohvahe dongigotdpal axis
bgur.es.4 C Lagr ic_illustrations of
Por Phor "doafgaTarraana’ SFTEhSr axseR i afelne The
atcesdbAfat entth24Dhveit tas; 1p@e k4 Bokidewr esbiasbe3ahownd
? ?%agran¥atic illustration of a further %iece of _
arRi EhF el a8EBRAANGCt bNEhBPPRFeALNGN 2145 -a Thenlisagad ring
2192 ik 0adefc pASLA! pRe LBBLS] cFhgunes Gaq be shaw,(i ve
variants of a wei ghing hani sm” a spring nmechani sm
and a novenent converter of a piece of furniture
according to the invention; [0016] Figures la-1f show
six illustrations of a further design variant of a
pi ece of furniture according to the invention;[0017]

S ~ ~ I o, o s o o



5 . [0022] Figures le to I h show di agrammati c vi ews of

a person P and of a piece of furniture 1 . In Figure
w0 29090sm3person P is standing in front of the PCEUS2008/076605
furniture 1 . In Figure If, the person Pis sitting

upright in an upright sitting posture Pl on a seat

part 13 of a seat 7 of the pi%ce of furniture 1 and in
this case subjects a back part 14 of the seat 7 to no

or only insignificant load. In Figure Ig, the sitting
pertsimiP ¢ edbduiest imcdonas dof ntot at f@ar d@&rwl yhi nespoed to

i.ttin osture and,in this case experiences a
?ohuentué%f%r ce 't eéj D THe Bhdk PaFRe9y %? the RESFSYLRf
theopizre. of Jirdizage df . thd @l eBddued NCAaWEESPM P is
| eans forward into a forwardly inclined sitting

postiaePIo [do3nm guied 224 3nd Db & hemneh e bemea y c a
iJdustrati ' ni e cc ing to
Phe T went 1 on e WPBsl il LSS, ARl 6150 b
lils (fsebdrigglrien 2b)s1itTEB841 ece oftdirm3ansdonging to

rises a |owe art 4 , a mddle part 5, an upper
SAF B T Ebt 1R TG SO T GRS SO St
b rand 14 0ae RAr ti sl MU & & S AMEE &b 1P Hein
another in an articul ated manner by neans of an axl s
Freahetdtso whigsh e aygamngsat tonl 3 Hes saddrclieamdier, not
r.gt j t ' f. rotatian 16 .on .the upper
52#$F éﬁsgit i?“ﬁﬁﬁéﬁéﬁ% 9 W%ﬁ%ﬁﬁcﬁ%ﬁkﬂ%ﬁzﬁ1éﬁ?ﬁﬁ%
wihteh ven gddingy ofe dtotratsno MM & ortwdespippey madHarfi smd hev,
arn1176ﬁkiggbeing connected rotatably wwth an axis of
Gt i (Y P Hdtk e riAman Y Astswmigialf the
eheman iy dasignedAs i diedf ifdhbd Ssastened to
the upper part 6 . The first spring el enent 20 extends
aboat der agrimp B gepredyionatld .y Ther ilwest &4 kehedt

e rt f eat_ 7 . and the at .part 13
HEDZDS? §:w'%:oﬁ'%% g rC(]%%el %t i%%%% “on e rfqzl erC}s % Scsnl Shd A ee‘nt]elrﬁg
207 nnt hérer egirari eaf aanf r/ese .emohr2%hofa the dtatdreror e
first ?prkn el enent 20 has g prestress and is _
SEborted betieBi PR T SRR eiid 224 s Hid rfed it 23
Ry o sUPRYIut22 Henlak 1WheyF thRne jich & LORRSRMINBowden
| oad. The support is held by a slide 26. The support
28bdRE £RE Cs Foitadg ce ltowerhez0 widghmtaes prievgarrsch apirsmg

0 25 15 desi S raoll er 27. .The

S0 S R oAt T 2o et Litde
batesalrkey tubealllop .i Due gui dec28 oot BewdRpelcapalds 3442
angtligﬁlmﬁth a_lower end 29 on an inclined plane 30
6% e M GORESREPE 5°. HhRe Skapdrngdnt méddd sgprddd 5, the
rewakl y 4ppwand 2and sdewaward 19 thie Mddli jRar Shywh an
two arnms 31, 32 oriented parallel to one another, the
diApre11032 Peirdgdcenneerdndi wfeablk sas¢ o tife tieddl e

OB E T B 53 0 4B FiRhong Dt 6 Fhe aPaiig BPkRe. The

downward ghverentieecthenupwane RvremeRt ofrhihe whper
Eart 6 together with the seat 7 is braked or assisted
vaY SBEoHBPSEr FAGIeléreRnte7 thehdowesondngpRidry The
abgERNLid4 be3akLapgedbehuesn Lhe yppenspart 6.gnd
tEg nidélé part 5 and Ps es?gggg ggﬁg ?Sﬁ?cgﬁ'§§%ing
d8reTheospritnghel ementv $7 .and the arns 31 and 32 form
i.ghi nmechani Finally, the mddle part 5is
i%ﬁﬁ?gd s t'he" § e \é\g%tt% rRYAHD SARMo U 34 vER t cal
axgerek notakhani38, LAQ2Al cbRnELEYr €ndas nWiCh ;5hows 5,
the piece of furniture 1 in the position | , the piece
andf ar hiirarelever 2H8 ofak TogglroAkuaded@4&ndni §Figura
itign._pf rest. t_i 0_say o.person is_sitting
ggétééanggepgﬁaﬁugg?tﬁpé eyefhg4§pﬁ§r%ﬁ§P5661ic'
therefore stands at a level NI at which the second
spring el enent 37 has to conpensate only the wei ght of
the upper part 6 and ofthe seat 7 . In this position
of the piece of furniture 1 , the slide 26 stands in a

. e . e I
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spring el ement 20 between its tension end 24 and its
free end 23, insofar as the person | eans backward and

W bh@pesm3s ncreases the | oading of the spring ePENES1008/076605
20. An increased reaction force R2 is available for
cushioning an inclination ng%?nent of the person
together with the seat 7 ab the axis of rotation 16
in a direction of rotation w as soon as the | eaf

spring 21 cones to lLie on_ the sug ort 25 as a result

of N FEL i SpruR et THESt hkepeF sofs ahl Fbekdisardion of a
S 0F §7 URG@K + d feongt ocki ng T

I%ﬁ%ed pi ece %#Efﬁén?y%rgogcéc%%r%i%%9¥§8t%g2in€§%t%%%er
th Jereewtiesd con eblne | grpd oroar R2rbdvadabipchboat i oRe
ofxige seat 7 aboq{ thﬁ/q¥is of rotation 16_in the

AF et on V2 rotat T oty RS ReRkact i DRCPRT chevRr| 450 of
hilgheroddien Tieer ea0d i Do EoHecRq dus & Os@Laadi 34 onal
support of the |leaf spring 21 on the support 25 and is

t s> it P QW tate 3ili g witathieoni 2Tk. ofhé uswppere 25

- SO t P ittin t he pi ece_of
fjlusr nf%tssure 1 ?%Osugrr}ges %%éog{pé ?lg%\fers?%?@n‘él%oegi?'ao t {34 and
al soywjidess iri Sehd m[:tglizte: ]E)mg tz‘hm df e anphdit ggBéBJB@C@

5 s in Fiqure 2c for. the position | , between
?bnéenefag%f% i%?gagfgf%rrfdlq et sUpPorth 25 Rirrese comactrper
sd acss Has Hatordd HA S3)53 t heg Piges ol d rﬂzégéj\rl\ﬁc% 250

regai ns the snmooth novability of the support
ridsh s etk eames mmiafdie2] et astodnl wsalidigt par sofis of

r cline itti.n ition intq a :
upr i gﬁfbgsizﬁgl 2) g”c?s""u“t%u (cj)ont.s aBé)cl\/\rgeégé)éf'hed‘bro]sr?gti Iriocﬂ'ﬂjmg
tdfe tnmistzeisam gdh,e tém@;ﬁpaﬁiz_ﬁgidzzlzthe%?eﬂﬁtéﬂ&%rsﬂnﬁ;ed in

oy.t and the projection 22 vary as a function o
?Cﬁ‘gép ﬁéﬁ&%?mfgﬁff a[ijéc%]x "Thdlidity frérf@rﬁ%l%t%éﬁqm
lexsgl sidn amd Neof ithe MRRSePAHg & Hd lg%za_lgt i\ﬁi%a:]zdm

and Il is designated asthe weighing dist
tife WpaEing sdersed tye thesiBoveies Slakdred $B4ef drhe 234b,

