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Xytocaine (lidocaine) 5%. Ointment contains ,a ‘local anesthetic 
agent and.is administered tdpically. See INDIGATlO.NS for’specific 
oses. .: ’ _, i 2~” ,, ‘. 1 
Xylocaine’ 6%‘?$ttment contains fkfocai‘ne; ‘tiich is’;chemjcally 
designated as acetaniide, Z-(die~ylamino)-N-(2,~~~ethylp~flylph, 
and has the following structural formula: 
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overtsysfemic effects. Objective adverse manifesfabonl become 
increasingly.apparentwith increasing veriaiis~plasma levels above 
6;D ~1/9 free tiase’:per me. Iii the {tiesus mohkeyi;arterial ~blootl 
levels of 18-21~ pg/mL fiave-be9 shown to, be threskold,.for 
convulsive activrnr ..,~ ‘: ..,. 

‘. 

Comgoshjon of Xyldsaine’~~ Ointment: ,’ ) ” 
Each gram of the plain and flavored~okrtmentscontains iidowine, 
50 mg, polyethylene glyco1.540 blend,,pqlyelhy!ene giycof,.3S60 
and propylene glycol. The-ffavoie$ointment contati$god~um~- 
char@, peppermffifojl and spea{mlnt oil. : ,, 

CLINkAL PHARMliC6LoGy ., 
.“, ‘Y 

Mechanism d Action 

INDICATIONS AWD USAGE.. I’ 
Xylocaine (lidocaine) 5% Ointment is indicated~fbr productionof 
anesthesia of accesoibie mucous membranes ofthe oropharynx. 
It is also useful as an anesthetic lubricantfor intlibation antl foiihe 
temporary relief of pain associated with minor burns,:includtnQ 
sunburn, ebrasions of theskin, andinsect’bkes., !’ +-- .: 
CONTRAlNDICATfONS 

!(.(p ,?.“l. 

Lidodaine iscdntraindicatedirii patients’tiith,a Rnown hi&my of 
hypersensitivity to local anesthetics of the amide type or mother 
components of Xylocaine5% Ointment. .: . 

_ 

Udocainestabilizes the neuronal membrane by jnhibiting the iohic 
fluxes ~requirec.,for the initiition: and cond@ion of impul‘ses, 
thereby effecting~lqcal attesthe& @Ton. 
One.etGf Ane&e$a 
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Xyl.pcaine. (lidocaine) .6%: Ointrnedt:effects local, topical anes; 
thesia.lrke.onsefof action isM minutes. It isineffective vihen 
applied:te.iotact skin. ‘- ‘7 i. i._ 

Hemodynamics 
_ ‘.. 

Excess&a blood~levels may Cause ckangesin cardiac oufpUt, total 
peripkerat resistance, ahd ‘mean arferiai pressure: These,,changes 
,may be atbfbutabte fo a’direct depressaht effect of,the loca!anes- 
theticagent on variods‘componetits’ofthb’drdiovascular system. 
Pharmacokinetics and Metabolism : 
Lidocaine may be absorbed following topical ~adinihistiabon to 
‘mucous membraoes;$s ratr@fd exte&~of absorptton,depe@nQ 
upon the specific ‘site’d ap$cation;:durrition of exposure, cpn- 
centration, and total dosage. lit general;tke,rate of absprpbon9ef 
local anestheticagents following topical applica$on occurs most 
iapidfy af&i’intratiacheal admfnistratr&- Lidocame is also well: 
absorbed from’ thh gastrointestkial tract, but’ lii!e,Mact drug 
a@pears,in the circulation because of bidtransformabon in the liver. 
LirJocaiCe’is 

Xylocaine 6% Ointment slioufd be.bsed iith extreme caution’fn 
the presence qf sepsis iYseveiely?raumatized muco$a:;in the area 
of application, since under suck’con$monS tkere,rs the potemai 
for rapid systemic absdrptidn. ’ 
P&&&TlO& ‘. 
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urichanQed fug are excreted,,by’the kidneys. Btotm.hsform,$ion 
6” ., “etajbolized rapidly by~tke~liver, $hd‘m$aboiites~and 

