COVPLETE SPECI FI CATI ON Benzodi azept ne .
‘Conpound We, AMERI CAN HOVE PRODUCTS CORPORA- nmmceutical preparations
containing the com TION, a corporation organi sed and exi sting.  pound
and a pharmaceutically acceptable under the laws of the State of .
Del’aware, carrier, for instance diluents, solvents, sus- United States
" of Anerica, of 685 Third pending agents, fillers, excipients, adhesives,
35 5 Avenue, New York City 17, New York, colouring and flavouring

nmaterials, as desip Ngl"t &FF ﬂ? , do hereby declare for
eFf 0 S(PEOrms ¢ e in

prepar atlon of convem sa ven ich we
%ﬁon Is illustrated by &23%4%
andoh:befwhdafml abY flin>GAFIEE SpecificatidiAch) 2811965 t O be

NI t iIN6.LB7789/65. EXAMPLE 40
LMY | AppBevtlondyads 1A @niked SlavbMheida QUL 134,569) An BbgS pRTRBION Of 3 -
0 Application made HEUMted States of America (No. 177, 174) on March 5, 1962,
- (Dvidd oglohuyr;gzzé.; E This invention relates to a
. 4 - chnaosh eaﬁceﬁbwublrs dr Bven (8-14s@.) in chloro - 1,3 -
di hydro - Re@in CophipNods, ( m.) was treated with 4N - SOdI um

di azepin - 2 - one havi ng at__tJJ_e_.S____p.OS|t|on hydroxide (6 m.). After*
dadpd st sccethndei: 6+C2 GEEID1, IETHAJIERY5,gETRP) or acid addition salts thereof
hae drakamopgace, a solid precipitated; this and al so to pharnaceuti ga
preparations con- soli redj i the addition of water
taining it. SOXX%EETE éﬁyﬁl&%g% (80 nm). The solution was:
acidified with TBenzmlipzepineoCompopund/ent i on has anti- acetic acid’
to gi veVe;\MMtlacmPymnamem CORMOBK-€ maceutREINMePafitds, confeising @he &maxi Nng and
tranqlioNd B siorpgraciome 3%ed | Anfl seaiitiier opouad captioh Plemy%@neliu? aCOQPFFIbbr o- 50 20

f the State of Delaware, carrier, for insta
prOPeEﬁgﬂg‘sc “of Am o 683 Mo éﬁ&'@! Zlih pgenyl - 1-
etshy hvenel New York iy TS SOPOUG ﬁmﬁiheagmrsﬁa%ﬁ B Var 0 - 2H -
1 4 Umeuz&rdesad‘f efohetica, da~ hereby dech.’yedr ﬂbi(pmparﬁlon ophﬁweyﬂent-dogage foﬂhﬁ oro - 1 -

fhe invesien, fom @rmleg, togon & Ahgeptidy the folloying - di hydr o -

2H - $ e &5a %@E‘ﬁgﬁ& ﬁg‘?yr]ﬁf ?;ycm[ err]. C 63.92; H 4. 36;

N, 18. dy descn a8y @ffdﬂ&ﬁn%&htd— adgy &g;;aﬁsmﬁau angoroEqund: C, 63. 78;

H 4. 8d4t:-N 9. 26 1 555 2 poumethﬁ%etslsz{fdltpbenf;br an;aI adxhycgc; Z)H -

VHA ates t - 1 -7 - 14 - - - one g.) 1n

L H; d%%y% :éi 1§4ary g;nyiﬁl::hol (80 mlz;z\ig;nﬁned with ‘ltN scid.mm - 1. 3
d et ution

1 15 nehyiydxy grodp ,:gr aci %IK s th {k:n (Qlﬁge(g‘a solfcli. ;L;'Iergpmzteiio this