' 6 i lesi gnat t.he. di spl acenent. di st ance
\?Irl qﬁ()%lﬂe ?%gscu%%erﬁ é%fé éﬁé:nght é:a%el(?dlrggllpcar]ts 5 t hus
frerimawieidh ﬁﬂn@ apatiner 22 2mpreserls GoRY &ritrﬁft %v\w&@ms of

nverts -t wei ghi ng. novenent, agai nst the secon
EC%ﬁ %é’ggllgngﬁtvef??t}i‘l%t &35 *diPgac ettt TSy @Rt 1 dsy shown
whi ¢hguhe fiiokst peRingY t@H Bt 420 Jdrs 11 MdWMeRGed J il
reaction force R or R2 on the seat 7 . The second
prishg leverenrt 83 rboutt res peiisg ofe alvdnitsmnSNE, s the
[ c f.unct i f the L. ghin venent
S PRoCGh tha war g o vy Bret Leate: Be T ionted by
am riorc ki. n@hieonppevremeny 0f 3a ipeksait1%akitiond 19N rEhged
pi ece of f gniture 1 and reclining. The weight force
A§35F hé g PsYATFs 248FetedEoRpeEsl Fahiled@ddrddmtioy
ehehpsspesbhi QRoAR tREFSEat-e7 10cS0hE! Ladue .t e
arfigufation_ofothe seat%7 gn tﬁe &gpéﬁgpgﬁtgggg The
ségarly, ishdwaurasFil§ar esd2a landioR®b thies ugesirgied 36

ner.of kn synchronous nechani sm whi ch,
5 gngggngggﬁ ?89I?§250¥nggﬁecg§5yl?g,aﬁpvg]arP§€ to a
diefilBletient bner easeher Bocmease obf thediReliunati gref
the seat part 13 or of the back part 14. The arms 32,
B3akRd2PReSepRPn§oeferBne 37iter m t he wei ghi ng

' ! ' h jght f 40 of
ST ot o o el bl e R ©

nerghirngymeehancail W gi ¥esontaetvisartrhecmeangst +he
converter 41 %% a,setting of a spring mechanism SM
SRCOYUPHGRED YRR wei Ghe PBP¥emgptépneResgeP8EN casINgny
hbe phe JE8i LHEE LAg ni.sm M. s
f or med ggsgﬁf%gﬁgyEgs ?hgv?ﬁggfﬁgé%?nSgg?g%eﬁggggg%f A
the leaf spring 21 and the support 25, the support 25
cooperating with the leaf spring 21 only when a person
sitting on the piece of furniture 1lreclines into a
rearwardly inclined sitting position P2 described in

F A/ p— .y o g
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di spl acenent distance V| which is defined as a path
di fference between positions SI and S2 of a slide 26.

wah@9aisdse 43 conprises a guide 28 on the uppePCPEE1008076605

and an inclined plane 30 on the mddle part 5 . These
two conponents give rise, due to a |lowering of the

gui de 28 together with the dﬁber part 6 , to a latera
di spl acenment novenent of the slide 26 which forns the

output 44. In other words, the upper part 6 , together

v&"%lh 4 AT Pl o5 vl t¥e thel ustansresi emnects
r vepent. converter 41, forns

A e T S R R B e i o a

di slpl sproement . Mheemenvter I]negp,osndtl OﬂSldstﬁﬂ‘Etdd lin t he

per part has the level NI and a |level N3, the
&“plf% OOt G 1o X% o e g atiest e

;Eyék J&h%ﬂ&d%é%éﬁﬁyaég%d§'@ﬂ§z§{j£Q>'f%gg¥ion
gear into a displacenert distance V. 'S
e imedneang et gdteh adiddfterec® atdveen dushiposid icon tHle
%Fﬁ %%h}l S3 of ?hg_sg§g1 6. The slide 26 s]ides
& Fgui o % BYNGIHY Yhd o dasiom
$>2E thes UeRar oo f frast enadivard,i aald Ybomyvalyy L, the

slide 26, for a first sprln%belenent 20 noving on the

H&d 16 fréhgderian & pdth s nmsidfenant at an

i C spaci th.n s
T R P S B e B & e
&y @afpegmqmgslzt];m@y uphe gbet, h tzh@ ksenplp@nrodﬁdll@at ed

the run of the |eaf is possible to
syl Sndet® B Rl PG Aier ot (e
ehgpeit: 20 w@u@mMnQO&H@ Qragf sihangupnartrnd%s qrs slide
26 and to_ensure a snooth novenent of the support 25.

YoleRast odf at R esigpert ofb the ileplfemprtiod By
hhﬁc%O%%%tb%ns%E 1l RLSLSRAC 195,96 3¢ 97 i n any
posi tion of the support 25, insofar as the piece of
ﬂ@pﬁﬁﬂur@lQUIQ hod, Ib@@md $h©wsrthelwergbxmgsmEbh$ﬁlsm

r%s %%em%%%uct ral Ieneqﬁat|on of th

|nterspaces nggnvgrﬁﬁﬁe lﬁlﬁuﬁgcﬁ&oﬂﬁlcﬁlﬁﬁs a
Sambhath@EIdhEYpBQtsFB@@hﬁ 3n. sOWitAgnt BatiagSprehh

veabi lity which the support achi eves as soon as the
ggr‘s%ﬁ%ﬁt Vit SR Reteh&rerasbemid lustapicight cdprrRng
pasi 1,08h r emd h ,an of
PG bR e P = F 5k B R i e
periog wsthgatheschalKOQrQQﬁsgalhedvynfthe pmdspute

again I The rtlcal bility of the
SO0 225 ae R iR e oBA By FLPguPdSHBe P anehdr feareal
ebrtiihg seppwht 2bpi nebong Babesr48qalhangedcenitheress
slide 26. A s_a result, during the displacenent of the

Snj gBeoBelifalsappdre 88, candf sheornehmapachsping 204
spdgagndgn e | I he
oo tron s g Yra eP sy 08 8o Phs Purpagee bhe
pLBtonheoeu@parbf25hba§nbemethomepedngaeoor§Eﬂgtketthg
gﬁn of . the ng 96 in_the direction y ' downward_ in
5°HgRgahBPES R~ b4hat phbh 28p|§680nFP8uF88 Afiipts
pEBriAgSEOD BeWAY taaeeaeduegeglEeegeehanﬁgagoefthge
support 25 between the path 46 and th spring 2
BUPFAR weflighPrhg Thepeatentbdarthe POA efilohe pafhed6

h pLun of t e leaf.s 21. A re urn
e RREBLE b o5 "Sue ‘Breima pos FEr snbsa08, 388 Pr: Ehene
pppetlpﬁr8|6tﬁkgﬁeﬁéd0€o whenibheeseatohstheli gYed ehe
the weight force acting on it, for exanple, by neans

8eakh. t BALI bhlupErabede ahPeh tbAnesis eRerefht&on63fo
t u L QN ng_49 is

%F%v gggﬁa?g§ egrlnﬁ EBflor elp?%cesko a uanfub its

illustrated in Flgures 2a and 2b. As already nentioned

in the description of Figures 2a and 2b, the

di spl acenent of the support 25 influences the hardness

of the Ieaf sprlng 21 mnth whi ch the Iatter cushlons

o oy o oy o, T Y 1



designed as a helical spring 50 which is arranged on a

slide 26. The slide 26 is guided, in a simlar way to
wWao b®ogaEsgns shown in Figures 2a to 3 , on thePCPP82008/076605

part 6 in a guide 28 and slides with a | ower end 29 on

an inclined plane 30 which is formed on the mddle

part 5 . The upper part 6 gut¥ed upward and downwar d

on the mddle part 5 on arnms 31 and 32 i s cushi oned

agai nst the mddle part 5 by neans of a second spring

ebeperergd7iuiBet Wekn abpve| et i bal 22adf sphengeas, 7iang

the first rrng el ement. 20 | rranged_a | ever 51

PR a@@%ﬁ%& Y)ntl?‘ﬁemju‘%ﬁg? %%\?Jf 8- rbtatadliar 263
a@ﬂuth@nc@gxl§6@fhz§§t@&<b0§lf>@s Tbea 5834 Tebss, SMPR%I&‘P'
from above on the lever 51 via a projection 22. The

| BRRrwines s24Qppoind et 0% nof urlre Bywddre ¢abkes sh3damgnd
e} enen 05 gai nst the lever 51 from bel ow as a
suh%%rér% LS?ﬁmzél@ea&‘person not illustrated, sitting on
t h@OFpﬂbc_é’hef sflutsi tBBe Andeckibpesn é&dhOEigs@S fohR a