includes oxidative N-deali@ation, ring hydmxylation, cleavage Of 
the amide linkage, and conjugation. N-dealkylation; a major path- 
way ‘of biotransforn&fon. yields. the mstabofkes mokoethyl- 
glycinexylidide. and, g,lycjneinexylidiife. The pharmacologicautoxico- 
logical actiotisof these metabolites are similar to, but less potent 
than; those of lidocaitje. &proximately 90% of lidocaineadminis- 
tered is excmted.in me formof variousmetabolites, and less than 
10% is excreted unchanged:The~primary matabobte In unne Is a 
conjugate of 4-hydroxy-2,,6-dimethylaniline.. ‘, ,;:, ; 
The,:,plasrna : bindinQ8~ of lidocaine is dependent on: drug con- 
centration’and the’fraction bound decreases with increasing~co? 
oentratipn...At .concebtrations,,of 1 to,+% pg of free base. per -ml, 
60 to g0 percent of ljdocatne js pmtein.b,ound. Binding is ajso depen- 
dent on the plasma concentration ofthe alpha-l:acidglyc9pmtef”ln. 
Lidocaine. crosses, the ,blood-brain,,and, pj.acent$‘@.db,rs, @re- 
sumablyby pas&e diffusion. 
Studies _ of lidocaime. metabolism. following intr$enou~~ dbjus 
injections haveshpvmfha~the ~~iminatio.~.half-l’of this aQ$nt is 
typic;illy~;5 to 2.0 hours,Secause of the rapid rateat whrch hdo- 
Caine is metabolized; anj; conditton that aff&cts liver function mar 
aider lid&dine Rife&I-The,half’hfe may‘be prolongedtWo-fold Or 
more in.patients 8tith liver dysfunctjon. Renal~dysfunctkm’does 
not affect [idacaine kinetics but may mcrease the accumulation 01 

General 
.,, ,* .i . 

The- saf& and ’ ef&ctiveness. of ‘Iidor$ne ‘depend on proper 
dosage, ,correct:teCkhTque; adequate: p+cautlons, and readiness 
fWemergenci& (See WARtifNGS.‘and ADVERSE RwCTfONS). 
Tf$iowest dosage tklresofts in effective anesfhesia should be 
used. to, avofdhigh plasma leveld:;ahd serious adverse effects. 
Fjepeafed doses;pf$@caine ,may ,caqse.sjghikcaht increases’ in 
blbod.levejs with eaCh,repeated.,dose. beqabse.,of slow accumur 
fation of thk drug and/dr its inetabolkes.’ Tolerance to elevated 
blood. levels varies $!ith the status, of. the patient. Debilitated, 
elderl$‘pabents, acutely ill patients,,aitd Children should ,be Qiven 
reduced doses commensurate >with -their age- and ,physmal 
condition, Lidocaine should also be used with caubon m patients 
with severe skockor heart block. ! ‘. 
Xytocaine,5% Ointment skouid be used with~caution in patients 
with .kn&n druQ sedltivities. Patients .allergiE to para- 
aminobenzoic acid derivatives (procaine; tetracaine, benzocaine, 
etc.) have not shown cross sensitivity to‘lidocaine. Many drugs 
use&during the conduct of-anas@sia are. considered pofential 
irjggeri,ng,a$&s fonfamilial makgnant hypertheTmta$mce!~t !S 
not kno~n$kether,amrde-type locai,anesthetics may tnQger.tk!s 
reaction’.and ‘since.fke need for supplemental Qeneml .anestkesra 
‘cannot be pre.dicted -ip,a&noe, .it is suggested :mat a standard 
protacol for the managementof~ maljgnant,hypertkermia skoutd, be 
available. Early unexplained signs of1tachycardia,-fachypnea; labrle 
blood pressure and metabolic’acidosis may precede temperature 
elevation. Successful outcome is dependent on “early’diagnosrs, 
prorkpt discontinuance of*tkesuspect triggering agent(s) and 
institution. of treatment,-‘including: oxygen therapy,;,~ind@ed 
siippottive measures and dantrolene (eonStilt dantrolene~s$rum 
intravenous packaoe insert before using). ” ’ 
,“fom&mro~w~~“k $5 ha$‘, ;.:. :., . . ,_ 3:; :: ;‘. 3:: 