[ err]and also to pharmaceutical prejpagaioRi din— Rlid wenedissoredaeyi e alditiot pbwargal t s
t her efjuing it (80 ml). The gglution was acidified with

e com id to give white crystals which were
2. A maﬁém%& lﬂﬁg ﬁgﬁ%} ised from alcohol 10 yield 7 - chloro- 50
sedat prspertieant | - convul sant a sc X! phenyl - 1 - methyl - 1,3 -
pr opert'ﬂescomemal ofi thg iavegdnapiBuhd- a@bmrdl-nlriﬂ - 14 - benzodiazepin - 2 -

G o T b g P L et

carri QI’ -one or its acid addition wl¥ The com- Found: C, 63 78 464 N, gg)cesses 5§0r
pr @papéund)hdshie femgpound WHAT WE t he T nventi of

are part of the subj ect of co- L3 - f@d@neﬁeohhm-eﬁt pixgEint | pendi Ny
Application No. 11023, 642 32910/ 625 =<y’ ;&1@%@ - B ‘g Limted, 30"
The conpound ¢f i i nvention can £ un ercorr e LangySouth,
Tapl ow, s t/eféd par ent er al 12y Aorphotedelnicala propération baving Mai denhead
Ber kshire. Leam ngton Sﬁﬁ“’e s P gensdlsany pad-@pscioylixs ty s Stationery
Ofice, by the l@ er Press F%‘gﬁj‘fgﬁ;gg;@ﬂggﬁ oo 0. PubI I shed
by The PPatent Of f™ce, 25 Sout harrpt&a-legw I'ng -
or n ON,
Londop P 2 Fromepiciompsies my b g0l ABAEION, A Price 45 00.)

pending Application No. 1022,642 32910/62. John Wyeth & Brother Limited,
30 The compound of the invention can be Huntercombe Lane South, Taplow,
administered parenterally or orally as phar- Maidenhead, Berkshire.

Leamington Spa: Printed for Her Majesty’s Stationery Office, by the Courier Press
(Leamington) Ltd.—~1966. Published by The Patent Office, 25 Southampton Buildings,
London, W.C.2, from which copies may be obtained.

[Price 4s. 6d.]



COMPLETE SPECI FI CATI ON Benzodi azepi ne Conpound
V¢, AMERI CAN HOME PRODUCTS CORPORA-  maceutical preparations containing the
com TION, a corpor: ' -
pharmaceutically acceptable under the laws of the State of Del aware,
carvier, for instance diluents, solvents, sus- United States of

Anerica, of 685 Third pending agents, fillers, excipients, adhesives, 35

material's, as desired PATRNE" iﬁigca}ﬁié&iﬁ%ﬁdhfeliéi”&‘e??m or
prepaﬁal on of
pray u

nveni ent Nzl;omgwlqulsrrs the inventio 5 we
The |nv<fh %@MIO@QWJ&@EJ’% g’gi}ﬁ%/‘f?ﬁ g’p&ﬁ%gﬁ%

be gra®t ed he

perfow / g iroe AR “ﬁ% EXAMPLE 10
arly et b e al;gaﬂrwdwm g merc s 3 oy 20196,

acet 0¥ - 62 "\ ication made In Un ed States of America (No. I77,174) on March 5, 1962,

net hy 5% 3 (D’éﬁ"ﬁﬂ 6N° 1,913.642.) This invention relates to a
5 - aryl - RES=E= 7 henfomhlas sysiification FublishsdiMareh i, 498, chloro - 1,3

- dihydro - 2 4 - bef®@&rown SoRYEE®1194680 nd . ) was treated with 4N -

SOdI u | n W position hydroxide (6
Ii%efer ﬁ%ﬁl ‘e so?&]tﬁf)’g)ﬁ ﬁi%?%xy group, or acid addition
salts"& vof 07dhad t aken pl ace, a solid precipitated; this and also to
phar maceut i cal prepar at i ons COMPLETE JPECIRIGATIONII ssol ved by the addition of

wat er talnlng It. (80 m.). The
sol uti on % enzodla,zeI;Hne Comgngdof t he inven | on has anti -

acetic aC"[‘ijoxfog E?é%%ilﬁ M%gkon %Zéc FORAS reparatio @;@%—f ptiﬁs
MUSCI e- I eloader Nge aW df el e ofSJeﬁﬁarere&friéﬁti@ lﬂsﬁﬁ%% fo yield 7