Qgrson §£thén?é§§?the pi ece of furniture does not
v, tening Rhe iEdsh |<‘yakék&sbo%%aj e thedb
foF cenofmay &%Fﬁg

spring 9% %%ﬂngg:t%%%é;%r%ﬁgd%g uring a trét&/eqﬁ!l ng
ng@@ﬁ'reiﬂtd otodthe e guidpre mpiel enefur) thwere is

t e e 96 en t first s ng
a%emen ﬁ %’CI ever qﬁvﬁ HeofattaSh Z{J]éprs,odfn the
sacmdmg cEHb]Iehf acﬁzeceam:f Famni tung igrtoesd Rt dea id¥e -the

ure 4c illustrates, in this regard, a view of a

St fesiRfndted 4% Aitgure 4b tatse IS E it 2001 |n‘e35fes
L 8% 4 AL Ay 8 iRV eI DLy ThE SAIANG | %&
the spring 98, together wth a springnechani sm
ttHe @nmewsy, 032 e s Helgpra mep 37 athushe qrmmsas uie g:hjbmg
qﬁﬁp JRvene onverter 41 connectin the
wel gﬁil n;ﬂnec ani smW “nd thE EH Ny ‘mecha ™ aRrsmtes by
desd @}eﬂua@caz:brrdim@ﬂ @ H & oML NTRIAD 1NV 4Lz nghowa g n

5%%§333F?a and 2b. s a function of a position SI, S2
q%%ﬁ%%@d&%&@ﬂ%%@mﬂw%wwwy
e er@or? Qi tdiifie R, eRUageMeRL, POIRS %u?rrattl% s rlng
first spring el enent 20 operating as a pport 8
e RaIeSSes [theecuBl 268 & isupper eixiglf beeeriofy 208 in

i f f ni agai_nst agn inclination, of e seat
%ha ?:Jlt g%glmogfug% r%?r 0o 16°UTE Ta&Se st h&ﬁ 31

rse:lmﬂgn@& anld gur ehéa sapel iies loWwkewdse tigetthe rpiveed ehe
furnlt%re 1 shown .in Figure 4b. The only difference

FEmZEegurl 258 SifRStionerd, thes@aroyart' - 1Duanadathis
hatke rRalGt mb4epkntihe t3ea n i

one ano?%gr e[Onsé ¢ gEP§s§gg gngkt%nghgagaapurshbgoa
@@§|éﬁO@apﬁaﬁbeoﬁoadﬁmecedeSfQBﬁBtamd EBabcoEﬁengpper

nti_o di_fferent i ons | .and_Il, th
%ﬁﬁgsgﬁgtﬁgn@oFregVoﬁé?wBaPPtSf%3 fe SEerdngﬁﬁﬁlﬁﬂﬁe
theapung heenrdhspensed Wwot Rnhin Baqaanf lcaunes 2348 YRReh
part 6 is %U|ded novably upward and downward on a

ﬁnSdéPétﬁélﬁ 5obyNRedRECET TaRJarATial E@teaﬁawriynabamle
axas. @heho 3 ol l.e 5

e S T L P ONE
§eg@me 4pci gSeheHenhe3flngsrangedndnzubeau@pmbua@éﬂ 6n

iis a first spr g t on which a seat 7
SPE BaFaPUSoh Phe20SpEr paFt PESHORALADRPFABEUL AN
a%tetab10BBbLeNtAE LgiSUBROLLEdWhhn3d P%Hbgckbg” 22

agalnst an inclination novenent about “fhe ax
peiateéon iBeiln mpodikéoni satbf reepationowtheAmiddle part

i spl ace su 25 under the first spring
greﬁe% eaeggﬁnsaags ghFeBPpgﬁrPﬁﬁth P8datRPeved by
means of a novenment converter 41 whichconnects a
wei ghi ng mechani sm WM and a spring nechanism SMto one
anot her. The novenent converter 41 conprises an
artlculated Iever 56 mhlch |s conposed of a Iomer

o - - e~



according to the section Vc-Vc marked in Figure 5b. A
s in the previous exenplary enbodi nents, the support
wQ@200ansb1she | eaf spring 21 are spaced apart frecT/o8m®08/076605
anot her due to an interspace 96 having a thickness
D96, as long as a person sitting on the piece of
furniture 1 does not reclinei®The support 25 is guided
in a slot Non the upper part 6 . [0034] Figures 6a to
6e illustrate diagrammatically further design variants
oPnaelnghi Agshethan? SAsav®l mndt hpveneatatedvebbet stid
f i s fupniture. 1l aggordi to the jnventio
Ther B EE Gt YEnbhe FACR, g 6 6h BonBH T LB as ndd

pahé biagd am2ugper2parthls, atheayppescPahihnbnbeidbors .
gui ded_ novably upward and downward in a bore 60 in the

nt 80PR] pariguses Peddsedisaloss ias desdoad Wairtilmng of the
c ; ' . bor t col u [ a_duct

S LS e R G The bora Bo Eheliuhal iy g e
beoey E3usiy t hesappeed pavteBent Thendecte 62 &15d pseviged

for conducting.a hydraulic fluid 64 out of a reservoir
6BCCH AP HEES by The boT B2 BOSCR T oughe t KRl FutRY greFhmnyism

t Sieo 0o 68 @srds fUNEti DO Of Acwelald Borern Acd g on
the upper part 6 , of a person, not illustrated,
sYet9imnomeckayt smref cltl aterls oh0a hE0dpperdpired B2s | n

t t raulic fluid 64 acts on. a pisto
6%&/\%?8%?%%@%%0?%%(1 ag%'l ns#lwf%ep ru%‘f)leéespasf]tg%{%ycan
necdnsn o g@s s onaolt sprivepwel enment 37. The piston 66

c ' support .25 which i.s displ aceable on a path
4@6%%ﬁgaﬁﬁeaeFFp n§pP?ﬁ§a8F§WeWM 20CaHbefhpcheight
ded-pighmest heeeount erf asser Rfuddie Ji915ta SHd g & enent
20 agai nst an inclination novenent of the seat, not

i TRUST at @ . hamihy therremtul s tute 34T afd tsheo gightrod
f hydr ' e I ed back through the
&%%fqggkgﬁ%b<£HQH%%E%?%tﬁﬁééé?{%fﬁﬁhfrﬂs]%ﬁngglo 0
whi thi ndhe3 Seciondsespriany el errentb Gt gun e85 e . cakhia: U mFer

part qjto ether wwth the seat is raised by neans_ of
RSN T PP VISP Gt odsdOHsHt T 356 of

mfﬁ m&s‘draﬁe:ﬁe of s tﬂtﬁl%ﬂﬂﬂbkﬁlly &&Q@te@%cﬂ%}f-egn

variant, illustrated in Figure 6b, of a weighing
Isrh AR i 3 Grovagifernits ddvareiercaip Iieahs tan the

OR&KrAt i gngg%ggﬂ% | 9GO bl e t he

mrg%ggh y]W]ﬁ&%gﬁ%ﬂ%ﬁﬁn%ﬁqﬁ£t¥b%ﬁ%,

Hesresint e dfroy ceortrreanrtsad , s sihert readidimes ey ick dndirectly,

net or heol ogi.cal fluid 68 which is guided in the
'r?éogfgre\?‘cﬁ“}pe]& i e e HUE™ Y (GPTBSHERY i RS 89VaTd
Hadd Wniindr enswa RRtd Bl $RAH e Rfifar H36]scThe
arrangement illustrated in Figure 6¢c has an operating

fodeEncEmsaramae dly e ar rlavgamamnudisewiuln 3Bisgur e 6b.