Wheh’topic#anesthetic&re u.se&htke mouth: the Patient should 
be a&&hat the pro&.&ion dftopi&l anesthesra may impair +val; 
iowing’and thus enhance the-danger of aspiration. For this;mason, 
foodshould not be ingested for 60~minutesfollowing theuse of 106 

’ 
anesthetic preparations in the mouth or throat area This IS partlc- 
ularly important in children because of their f[eque.ncy of e?fgQ. !i 

use of CNS stimulants and 
Numbness ofthe tongue or buccal mucosa maylhkance4he dart: 
ger of unintentional biting trauma. Food and chewing gum should 

fk@fge repui~9.t~.~~~~~~~~~~nd4ba~t?~e~~~~hile ~be~~rn$tJ~ef@oa~ ~~~~~~~~~~~~~~~~~~~~ / P ::;: : .k 
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Corcinogenesis, Mutagenesis, impairment of Fertility The first step in the management of convulsions Zonsists of 
Studies of lidocaine in animals to evaluate the carcinogenic and muta- _ @mediate. .abentipn ,to the maintenance, of a Patent airway and 
oenic ootential or the effect on fertilitv have not been conducted. P ,:assjsted or:donfrollbd ventilabori wrth oxygen gnd a delivery 
- ‘.‘. 

uses I” Pregnancy system capable of permitting immediate positive airway pressure 
by mask. Immediately after the institution of these ventilatory 
measures, the adeaoacv of the circulation should be evaluated, Teratogenic Effects. Pregnancy Category B. Reproduction studies 

have been performed in rats at doses up to 6.6 times the human 
dose and have revealed no evidence of harm to the fetus caused 
by lidocaine. There are, however, no adequate and well-controlled 
studies in pregnant women. Ammal reproduction studies are not 
always. pr.edi&ve ,:of, hurnan response. General considerabon, 
should be giYen to this fact betoce administering lidoca~ne to 
womeq,.pf, child$earing potential, .espeqrally durrng early:. preg- 
nancy-when. maxequm.organogenesis,,takes place., _’ 
Labor and Delivery ‘.?I” 
Lidocaine is not contraindicated In:laboriafld deliver& Should 
Xylocaine 5% Oint,ment be used concomitantly with ,other, prqd- 
ucts conta,ip/ng jidocame,,the total dose contrrbutqd.by,a!l formu- 
lations.must be kept rn mrpd. ( !, _ i: 
Nursing M&ers ,,. ji.. :: 
It is not known whether this drug -is ;excreted~.in~human.~milk. 
Because many drugs are excreted in human mfl~..~e$ion:should 
be exercised when lidocaine is adm/nistered.to amusing woman. 
Pf&zi;ic Use _, ._ , / I,;;; .I y’.- “. 
Dosages in children should be-reduced,;commkneurate~with~age, 
body weight and physical condition. Caution must :be,taken. to 
avoid overdosage when applying Xylpcaine 5% Ointment to large 
areas.of jnjudd.or,abied skin;sjnoethe systemic absorptiori:of 
lidocaine may be.in~r~as8a’~naer~s~d~ conditions. See’DOSAGE 
ANDADtifvlINISTRATION. 
ADKRSE IiiACTlCtNS j i:. ” -. -. r, ;*:. 
Adverse experiences fobowing tjje.aQministration of.lidocaine’are 
similar in nature toitboseiobserved, with other,amide’local anes- 
thetic agents. These adverse experiencesare,..$r general, .dose- 
related and.me.. result from high @ma levels caused by exce? 
sive dosage.or rapid absorption@’ may-Tesu,ft from,a hypersensi- 
tivity, -jdiosyncrasy~ OF @&mfnished,$lerance on the. part of, the 
patient. Serious adverse experiences dr&generajly systemic..in 
nature. The following types are those mostcom.monly reported:.< 
Central Nervous System 

,I” ,.... ::, 

CNS manifestations are.exc$atory and[or depressant agd ,may’be 
characterized~ by lightheadedness, nbi\(pusness,; apprehension, 
‘euphoria, 6onfuslon;‘bizzihess; .r&$@ess, .tinn’itus,,,blur~ed -gr 
ddirble .yisior&, ‘y~pmitin~,ls~nsat~o~s qf.heat;‘cpld: or ,qtm$ie$, 
ttiitdiing,. fremCiS, convp!sion~,-.~n~~~~~ib~~~b~s,, reSpFratorY 
depressiqn’and arcest.,The.exci&ry manifestations May,,be very 
brief or-may not o&rat all, ip which ca&‘@e fb,&~mani~estatj.on 
of toxicjty’ina’ybe dro~~inegs’mergin~intb.u~co~s~i~lisness,~~d 
respiratory arresf;: .i. ;:-,j:: ;: / . 