- c¢chl or o Uniged §@tesp1f0‘|‘geqnt:a, egf. 685 Third pendmg agents ﬁllers, excxplents, adhesxvés, -35hydr oxy

_5_pe nue 17 1N York colopfing epiredtion is 3

_ di hydr Qhe = fotx?:f 1c'h n for parznugx;n mdosa for(r)nvﬁ&enyl 7

chloro - Inay twegriidd-to @nend fﬂepne aﬁfﬂe C. Analysis:” calcd tor 1,3

- di hydro WthQHF is th b perfpraed,oditeze - (der r] H[ @MI»}P@EN[ err]g err]40 C

63. 92; yi?@“’”?ﬁd”@a@zby the follgwing %@ or g ?F"E‘Yaé -1-The com

Found: C lnz%wm't"'un fiafid o Nos a7 - 14 - aze h (he ;I mul a:

V\HAT V\E Clchibivl 4 §3 --dihydro - 2H - 1,4 - benzo— alcohol (80 ml.) was treated with 4N - soduum 1.
ﬁ dlazepm. 2 Rlooy bpving Bt the phamgdwn- hydnomde (6 ml). After complete solution 45

rret y

_ a hydrexy. TOUD, fir ition thergof, gha oplace, a solid preci itated; this
1 |and alzL 1.§ pha.rmac:t%ikI ct?%r a%‘-t‘?ons foﬂ- red1ssdlv 5@5@ dégon | ter
[err] taining it. (’§ (§ lu éi'dué%
t her eof . The compound of the invention has anti- acetic aCLdG:Q give white crystals which were
2. A phar reevalspnt risclareleping @i tonquillidngi n?crystalllsed from alcohol tsickhi i- woro- 50

i _ hydroxy - 5 - phenyl - 1 - methyl - 1,3 -
ant i - convir$ERT and imusgl e- r el axan ydro - 2H - 14 - benzodiazepin - 2 -

?'CTlthl’l
Pr oper t i esy&eRL.31 P 2 CABROMInEGEOr Gk b, 110—1215C.  Analysis: - caled for
to C ai m I3andigrphaimacaut befimbiaagpia C.C OPLIANCIN.O,. C, 63.92; H, 4.36; N, 9.32.
carrier 2 - one or its acid addition salt. The com- Found: C,63.78; H, 464|§>rl\b(9@§ses for5

preparlﬁg RYrd ORISR of YVH TW Cl@l_% t he i nvention
are part of the subjeet of co- &i@,{ﬂf é’(ihh iﬁ”&mo_ pendi ng
Application No. 1,022 642 32910/ 62. dlaze'pm]GhZ] -Vinef hr &uBI‘aﬂ)dhtlitﬁrsalIs m ted, 30
The conpound of t buon can be thereof. Hunt er conbe, Lahae Soadt h,
Tapl ow, adni@f S+ened parenteral | y ngmér ﬁia_ e argl.ggparanon

Mai denhead, Berkshir " éﬁc

Maj esty's StationeryNEFri ce by the Ccmr(nm IMSS)harmaceumcally acce;édllﬂram ngt on)

Ltd.-1966. Rubli s ed bXn Pat ent f qerriar- 25 QEJF_Bt orh( Bui | di ng,
London, Wefe guerd: @5& }gos@i"gé? be obt AgEdgce 4s. 6d.]

td Patent
pending Apphcanon No. 1,022,642 32910/62. John Wyeth & Brother Limited,
30 The compound of the invention can be Huntercombe Lane South, Taplow,
administered parenterally or orally as phar- Maidenhead, Berkshire,

Leamington Spa: Printed for Her Majesty’s Stationery Office, by the Courier Press
(Leamington) Ltd.—1966. Published by The Patent Office, 25 Southampton Buildings,
London, W.C. 2, from which copies may be obtained.

[Price 4s. 6d.]

A