I .r ast i.S,, th r__part i,.Ss _not, gui.ded in-
t%%?%ﬂ di e‘%éﬁﬁJ i%%i a%g%fgﬁ#ﬁ ﬂﬁ,éiq%ﬁﬂgagﬁ%héf a
guiwhe oy imeans: dfowermmandilylad3? bl @56.S krowmn f1er

exa Ietﬁﬁfqn1§%gyres 2a and 2b. [0037] Figure 6d

SRS Sa ot &1y &%ibﬁl""e\%‘r PANtLO ST 1OH] &7aldn odpsée
Pdide 6 dompdmieded il a 360! umy @ﬁe' %x%e*}%gﬁ 80 9h R of
m ddl e part 5, a second spring el enent designed as
& hgelpreais ugier itvpe3 S Afei rgcarirsasipeg cloke thee e celier eC alhenm

61 -,and, t.he ;m ddl.e rt 5,. Asli 26 is guided. in a
ﬁéQJﬁﬁ%ﬁﬁaﬁr&ﬁﬂﬁrégf6ﬁ§ @P@ﬁﬁpgr$%@w8 ditkEnte 1k ta
hegmsGhetft deeidRPels PR HBusing Hevde 28 afle gshinde

26 has a support 25 and cooperates with an inclined
pledRé 136, tR $he dewgint bager iavgreneeitgHi.ng Titev &weist ngf

t t B the slide 26 | di gt eral.l
R0er B BRI, ra ERiahE oG B SERE Ty Enafp oo

converter 41 is relieved of a weight force causing the
wei ghi ng novenent, a tension spring 49 draws the slide
26 in the direction of the colum 61 again. [0038] The
arrangenent illustrated in Figure 6e has an upper part

o o o - o ~ o~ Y
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m ddl e part 5a, 5b and a two-part upper part 6a, 6b.
The | ower part 4 conprises a base 75 with wheels W, a

whedoghsoiaglj ust nent device 12 and a carrier 76 BCT/HSPORI076605

on the latter. The carrier 76 has two carrying arns

76a and 76b, on which the mddle parts 5a, 5b are
arranged. On each of these ttb middle parts 5a, 5b is
articul ated one of the upper parts 6a, 6b (see also
Figures 7b and 7c) . The two upper parts 6a, 6b carry

t heosrdt tHe. pThesseat tdbeoAPhi seBnauppght peattioer 388 of
agg ahleft carrier 78 é ee also Figure 7¢c) , and these
calPy"8elBPh  EoVBFFAYSE 2DFhBOTWACEAF#PLY sMoRNERE 7B 2
h@MGitg gachneasgrapi HEPetm! €8r 7dppapdni8a andpanbves,
leg 77b, 78b. These are connected I n each case by
nmedhshoinatureass cavpledktagthenberts 79, dgSctskedal so
Fi 7c)... In Figure_ 7b, the piece of
R Y R e L T
nontbaded posihhobat FhaAgsi 864 vikut f §08psdhes dik&ChbOhom
of _an arrow | Xb. _This side view shows how t he upper
paft 8% PRUFHIAed’On T Hiadrdepar® BRLSFROArns 31b
ag¢1 3R8r i JNE MRPELCPAf 2P §SsE SO 9 B0 cive the
correspondingly on the mddle part 5a via arns %qa and
Papsfeee Filgaredda) . [0042] Figure 7c illustrates

t pece of furniture 1 wthout the cloth covering
aE§0§%fhpatét gtﬁéiéﬁg’aﬁoﬁ ﬁ@ﬁ@éd@?i@ecgﬁd t'He base,
ofeEpageed o dMeanoal ossledi R@S344 OolpledttSahdeyistal
seen in this viewthat the upper parts 6a, 6b of the

pFRLeOhf therpi SR 10%réhdt whhhett etnd o bndranmhernd
direcityr B ' ilhu : e
carriersr77@t%%? ?ﬁ%?gggé¥%§ﬁ¥gg¢ed lbégkéﬁ%%g%ﬁgr3§g
ohdymey heapize ofop hef ctlot hegoverThe, cuwtindlwts adred.

[ hg-10 desi variants indjcated by broken
PR e e P e O T e 77,
TEhar € Conrectegbyngreansiof s | easdi gnesdd exd bige or
&%%%d crossnenber 81 or 82. Alternatively or

tonaft Yt 1Hiesd e WIS e Provid omrlbice of
connesdd g £ e uipper paris 62 and Lher car 4L AL
t he upper part 6b and the carrier 79 via at |east one
ot Hyonalhe rosisyheimsersp ey upperrd eyt @nd i#Baresf as a

t 1 carriers 77 and 78 are supported in each case
v§§1&%§%ﬂ%§%ﬁQﬁﬁ;%ﬁﬁi%ﬁﬂi%@ﬂf%ﬂé&ﬁﬁ%ﬁﬁ@ﬁgTé%ﬁﬂvﬁpfﬁh?
20In sf oridei ¢ VPSR NG dreciani S igM ddves i idiring,

el enents 20a, 20b bei ng designed as |eaf springs 2la

AP 2 IIPTIB04FT AYUrE DRE YRR dovpe sdctSrdlg.  The
Ve PG id entd o |l aponn, ik B < ffe e
mv%mlnt§cop§1kvle rq; 23?224%% f%%rre etlv\ﬂ/gleré %&rﬁz{gdﬁgf&% ot
Sadaridn et ugperharindga,on ke wisee &4 urmidtires 1

so_.st andi i n,.t he nopl.ocaded position | here. The
h T DNy SRl 6 Wi Raiyitng b P e ther
helprgidgritth the: |0wer fard] @B I cxerewed dpsal d
carrying armvia screws 83a, 83b. The upper part 6a is
A& atBa RBOEBRYIGpAAFENENA0 dofmmahdr ohnehedes ddhe

[ I . a ich.are ..

e sl PPIT b rUHy, Wiastil, W 61 e
temel upperheparitsthm andi.t herhd ddite pardarba g egpeet ibslwsen
The seat 7 is articulated rotatably on the upper part

6a Vi€ 4o Rt 160 r sth@ticom fdeamd sgAn el sed PP i s
it atedl 1Ry 3SR OtALI; | s -
Ie5_77a of thg]carrier 77rhﬁh atlgﬁg#g§¥éqb ﬁgﬁggﬁgght
W sjiita drive redwdriieed of Hheofp tdses waay riudre .77.A plate 346
Furthernore, the first spring el epent 20ais
t%ﬁuﬁQHR%ﬁRﬁﬁéﬁ’ﬁthté*iéﬁéﬁ%ﬁ QYGPIES /i 5 (e Ser
part ba . The upper leg 77a of the right carrier 77 of
the seat 7 bears with the projection 22a against a

free end 23a of the leaf spring 2la. The seat 7 or the
right carrier 77 is thereby cushioned on the first

o oy ~ N - o, . = ——



10

15

20

25

30

seat 7 is supported, is cushioned on the second spring
el ement 37a and in this case is lowered slightly with

WO e@pest13g o the position | shown in Figure 7d.PCI/U82P08/076605

with the upper part 6a, the toothed quadrant 87 is

al so noved downward, and the pin 90 fastened rigidly
to the mddle part 5a with ré pect to the upper part
6a causes a rotation of the toothed quadrant 87 about
its axis of rotation 88 in the direction of rotation w
.WThB RofAtPngrtobt heddguadgahhespistani ngdi esd

AP VR e R RTESRET I Dipgier

| &t Leveandrhr ah8post sactustans| ahesutibssasuppothato

the left in the dire(gtion of the free_end 23a of the

| BRFALPT i AgCAL S FPLPALTAGL HP PRt WeenPLRBSsuppPeRt thal the
and: bheoPr 9h @Ctd s 22a1 b se L het €bYa 1 educsdnt FLgu

7d u Tct)wi S reducedsspaci n% blgtwee% tge squ§?§d2E§ gﬁ%
theape of éetdloru22a hdehzeauskspavyr eakes, cushhonhag of

t agai nst _ap inclination novepent, of the se
7Q§5%%%5?%%1% efs]l%? F AN 18IS co%rg(é?%gev\?'fhd? hgéo
pbsi towme shemnt ¢ Nt gikk tud o r Whenc b hehPessonatbi tEdGpled
on the seat 7 reclines (see also Figure 7f). A left

noR eMetht SRIMVENT Dl 13 1 3R i Rk Bo7 3 79 siestpeebate
Simdl g yet | t verger. .4

described a o%/ée@i%ﬂcgg%%élrlnﬁ.! The ?fl%g%é 01% #%?%lgt%?ze' 1
téwisemdibng Seerudh viHie hyliade t wWos wed e aige drech atih s 51 R4 .