Drowsiiiess,fol?&ing the dd~~i,~dsn:o~.lidscai~e.~i~~~~u~li~~~ 
early sign ‘of, ahigh .b!ood I’evel ,&$hp$irg.arid ,iffay,b&dr @‘a 
.cb?seque;;ce:or.~~ipidagss:rdbn. .,: >:. ‘x,:; _, ,:.I; :;+;,,-< ,j,: 1:‘..,: 
Cardi&ascular System c,. ,; “5 1,. .? .: -...‘<‘, ?Z:i 

Cardiovascular:.manifestatipns.,are usually. depressant~.and .are 
characterized by-bradycarciia, hypotension, :and cardipvaso’ular 
$ollapse, which may+ead.~r&qard~iac arrest. ! ._ ..q-; 
,Allergic :: ,,ii ,j ..‘. .i ,,‘;, :,,_ ,, i :, .!j’!. r 
Allergic rdactiorts: are ‘chaiacterized bY critafieous lesions, 
urtic8ria;:eddema or’anaphylaqtioidreacbons. Allergib-reactions $2~ 
0cMfss’a n&lt:of serEsifi~~-eittieS2OtHe:loca~an~~~~b~~?t agent , , ,, 
ortobther componenMif the’fdrimidafion?Aliergicreactldns asa 
result’bf senbffivi@~eT lidocaine’a~~.,(rxtreme8 .rare’and, ‘if @y 
o&r; ~houl~~B1’~,~n~gid~by’cd~,~~litliihl~~~ans.,Th~~~~~~~~~~ 
of sensitivity by skin t&big is’of do,u~$$value: : :,I c 
ijVERDOSj&y >,y ,i, _ .,;..: ::...‘:‘,,, -.“. 

A&e $mergeh~ies f&m i&al a~esthe;i~~are,glhii~ilyrelai~~ tb 
hi&Piasma jevefs”encgmtered d&g-thempetiti~.‘use of, Qcej 
anesthetics.‘: (see #VERSE.: REACTIDRS,, WARNING,S, ,and 
PiiiC~LtnbNS): ,_ :,,, ,..: _ . . ., ,,‘:j:l, 
Management of ~Lococaf Anes~et~~Eme~~:gAT~~~,~ __ .> li <, 
Thefirst..consideration.,is preventLon,..be,st.ac~omplished by&are- 
f~land bpnstarit moriifocing of@idibvascular and respiratpry $$ 
signs- and the pa&if’s sfatelqf qonscidushess, after:each jocal 
anesthetic. administration. At ythe first. Sjgn of.change, oxygen 
shhbul‘d bead,minjs@@& ,: .., c.i, : 

keeping in mind that drugs used to treat convulsions sometimes 
depress the circulation when administered intravenously. Should 
convulsions persist despite adequate respiratory support, and if 
the status of the circulation permits, small increments of an ultra- 
short acting barbiturate (such as thropental orthiamylal)-or aben- 
zodiazepine (such as diazepam) may be. administered intra- 
venoqsly. The clinician should ,be familiar, prior to us.e of lopal 
anesthetics, with these anticonvulsant drugs. Supportive treat- 
mentof,circulatprydepression m?Yrequireadministration ofintra: 
venous fluids a@when appropriate, a vasopressor as directe@y 
the clinical situabon (e.g., ephedrine). . . . 
if not treated immediately, both convulsions’ and cardiovascular 
depression can result in hypoxia, acidobis, bradycardia, arrhyth- 
mias and cardiac arrest. If cardiac arrest should occur, standard 
cardiopulmonary resuscitative measures should be insbtuted. 
Dialysis is of negligible value in the treatment of acute overdosage 
with lidocaine. 
The oral LDee of lidocaine .RCl in non-fasted female rats is 
459.(346:773),mg/kg (as’the salt)‘and 214 (159-324) mg/kg (as 
t$;salt),ln fasted f&hale rafs., 
DOSAGE kNb ADtiINijiRAkjN .: 
Wh& Xylo&e 5% Ointment is used, concomitantly with other 
products containing lidocaine, Jhe total, dose Fpntrjbuted,by all 
formulations must be kept in mmd. .. I ’ ., 
Adult 

