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Material Lot # Origin Micronized Analysis
R enantiomer | REH-28-4-2 | precipitated from | YES |All ADME analyses
CH30H/H20, except mouse
dried in vac oven, SEAP expression
then micronized -
Racemate | REH-28-9-1 [ micronized from YES  |All ADME analyses
(PYAP-2—8- | PYAP 2-8-2-2 except mouse PK
2—-2M) and mouse
SEAP expression
Racemate |PYAP 2-8-2-2|Precipitation from| NO Mouse PK
CH30H and dried
in vac oven
at ca. 50°C
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Color/ Concentration
Excipient viscosiy Vendor | Ligand | 25 5 10 15 20 | 30 50
mg/q | mg/g | mg/g | mg/g | mg/g | mg/g | mg/q
R enantiomer soluble | soluble | soluble
Clear/ ) mostly
Labrasol fluid Cottefossé Racemate soluble | soluble, linsoluble
opaque
R enantiomer soluble | soluble | soluble
Lauroglycol| Clear/ , artl
.{ |Gat party
90 flig | Pottefossé Racemate soluble | soluble | soluble | soluble, |insoluble
suspension
Phosal 53 | Yellow/ | Phospholi (R enantiomer x)(;jgé sF:)(IlL:tt!{e
MCT | viscous {pid Gmbh - -
Rocemate insoluble {insoluble
Clear / R enantiomer soluble | soluble
Miglyol .
PO g | Sosol Racemate s%tlltr:(t:{e insoluble
, Mostly | Mostly | partly
Crerrétphor \glsi%ru/s BASF R enantiomer | 1. bfe | soluble | soluble
Racemate |insoluble|insoluble |insoluble
R enantiomer partly insoluble
soluble
polysorbate| Clear/ Croda oorl
80 flui
uid Racemate soluble, |insoluble
suspension
, mostly | partly
Crillet | Yellow/ Croda R enantiomer soluble | soluble
1 HP | viscous partly |.
Racemate soluble insoluble
R enantiomer soluble | soluble
Isopropyl | Clear/ partly
myristate| fluid | “% | Rocemate soluble, [insoluble
suspension
R enantiomer soluble | soluble
. .| Clear/ partly | partly
Oeic acid| “fig | TC Racemate soluble, | soluble,
suspension(suspension
, partly
e | ceor/ R enantiomer soluble soluble
400 NF | flig | Crode partly
Racemate soluble, [insoluble
suspension

FIG.9
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. . Conc. Appearance
Excipient Ligand
plent | Vendor | 58 m3/9 | Trectment 1 | Treatment 2 | Comments
Labrasol
(PEG-8 R enantiomer| 15 | transparent T(rzgsflg:;')'t
coprylic/ | Gattefossé ot
capric R 15 |slight precipitate | PTECPA€
triglyceride) 0§emcte gnt precip (48 hr)
Lauroglycol ; transparent
%0 (prgp);l e , R enantiomer| 50 transparent (48 hour)
veol | Cattefossé —
o Racemate 50 precipitate precipitate
monolaurate) (48 tr)
Phosal 53 | Phospholi [R enantiomer | 10 transparent transparent
MCT pid Gmbh [ Racemate 10 precipitate precipitate
. transparent
| R enantiomer | 15 transparent (24 and 48 hour)
Miglyol Sasol Procioitat
. recipitate
Racemate 15 precipitate (24 hour)
, transparent
R t 2. transparent
Cremophor BASF enantomer > P (48 hour)
EL slight precipitate | (treatment 2)
Rocemate | 25 | transparent | "Zey ) (90°C for 10 min
R enantiomer| 10 transparent | slight precipitate (treotment 2).
80
Racemate 10 precipitate | slight precipitate gétgeaft(r)rr\egg 2r2\in
Crillet 1 HP R enantiomer| 10 transparent transparent
lysorbat . o
(po y;g)r ate | Croda Racemate 10 precipitate precipitate go(trgoft(r;e?g 2r21in
Isopropyl Crod R enantiomer| 15 transparent transparent
myristote roda Racemate 15 precipitate precipitate
. Translucent/very | Translucent/very
Oleic acid TCl R enantiomer) 15 slight precipitate | slight precipitate
Racemate 15 precipitate precipitate
R enantiomer| 10 transparent transparent
PEG 400 NF |~ Crodo Racemate 10 precipitate precipitate

FIG.10
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