d twospri chani s M whi ch are connected jn
Zgoc haa\cg%%t btyr/}gerrquen]sgqg(t oanP RNt Econverteer 43 4P Yy groves
Ash@ Eamcd i 8L of rdhes:poghtd o 2 wersen, siddd NG en
the seat 7 of the piece of furniture 1 , these two

cOriponertiee e @ iottdetr FropTtiiohatied yoie thser mei gt the
fasce of i dhe Panson-and haye cardesponding, LEAGH 0N ¢
forces of the spring nmechani sms SM agai nst an
i FHePuthath o imtersnits gfnd Heheesty hali regtedt ibutten 370
' jon-of rotati.qn w . [0044]. Fiqure 7e again .
gée{)iQ%%és,Pellneaasne n Sal(rjcgleoof1 il IV\&IS?I} at't on’e el $3 Ghiposition,
nve g eonveidrers ol a hows | reHd gie i s Wd etdieseat
ass_ocht ed wei ghi ng nechani sm WM and t he associ at ed

sftich PSRN - | MR stnI e Pesatgothe .cagle
| 4d ustfatd f and QL par

been dilspe%;heeg bﬁt{’cﬁyrﬁ?ﬂq %ﬁgil[%rﬁcéemfsa ma et(%l a{%o‘e‘lléq%e
desert priion anel dthegelno rkivgure thce {re04G]t ik qureinkf to a

t.he ows .a _positiaon 11, jn which the seat 7 , not
i%%stﬁbastledl_,orﬁs IIgCa é]é)uv%n'cl ﬁ)ea %_egrrﬁrh_fo gﬁ‘ad:f L&
sirtd idapluprgughte dah eRNMPaes®R Wit GWHe b1d hecured
rack 86 together with the support 25a of the spring

et 6 SRSMteds avsk g spigceFagpaatk th rde indmtef-
gﬂmélf]eeA§nghg3[§iQ{oﬁ h?oéjeﬁlﬁsfg! QQFéﬁéedTghg. retracted
i spl acenent novenent over the di splacenen i Stance
Ve liag itviee troesillet pofesgsuae ghikreg 3 erent lafwdrhéageper
par t ba _qver %\Neihg)hi ng di?%: ance W, where, for
SARINEN WA /= 1385 D UG IA 30 FLYE So Y e tdilghitRg e s S
IBBCE Rtinegener ahed Ry ithe oreighi NeWEC AN s MMM I .
takes place in the novenent converter 4la. That is to
ddy 2 a@gerimpm led odralof Whieglsiedd  nove mertinum setsinsion
[ f..the ri chani_ sm SM.can arried .out

g%t ;tg](r:ég %tStc? tr%gi’stggpgﬁeﬁs e ps(?ertl\éltjioﬁ’g O&? e NS InY
IBeoh aringinSMeake gean s gie Rinldy drh @1 iGHIHRT fiof G@e cavity
agai nstan inclination novenent of the seat about the

25 odf thet dOMER Pessr sogeneeatted ddis f dmctbugm of t he

i for, it [ I .act the seat. Th
B arores 1o PR REIRLE LT, Phe B dinptit
bet ween the support 25a and the projection, acting on
the | eaf spring 2la, of the seat 7 . In the | oading
situation illustrated in Figure 7f, too, there is
still an interspace 96 between the support 25a and the

Y . Y o " o o e,



of the support 25a under the leaf spring 2la is stil
possi bl e, since an interspace 95 is constantly
w@e@9mesi3s This i s advant ageous, for exanple, WENUS1088/076605

person sitting upright subsequently increases his

wei ght by grasping a heavy file and reclines with

this. OMng to the rapid and4snooth adjustability of

the support 25a, the weight of the heavy file is

detected for the counterforce to be generated, even

bet ouetthe, peisbnthechbnesngCashi pabngdwhgch 18iF60m and
an there be avoi ded, An_operative connection

soft

&O%%ﬁfﬁ%fcb%?%réﬂ PREVSEPPLRE 284SananthBPPEAT P3PPI ng
2damPseh s Onl yewhsp Lhe pergep 585&98@&% Phebl Bhan a
upright sitting position, sihce weight- epenéent
cushi o oy #Peeyancedaontyovor foeckkanpye Thethe

[ eased and i.ght - depgnden unterforce is
é%ﬁ%?alge,t%f?ﬁfbgggf?ah ac%ﬂ%ri@%ion of the |eaf

Spud 6% 2tabaven sa capiliyn @ cavielc 18R s See diaure i]b)
corresponding to the thickness D96 of the second

i FRERRpERe U6, thy Phate eadspringlo1autdni #88t eonnechad
t e.Fi C) i ng-21a
e SR P S B E P e, (OB ERL BT
fereeld Pandhdéust preévemds on di bpdacenend efbdédements,

S ort 25 til the person_ resumes an upright

sﬁﬂﬁ)i ];ajbeog?)fl o%a%ck&%r%%‘@r‘?% g %_?%SB&]S Ads .
Thed COTSRC L L KA USaIOLE Ui 1 i D8 OPLH abd VE SQPEECH] POty
t husoccurring between the | eaf spring 2l1a and the

sippdtt PP teads to ahse neheake bha whkesproed fhartethe
whi e act &, £aunt t t oj ection,22a

of thégﬁéttefng éa§%%%g$t§§@% t%n‘p d?%séééé%cg%% can
Hesvere consar beiarh nghdJ@ab Idebd ivog | oavlired to one of the
count er beari ngs UG and U& having a spacing L2 with
respect” 4 oa%?‘lgoﬁn%q?%tre? saerécp Ftr}?_:;%r%u%‘%) S.’eel*ﬁ‘?%d stacty

R ataxies in proportion to the weight force of a

person sitting on the piece of furniture. In position
1[00&&e [BwePCEBGACEr hERRI H§CUGSARE thetBecemdtl owdith

wtﬁ-bﬁr g ;m% p@él,% égj ]
respecf' o} oneigﬁ%f%%¥sEﬁbo4- é HE%re I+%L%£¢{h%%?%
fagseherorderiqnt Vardrahtcafnectipedeowfidfarit @ uwervardly
accaordi.ng.to.the invention. T iece of furniture 1
A Gt 5 AP 1o e G B
Xs ahel dhaiying a¥h QYR 9858 S@oreMi Al ibusing
arranged on a base C. The chair 3 is shown in a

o FRIEE gosiatiioe 1te ke st e cipransb e isigwerod
I j r u 6 .. Th
E?g%fgmkég¥ﬂ%gg%§%g?ﬁ%é§é§§gn$¥§?R%ﬁﬁvpg{(gﬁsﬁ%mfé%kfd
whti lett iivee desitgreedadsl ea quiideer38H)1 vanickH siydwiggade ifidst
gpre 2%% Ofr%QGCJDMBr pﬁ{t 4 . The ueper part 6 .
Gt €88 EMaATIMS o3 o AR "k dtoTFaf itdhe spring
eRMeetiesh e e diidilEe NRde 5 by neans of a hei ght
adj ust mrent device 12. The hei ght adjustnent device 12
‘hlsesnatBet eabpeinpnt ngf ABidesegnédiaatla, phbanat iic
ri n ' earing 20 nd a spring .el ement
Eﬁéfgﬁﬁﬁqég'g ﬁgﬁ#ﬁéﬁg§%Fthf%§§‘if%ﬁ%%%&%éi g 205
afddtilve qpredurEtnos sPrd RG2S I s Haagianed Hd ddewn 3wy
in a bore 206 of the carrier 203. In addition to the
Surd e e 208 1At tsveoridth Chsphiavs izan dhprickes
j r.0 ' [ [ i - ressure .t ube
%Sge%tT%gsgxggﬁ%jen\agﬂtﬁg 2 ég clgosdrrpet?)l sn{ellsltngcgal%pgtz]re aelléjnk%nent
difsk$leaped lrei rRgrd2@Rkdrd g ildeweto rpatl-1s haped irdmg 210
whi chhas a caollar 211. The axial, bearing 208 is
PRSE&NERSro 41 AGERP 207 tife 91 X561 G Zav exfiRsS
pneumatic spring 204 is supported via the collar 211
of the axial bearing 208 on a bottom 212 of the mddle
part 5 via the helical spring 38. Above the helica
spring 38, the pneumatic spring 204 is guided slidably