.“,~$ ,’ .: ‘,. c 

‘A $ngle’applic.ation shotild$ot exdeed ‘5 gm of .Xyf$caine 5% 
Ofritment, contaihing 250 mg.pf Xylocaine base (e+@alent chem- 
ically to approximately 3Oging of Xylocaine hydrochlorfde). Tb/s 
is roughly equivalent to squeezing a six (6)inch length ofointment 
from the’stube. In a /O.:kg:adult this ‘dose equals 3.6 mgikg 
Q.6 mgilb) lidocaine base::No more thanone-half tube; approxi- 
mately 17-20 gm of ointment or 850-1000 mg .Xylocaine~:base, 
shoulb be administered in any one day. . : ,+, / i ; 
Although Ihe in@e,nce of. adve.rse. effectscwith~ Xy!0@pe,.,5~!~ 
Dfntment;,is quite low, caution shou(d 6e exercised, ,pa$cuja{fy 
wheh’:kmploying farge amounts, .Sjnce$fie iriCiden@ .qf adverse 
effects is directly,propo&onal to the/rota! dose of. lo,calai@hetjc 
agentadminjstered. ” : ..,,., :>.t; ::,., ,- , . ...’ ,:~b::,‘, 
Dosage for Children ~ :, .- ., ., _ 
It. is difffcult to. recommend a ma.xjmum dose. of a& ?l$g.for 
children sirike this varies as a.fuf@on of., age .and -weight. For 
dildrep.less thab..ten,years :wfi$have,a norma!,lean body mass 
and a normalJean body development, the maxrmum.dose, may p.e 
determiried’by the.appliCation‘ofone of the,sta@ard pedratnqdrug 
formulas’(e.g., Clark’s rujej. Eo~&xample,,in a,shi$ of five yeam 
weighing: 50. fbs., the .dpse~:‘$:jidocame should not .exceed 
75~106 mg when @culate&&ording to Clark’s, ru$. fn.anY tiase~. 
tbe..t@$imum amount. of :Xylo&ajne admlni,stered. shoufd 
ex%ed’4B irig[kg (2.0 ihg/fb), of bpdy.we/gh?., ‘.;,.. :’ i.. 

.pot 

.kdministrati& ‘:;f ;y:.,g ‘.l ,., : ,’ ,I. <. 

For medical use,,appiy topically~fonadequate’ contiol of symptoms. 
T&u&e; wf~b sterile gauze pad,‘is suggested for application, to 
brokenskmtissue. Apply to the tube$rior-to intubation..:.. . . . . I 
~lndedtistry, ,apply ‘to previously dried oral mucosa,. Subsequent 
removaj ot:excess&aliva-with. cottdn$olls:or salivaejector mini- 
mizes dilution of~theointment; .periiitsmaximum:penetration, and 
minimizes the possibility of-swallowing thetopical ointment.‘: 
Forusebr connectibe-with the insertioh of new.dentureS; apply to 
all den&re-sutfaws ~m~~~i~g fnfl&sa. : ‘.:I, i 5 ‘” 
IfvtPORTANT! Patie$should consult: a,d$js.t at~interv$;Vpt 
ex%e‘ediiig 48 bqurs’througfioi~‘tlfe frht?g period. H6W:~ti#iigD ,,. ,. /,>, /. : :..’ ‘,(j,:;, 

XYloca&~l&ocaiii.!$5% Ojntmetit (RDC’di,86~03&21), i@&ble 
in 35 g,m,$bes. 
Xylocaine (lido6afine) 5% &tment Flavored for appl&ioh:whhin 
$$,d%.cayity,‘P bispenstjd:in 3.5gram tubes,%10 tubes persafton 
,(R!$C. gR$M35O:g3), andln 35.gram jars (ND,CfJ!86$$Cf).. 
-~E~~~~ruTAIN~~iRTlG~TLY.~~DS~D AT ALL’n$@WREf!J NOTjN USE. 
Store:at, contro(led ,room temperature 1,5z:30pC (6ErsL86”F). I? 
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