o o I ~ N - o



sitting down upright onto the seat 7 against the
helical spring 38 is converted via the Bowden cabl e
wQ1id9asmd3g he | ever 214 into a traveling novenePCT/U820081€76605
support 25. The support 25 is thereby displaced under
the | eaf spring 21 as a function of the weight of the
person sitting upright on thédseat 7 . The leaf spring
21 cones to lie on the support 25 only when the person
sitting on the seat 7 reclines and generates an
i hereblsedf t orlgle aboatcamhodazentaheaghs efljustatihanof
1§hevégv¥héchsthg seaﬁ 7 ig connected.g'vohabl to the
uppRrpartee STACEoPGLR LASt R8VEelFi6R FhSt HBPer base
upshehitest f ti ng position generates about the axis of
rotation 16 is absorbed via a prestress of the |eaf
spPP®3] 21. ThRi dnyeafdrns ith&odi treatiroir teterte tdrendafry
SO 09; fdn COMPEL {0 LL QMo F NG SURPREL 23, DELRM 8 L0 ry
| atter has reached a p05|?|on appropriate to t {8 !
pEr sembsawes gk ve BAopo@et at oAigtekemraenAionWRieAihSthe
connected to the Bowden cable 213 instead of the | ower
rITAP2100 T2 aF L3P Ft ustrated as a design variant in
Figure 9a by broken lines. The operating el ement A
allows a manual setting of the body weight of a person
sitting on the piece of furniture 1 . The operating
el enent can be operated withm nimal effort by a person
sitting upright or bent forward on the piece of
furniture 1 . [0048] Figure 9b illustrates a view of a
detail of the chair 3 shown in Figure 9a. The vi ew of
a detail shows a design variant in which the seat 7
and the upper part 6 are connected by neans of a
toggle lever 223. The toggle |ever 223 serves for
absorbing the torque M which the person sitting in an
upright sitting position on the seat 7 generates about
the axis of rotation 16. The above-descri bed prestress
of the leaf spring 21 may thereby be | argely dispensed
with. The toggle | ever 223 conprises an upper |ever
224, which is articulated rotatably on the seat 11 and
a lower lever 225, which is articulated rotatably on
the upper part 6 . The upper lever 224 and the | ower
| ever 225 are connected to one another by neans of a
joint 226. The joint 226 fornms an axis of rotation
227. A spring elenment 228, which is designed as a
spring 228a, is connected to the joint 226 and draws
the lower |lever 224 of the toggle | ever 223 agai nst an
abut ment 229 which is fastened to the carrier 203. The
toggle lever 223 is thereby brought into an
approxi mately extended position. The abutnment 229 is
desi gned such that the levers 224 and 225 formw th
one anot her an angle a of about 175. The toggle |ever
223 consequent |y buckl es only when the person reclines
and therefore generates an increased torque about the
axis of rotation 16. OMmng to the choice of the angle
a, at which the levers 224 and 225 stand in relation
to one another, and/or to the choice of the spring
force of the spring elenment 228 and/or to the
arrangenent of the toggle |ever 223 between the seat 7
and the upper part 6 , it is possible to adapt a
bl ocki ng nechani sm 230 to the special geonetry of
thechair 3 . Wen the toggle |lever 223 buckles as a
result of |loading, the leaf spring 21 assunes the
support or cushioning of the seat 7 . At the point in
time when the toggle | ever 223 buckles in the
direction of an arrow x , the support 25 has al ready
been displaced in the direction of the arrow x 1 by
t he person according to the | oading of the seat 7 .
[0049] Figure 9c illustrates once again the view,
known from Figure 9b, of a detail of the chair 3 shown

- p— ~ T T a p— ~1l " o,
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sits on the seat before recline, thereby permtting
t he wei ghi ng mechanismto work nore efficiently. The

wo 200893836, 317 define the path of notion of tPEI/URYES/076605

leg 77a of the carrier. The chair 3 also has a second
carrier which is concealed by the first carrier 77 in
the illustration of Figures Pa and |la. As regards
the arrangenent of the second carrier, reference is
made to Figure 7c which shows a chair with a
cogpanapl e construction. The seat 7 is formed
essentially by the two carriers 77 and a body support
nenber COQ&I ured_in ong egbodlnent as a.cloth
coverihg B’ WRIEnSBPPAgEs ﬁBCEBEﬁeEPQPFhélegrrlers
77. [GDS@?dﬁheupm@rte@emBéa and 77b are connected to
one anpt Vi Lty I nki ers 79, The
tuo carriors Fror e ad ahyuBber BEhEnEREa S5 e (R

UpPiet Rrdy sppeeacherass end a épwehgcnmphaﬂnSnasa/pted

The seadugpd Scd Pt St apl g1bggether with the upper part 6
about a vertical axis of rotatjon 39 with respect to

t he middl Jd“h?‘ta%l%n%lptfbnt?h@eFBWéiLSBaPt-aalngTﬁ*eld body
vieipgh g needkan sea VM @pﬂpﬁgslaécaaﬁebtnabb uSPEbNg AS

hds de ned as tic Sp 04. The
\#&pt(e%"r paretdc éegaorrprl s%%%gga?gg ?e§% ggﬁsﬁgg g‘ﬁf)%%eda“d
of twa migidrisygmetchaal $iy despyoaddtocasaydngdanssazba,
ar S t he
A oo 2 LR B R kR b e
peivedesign,east e?efﬂe%s‘i sahddecenee agavhine Fbgurkon,

thedich showspyr Gl die tMadbbkhi & hea§as ¥4 n}Qe@\[/éréI'l Ssf{a
&o ar abl deS| i 0053] _For the enbodi nment
g%r esa“f%as C@é%okt W%@%ﬁ%‘ﬁ? %%n%%i‘?‘e‘f’ehih“t%r ee
Bewdem icab|ies nR84a] %@Mne@rmdsaﬁdcfi:ﬁ@t ben s esdicdiid
HQuie . f%ﬁ%ﬁq{@%% “t,%lg DL, converter 41

onprises ‘a couplin s ?h% Th THE Bowen®
O&BI9ds 2aias sy mcdm@o@e@o@@m@em rema upper

e@tdatllomexofcdntgﬁ;d&&er PRIa o Wi de I eSPEGTHL Oy r‘i@e
mddI% art asdcou ling 235 is desi ned as
Ao tebiite s o5 & BRe bRl mEt S bfa H igiAre
bhal, sedonda r&luwitebl?vdm:semh rﬂ:l&biﬁd da%ﬁgdthtslét@jﬁﬂfl,tlﬁ&oéﬂ

i S i b show enl arged and slightly
?grgfslip%cﬁ%g%rqﬁ ustrations of the chairs 3 shown in
Fi gures 10& am¢uibd;id rephieng egbrapr of indiea qaregsng: drube
EBapakd Q% etel ) lwér Q:omi;r&?er‘?@ré ¥d g ﬁfﬂ&f‘%odzs?

conS|sts of an u 36 and of a |ower
FHE SN PP O EH 1Y2§7r%¥t DAL S | T R L ¥ t-cmesald
preksbere Th®egarrying arm 76a is fastened with a free
end 238 of the | qwer l.eg 237.to sure tube 205 of
the pneumafi &85y ?%ectzlag{ﬁ‘e‘&i e INEYR e
sppéngenddofcoapdyld rr isthaild h[mmmgcampcﬁtegwes lla-d. A
spring el exgn [ @Hgte t er, 1 eqg 236 of
the carri eg%7 g%%té’r leddr}{; d$rrleéjn&%isstocno |Q§uré}§j
as a | eaf §pW|eﬁ§IhZIl%r$mr&1 dirpdsntkrbdteestvizaofd t he
cabpker Eﬁdl $aSUPRIULH M tih A adant r?ng% ald; is
essen%g eL Spri ngCI 21 i's prestressed in
PPHk236¢E IS ﬁ.t\%eﬁea %/S@olrﬁn@é%aéa:% Q@W%besfall%élatﬁll
twadt becadapiwer ga3%g fyLxamle With pin 259 or at sone
ot her location. A cross nmenber 363, or spreader, is
further connected to the link 361 and spans between
the | aterallhy bpayedpgrarterst iictarasf ¢ I@imtiaifurdher
stan erebetvveen andte nin the
E@%%g%ég e%ﬁlr églali e AR | B O } i"§Shaietd
sprpader aBGSSiancmméaredrcto:etV\een the opposite first
l'i nks 316. [0055] Figures 10c and lie show a
perspective view of the adaptor 239 of the |ower |eg
77b, the mddle part 5 and all the conponents |vying
bet ween these. For the sake of clarity, once again, of
t he upper part 6 W|th the carry| ng arm 76a onIy one
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about the axis of rotation 16. The hose 241c of the
upper Bowden cable 234c is supported on the | ower |eg

wWQ@33009/0sp18$he carrier arm 76a. During a rotati onP@f/U$1968/076605

seat or of the upper part 6 in a direction of rotation

v or v 1 about the axis of rotation 39, the upper

Bowden cabl es 234c rotate to§ether with the pneumatic

spring 204 and with the inner ring 243a fastened to

the pressure tube 205. Due to the | ower Bowden cabl es

234a and 234b connected to the stationary middle part
r|n s 242 and 243 are held in their position

shomm g@?e 0¥, SEAPPRY atroabirhg 6f EhalBedt wBprein

oiaicmm@p@lem@asprﬁng tbrpwi 585 240a1ap8d124pbiage

drawn downward in the direction of an arrowy '

These then draw the upper ring 243 onto the | ower ring

242. The uppee body 248pdakestupctheei ofieclaimgl2Bdather

c 0 6 W.re

A S E Bonbe: cobr Bl R gt a T6eIGhAT | e
Vi reoihertd saddi Apeingingcasasand a first |ever
248 of a toggle lever 249 in Figure 10c and the plate
346 an Iever 249 in Figure lie,thereby draws the
first Teverl DAPPRY t REPHPF bt FBRCHET Pﬁgckaﬂrmcéuﬂb@ifem
tSBimhe:akaIé:e:L@fc@JISDédi ng%l2£€ t&@@tl ﬁfd@roﬁ4§a%§ pognbed
Q pagt rotatably_ about the axi rotation
f%x%fqyﬂe sé%t 2P e ond 1 eGRTODEHLS ?h%a?g@ggﬁlaﬁver
Znriectoohreet @oe t of aszsupports PEgratadt abig aboat an
i Mo Of RO Z91sa JHCSUPLOLL £8via Faplensd L8 saiq

second lever 250 via a s and 1I's gul ded

]tfpp@%l %ga%‘eabqi @%@smeqcs prawe@ pehehihet he 45@3@
s;uapakﬁal For this purpose, the upper leg 236 has a
| ong hole 253. The two | evers 248 and 250 are
connected to one another rotatably about an axis of
rot ati@on ZSB'IGbeCFKE)anSUMOHt pstr2Sdurdus f ngldhe Hoadi ng

L S P Sy th 0 I

e S o o S e e Wl (R LR SR T
T d el & hies seattrled ried | evd mieite he upper ring 243
is thereby rel eased by the Bowden cabl es 234a and
234b, pr myﬁg respect to Figure lie the cable 234c is
rel eased, IR TAGSERP T ST e 19T sTLbhep Dagther
@:forrtgrastlog;glam | ssviera 2419 Hhatcko @ gas the i dit 10g tmpwmlyl Brom

1 t
S e S M o e AR L o 1o,
ey sidsorae 26en al sol ehsaupdacki ¢m ame ai¥ecki on of

POAMIOM Yan aELHRPEIEAN-248 45 Sl B anesns! ¥ng a
raised again via the wire 240c of the Bowden cable

SAPL S AP FOH TP i | 3R A, s31d catn e
sedn eladrd ynovedﬁjgyrkﬁ@t»aé)@n and 1desthaw thestpped $&8ond

236 .and the | o 237 0 e carryin 76a are
el d%du} Sooneasano? eoysaffe%naschto‘fa%o? rk?‘é‘%gﬁﬂ ;ge‘i:,‘f%%f?
pladice 128G aste and oldor pesunmidns [ 0057] Referring to
Figures 10c and lie, arranged mirror-symetrically to

a contact surface 257 of the carrying arm76a is the
aboverfent i driead xabiortirre Yy i Higeeetiwhi eh clrim ek wherein
ahaverrpdianedsgoonsb £ag rd gy, Abar 258, only hal f of
which isillustrated, connects the carrying arm76a to
the carrying armnot illustrated. The | ower |eg, not

il ustgr at edHen o guraspdder Qfedbees &f dheiwar s rdsn
art.icul ated on the upper part 6 rotatably about the
S AN AP Dy RIS 4 M Bt I e s
cuashi oreds iony tdwend wiade s prr Npr War i ol dod5%d to said
Dependi ng on the design of the seat or of the

carriers, the bolt 259 may be installed in the adaptor
239 in four different positions 260a to 26Qd. As | ong
as the seat is |loaded by a person sitting upright, the
support 25 is displaceably under the |eaf spring 21,
mnthout the support 25 touchlng the Ieaf sprlng 21
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205 in the direction of the arrowy', is conpensated
by the S-shaped run of the Bowden cabl es 234a and 234b

W@ s@e/034130 Figure 10c) . During a | oadi ng of tPET/EERDS/076605

by a person sitting down on the seat, the pneunatic
spring 204 presses the cup 262 via the axial bearing
208 in the direction of the 4frowy 1 counter to the
helical spring 38 and at the sane is | owered, together
with the cup 262, in the direction of the arrowy 1 .

. . . ¢ U i ght
e Ot ™ Do of ot 1B Boadan-a4br o5 234 EP8sge
23 pSa P eCyPbRY- ring 243 is thereby drawn onto the
lower ring 242 and the pull is transmtted to the
Bowden, cabl e 234c . which is fastened to the inner rin
230 Who. BN Lhnt RSAE THBHCEaRtes 4 i Jph AeERbRt ot
ofed e supporioSof sewidigueesibde) tubSi ageehtie rings

.t he pr ure_tuhe 205 of

e e £ S e SR O BESP SRR e ey
rottendn@Portheyn chh dospeaed ihesaigosaviby sich that
respecird &sihe il £5 pAst i1 6¥EN when the seat, the
upper part 6 and thepneumatic spring 204 are nmultiply
rotated about the vertical axis of rotation 39 on the
axi al beariTige 28y Theppd NYSnfize ANGE 2481 AUS AGE+ RS
free-runnin rotqgs.(Laggq% Figures Ila-Ile diﬁflo e a
SR VAN afit Bt HC et 'Ghi Ay retbhadt 89 URIA ERL R ah™ 9B
usE] widt@nyrad, twieepriavi sasd yadeset o bedutoveneat

qﬁgxgg S, ANk SPrd I : roa nse,

t he vvek%gil ng nec aénp%rr{%ﬁ%@vmnﬂ)?%ﬁﬁ%ﬁr@glgag??g i's

RMF LT by turning the wei ghi ng mechani sm of - Fi gures
1Ca-10Gd, nodified as noted bel ow, upside down. This
provi des significant advantages as noted bel ow. [0061]
The m& hi rf‘g %%T%ﬂi%%wl?%c? UHRSY S HP YRt 2Fest et
deoniel iRy confi gured with a pneumatic spring 304

havi n . t 4 i ston rod 348 .
ext en%%ﬁﬁlﬁnﬁ ﬁae 1;%%‘;(?% %%%@Aﬁ% ahnUT ar rilt‘—ilifnlg;;oor’
350 | PFECHBUIN a itsbotedm ofody cawpryr35eehioened in

adyrig hasercamaetiotbondht Wers 09 398 of ytdeein a

ressure tube i s nop-rotatably connected to the .
Qrﬁﬁﬂsfhtr FHHHI T Es eGP i S t%w%m%%ew oS3} upper
laowkerl ddase conporeTis bf Shied tiedse ;' coupd e 1 gist used

' S nnected, whether directly or .

Paﬁadﬁr%ﬁ ;}? C}eg‘% Exanpie i tH ah E?I}ﬁlgp%%%ff ng tohponent .
TR eI b as @ woTmpurteritube i cwipbed @n spberlewsw ar
3Rl (BXLENEI NG, suva dlyg &éﬁ&fhﬁ%'ﬁ% B A, 3884

ext endi ng downwardly. The_ annul ar ng 3 i's
MR 9 F IR 1 VGnero dihigl BT I BBetuley annpesing
[BIGRSESs 36 G i sard D IR RIS @Nsp AL @d | Hd Wadhp i the
| ower conponent cavity 352($nd the exterior surface, of
996 DrEdEth S TR IUE, HhP 9P SHagestPR BT el 314 Helston
aydd;ndmicca waaldhiofg tdyer oy sd ingp @263 dbe ttheehes gid

' t i .he housi ng noves up and down
%giaﬁév{g%nc?d&éeﬁf&%eﬁg%a%’e conmponent 4 . The housi ng
320 i SaivealFaid turmes! ateipgnend reotatiabt yjo said lower

i Qgﬂg I gy tabes : ion
366 of the houg%ﬁgefgﬁ%gﬁéﬁ%ed aﬁﬁéﬁiﬁégﬁ?gfa_?%EHé
PR iTh T2 SRPaRSSy t6F S e sift ep Hrdn sakd upier Pase
GRRP Iy GuppdHtChndnbdir i coupled to the seat as
descri bed above. An annul ar, or tubul ar_bearin

suppodBEF1NNA RISSEIP diftiffearc’ 1 3h g BeY 1 Spring
suppetist e beidpomef thehousidigeRad @ndkd el wsesr
an interior cylindrical surface that is shaped to
receive the pressure tube 346. [0062] An adapter 322,
configured as a cup, is supported on an axial bearing
344 coupled to the distal end of the piston rod 348,
with an end of the rod and actuator button 370

ext endi ng through an opening 326 forned in the top of

— o o NS N
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wo b@9gzE3gyl i nder 304 extends,

about the pivot axis and thereby noving the button 370
to the rel ease position. Wien in the rel ease position,
t her eby rai si ngPCTIESHOH076605
to a desired height. The user then rel eases the cable
382, with the button 370 biasing the actuator about
the pivot axis and thereby nb%ing the pneumatic spring
to a lock position. It should be understood that the
cabl e and cabl e guide can be reversed, with the cable

S@@Mﬁ@ﬂeﬁ@ theapctdat gr sand lB@eQUbgﬁpéﬁéHEngBQHEQethe
pl at e, the piston rod 348 is extended

r%t?%i? d ?E$%t?§e3?b diWelghéRgupRrilBe 346, and Iomer
base conponent 4 , the housing 320 noves within the
recess, 360 orned in.th vity. of the | ower base
conpon%%t e 4 %%&?ﬂuﬂfh%?@h? %? FRECRBA: COBPL ek Rfum
exeemsi o d1d heogy ssoppood, mahbéeastlat poet tonsaidt he
h g@épgcéﬁg |ns engaged with and/or disposed in

e cavity 352 of the I|ower base conponent. This, in
turn provi des for an inproved aesthetic of the body

SUPPOri &t r Uk dINfet Mbd hot helgpfrrsr@gwﬁ&@epﬁ Oé’éﬁa N94Pusting
uni f orm and nonpolithic colunm between the | ower an

UPET DR RINdFEhHt SOMPL18EF JRORI Y hai ‘@%l‘t)l%o%?‘tpbﬁg to
reddies f t it aadaywe St aged appear @nser a@ozﬁ;bk@x\i\@ntf Ofelative

len th nbodi f 9 Oa.
T R LT W
corhesred urpehecepiedeemnd a cabl e gui de 388 connect ed

to the upper base conponent, or carrying arm It
shoul d be understood that in alternative enbodi nents,

the plhte 346 dAftRd sebuFbrim ol 4 Hehgretorsaidl. calmle is

agslipiead, td her codd e prhdes 888 canber secrvedaslh rectdy
It also shoul.d be understood that the

to,t e adag(g
coaneceﬁ orid Of RS Chbt & D 40 Hn o CaPF el YU S8 L ard
et rlearsedie wff sd i ovald endbemd) setcdingsbdn amepaient .
the carrying armor adapter and the guide secured to
the plate . [0066] In operation, the user sits in the
seat, ¥t h Hie Ntk thelnusk? PusHien edmchriyd ng
A LppRTg @s(ﬁelcgzmmergaﬁj a8k E AEd 2d NS NG 320
dq¥n J%%% ai nst Hgg bi asi ng. force of the merghrng
‘%m% eé‘gﬂﬂ“e 1 S T R R e SHpb et
and housi ng 320 noves rel ative to the adapter 322 and
pisto od 348 and, ¢ c l.at e 346 the c 240c
I's pul 7<rad relative tog eélgaa]b‘ﬁpefégwhe %’]8'33 jdratt/t}sn
el ihssitontevadt 248l drvadiusnart rreerm@srcrtgnrfmw of
tae ISR 10 JPRGRAN S TBAS: a@%tﬂ&%@gb%an% %ﬁ?ﬂdrc!np ddhey

enbodlnent of Figures Ila-lI]e, there is

rPdtS&'bey%%derﬁr%d? R K RIHFERA i aao‘”cﬁltei%‘i?alpcrﬁlﬁg]ém

and cables. Rather, the adapter 322 and plate 346 are

Lot a1 a4 W d TR R0 20 RS e eprponen

@ﬂmg§quUﬂEdmmrlﬂdSIaHQHVIHyJMthIWHEIeﬂH1&Hﬂﬁthdﬂhlng

t ce of _ G Ie to
é%%” é?g”gqﬁﬁé éhpé%} Sﬁt 5gqprggt e %ﬂan cé%35|nce
SR e te S ¥ e Jwvtehr tﬂterﬁﬂppemdjfa@éol@mﬁimve to said
[10RGS] cHipdravant 'm@fer‘érp%talr@%tcf qlé{]oa e @r e

embodi ments illustrated or descrl t he contrary
iS2 Tehihoshe S URRA to FiRsPRaE cﬁontnrelserﬁ/@fﬁmﬁtmq M height

sgopa ief Hdty &upptstCndinBe 1 kﬁ]etwe%rb%d)fna%&m theight

s%ﬁtcture %%ﬁpr|3|nqb a body. su rt menber; a base
or‘rﬁk?rt?é%/h ePHF é%ﬂr&%tjyls

Wﬁlymﬂwos@rm i lsaviel conponerd wdaptediyt alidort
supported on a floor; an adjustable spring nechani sm
bi asi ng sai d body support nenber, said spring
nmechani sm adj ust abl e between at least a first and
second bi asing force; and a wei ghi ng nmechani sm coupl ed
to said adjustable spring nechanism said weighing
nechanlsnrnoveable betmeen at Ieast a first and second

L )



connected to one of said housing and said upper
conponent, wherein said cable is noved relative to
W@ 200d/08EB8 € gui de as said housing is noved rel BET/US2008076605
said adapter. 6 . The body support structure of claim
5 conprising a plate connecteg to said adapter,
wherein said cable is couple% to said plate. 7 . The
body support structure of claim6 further conprising
an actuator button extending upwardly from said piston
rodnbwheeat ni sandvadt vatweehut 08 hsxmmvRabhe RehWReR
a ggkgagesposition and a | ock position, an actuator
cBRRect8d°t o said button, and a cabl e connected
bet ween said actuator and said plate, said cable
moveabl g betheen hoheast o pfh o4 ghd.segond position
so as to nove said actuator button between sai'd
repehsen apll PatR PHeFILbBAStUse  eThendodgosvnppodliy from
SEA UGt HEEs Phg Ol @h 8 di MNes £ Ny Sk # t LS i
cug. 9 . Th@gbod%%support menber %?gg?a§%$€8§£g?e§§rélon
sh? 3t PRFeC oottt cdhEY s’ ¥hsreyn aabdwpeeasnre
sailge hosishag CDSIE1 S €8s adk LPPESAPOs i SEr € OHBhISSr t Os

| d.a_l t bl
PR IO L RS o 2 B S B o e

of claim9 wherein at |east a portion of said pressure
t ube extends downwardly from said housi ng, wherein
said downwardly extending portion is disposed in said
cavity such that said pressure tube is not visible.
11. The body support nenber of claim 1 further
conprising an actuator button extending upwardly from
said piston rod, wherein said actuator button is
noveabl e between a rel ease position and a | ock
position. 12. A nethod of using a body support
structure conprising: supporting a | ower conponent of
a base on a floor; positioning a user on a body
support nenber coupled to an upper conponent of said
base, wherein a height adjustnent device is disposed
bet ween sai d upper and | ower conponents of said base,
sai d hei ght adjustnent device conprising a pneunatic
spring conprising a pressure tube coupled to said

| ower conponent and a piston rod extendi ng upwardly
from and noveabl e relative to said pressure tube; a
housi ng di sposed around the pneumatic spring and
coupl ed to said upper conmponent; an adapter coupled to
said piston rod; and a wei ghing spring disposed

bet ween sai d adapter and sai d housing; noving said
upper conponent relative to said | ower conponent

agai nst a biasing force of said weighing spring in
response to said positioning said user on said body
support nenber; and adjusting a biasing force of an
adj ust abl e spring nechanismin response to said
novenment of said upperconponent relative to said | ower
conponent agai nst the biasing force of said weighing
spring. 13. The nmethod of claim 12 further conprising
rotating said body support nenber relative to said

| ower conponent. 14. The nethod of claim 12 wherein
said adjusting said biasing force conprises noving a
cabl e coupled to one of said adapter and said upper
conmponent relative to a cable guide coupled to the

ot her of said adapter and said upper conponent. 15.
The nmethod of claim 14 wherein said cable is coupl ed
to at | east one of said piston rod and sai d adapter,
and wherein said cable guide is connected to at | east
one of said housing and said upper conponent. 16. The
nmet hod of claim 12 further conprising adjusting a

hei ght of said body support nenber by adjusting a

| engt h of said height adjustnment device. 17. The

met hod of claim 16 wherein said adjusting said height
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