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£) BRRBARKABRAZ —HH TEMHRFTHAH
T HHPLC & 42 » & o

RIteMm2x BB RAILS BB - ZEAHAR
MBEMZ S AN BB OLSERTH P -

ABRATLCLUNRARMEF XA LRI ALHILLY > £ 4
RAXFMAZERE > BWRATFTEERS —REBRF LK
—RERERARTEEREERARANB Y ARRLA B R 2

Q@ TN EAEEHZAETAEA - THRAAAEALLY

TXREMAE EATHEREL - %8R B ARAEZ
Rl % - #4853 %%H, *°H, 13C, 1“C, 15N, 180, 170, 31p, 32p,
358, 18F & 36(ClI -

FEUARMEFFA BRI ADILS Y (5w 23H-1'CE
MCHERE)THEARICEM R/ K2 T a8 5 hika b o
ERAC(EF HDEE-4 (EXPORME4 44 B R
ANBEHEARATHRAMN -BE UBRELGRAMEZE L R(EH
PH)RK > TREG DB AKRB R E WSR2 L SR A
(Bl B ZFRRNFAHIERA ST Z2E) LBk
BRI TREEE - UARAKLEFRXLZHR2ZXDILL Y
—HRTEREAMTXBEBXAR/XREA TmBrzFE R
HETARRBERAMFTIABRBLIRBARKRARBARLE F
AZEB KB -

BREAFAZCLHEFERLNEY  Hrz 2z A
e THARCEF LR ESBESGBHER -
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BEBEAHNDN001E2500F 5/ AFBE/ 22X A
Moo REBEAANONZEZER/ AR E/ RZAXIILAY
REIL M ZRELTRLZBEXREE AW -

ABRALSU T THA(—RABERB FT)— R % #4
BH Bl EAEEE B - PDE4¥p 4] B - HLsB & g &) ~
% ¥ #k (cromolyn) 48 ~ H; % 2% # 4 #| ~ 5-HT, i & # ~ NSAID -
o EW G FRCBERHE A REEINS B RS H - B
MEEH ~ FHRB(AEFEREEHNERARE) G 53

@ i nAH mEEBRA - ETE A AR AL -
ARREZ/ERE HEEE RBHARBEH > RALLES
BER - B RBERF LR G & H -

W E BB A4 AILE R 8% B F & (fluticasone)( & 3
Frads  BodBilvkd PTHE) AERALY K& -
2 T £ & 4 (beclomethasone) + ¥ % # 4 (mometasone)( ¢, 3% 4E 47

B X > BB E AR ) H K B (budasamine) ~ #& F)
A % 4% (ciclesonide) ~ B-2 E i ~ M E Kk i - BE S - AR K

KB R A o
i ¢ PDE-4 ¥ %] & & 4& % # 3 #7 45 (roflumilast) ~ X & -~ B

A1 & B (rolipram) ~ & <T 3k #r 4% (piclamilast) ~ & 3 % 3 #7 4%
(cilomilast) & CDP-840 -

W F PR R R B 4% 0% bR £ & # & (ipratropium  bromide)
#1 4% T % F (tiatropium) 7% 1b 4 o
@ E H # A & 45 T 45 Kk o4 (astemizole) ~ £ B T

(azatadine) ~ T % 1 #7 JT (azelastine) ~ FT #] 4% &7 T (acrivastine) ~
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% X wt BE (brompheniramine) -~ # % #] *# (cetirizine) - £ ¥ wb B
(chlorpheniramine) ~ 3, ] & #7 T (clemastine) ~ #& #] *# (cyclizine) -
 #% & #f JT (carebastine) - & # % & ;T (cyproheptadine) ~ wk £ ¥
B~ R T A B K E H R Z (oratidine) -~ ¥ & oA
(diphenhydramine) ~ 3K wt 3z 8 (doxylamine) ~ = ¥ wk 2p ~ & & #f
/T (ebastine) ~ &R F AR #7 /T (epinastine) ~ 4, # 3} #] A (efletirizeine) -
L &k % & & (fexofenadine) -~ % =# (hydroxyzine) - & # )
(ketotifen) ~ 3 #r 4% & (loratidine) - A % § & #7 ;T (levocabastine) -
‘ B 53U # (meclizine) ~ J % & % & % (fexofenadine) -~ #& =4
(hydroxyzine) ~ & # = (ketotifen) - % #r 44 ;T (loratadin) ~ £ # ¥
& # T (levocabastine) -~ #& % # (meclizine) ~ ¥ o H # T
(mizolastine) ~ % »& 3£ *} (mequitazine) - 3k % #7 #k (mianserin) -
R 3 # T (noberastine) ~ 3% #r Bk £ <% (norastemizole) ~ & F & #f
4% (picumast) ~ # ® % & - B & v (promethazine) ~ 4 3 #F &
(terfenadine) ~ wt ¥ BZ (tripelennamine) ~ 4% 3k $r #7 ;T (temelastine) -
£ T *# (trimeprazine) & = % #| & (triprolidine) -
THRXB O T FE - =T % £ % (diclofenac) - = £,
KM B > R3S f(etodolac) ~ R E A - BT XA &
ES

It

(ibuprofen) ~ vi] &k % f& ¥ (indomethacin) -~ &9 % #& % (ketoprofen) -

& # 3t (ketorolac) ~ AR A % R (nabumetone) - #F & #7 (naproxen) -

av

*5 & % ¥ (oxaprozin) - wt £, B (piroxicam) ~ 7 #k i£ % (sulindac) &
@ X & ot 8 T B (tolmetin)

TEHEFAEHRD OB G NE -
AEHTFH R O

#
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BE BT REFTUX B KEAH QFF R Y iE (irbesartan) #1
# 7 32 (losartan) -
A BB LB K B - F A E * (methyclothiazide) -
X 4 & (bumetanide) + 3t % 4k 4% (torsemide) - L 7 R
¥ o% v} (trichlormethiazide) ~ & &vE "F ~ IR X L oz ~ F| L 8 ~ F
#, 7% "} (methyclothiazide) ~ & & E "4 ~ FE " ~ G A2 ~ o4
vk BF S SUCE CH - R B~ A B A BE > B i B BE B (indapamide)
~RREH - B R B o v = & F v (trichlormethiazide) ~ & £
® &~ B & owb =k HC1 ~ B¢ & wb =k HCI ~ £ 3£ 3 % (metolazone) -

= & ¥ v " (trichlormethiazide) ~ ¥ # F & "} -~ & & v "% -

,.4

s B A FEH - R E B R £ H6 R (metolazone) o
BERBREZ/ LR B &3 BEH BE &k (Celecoxib) ~ FT 3k
A #k (amitriptyline) ~ £ T X & B (ibuprofen) - #F & #f7 (naproxen) -
# & vk (tramadol) - B % B & Lt (rofecoxib) ~ & £ = & & B &
(oxycodone) HCI ~ T & # A& R 3 A& 7T & (codone) HCI ~ B F & £
%~ BT 3R % Ak (amitriptyline) ~ = ¥ % & % (diclofenac) ~ & 4t %
# %, (etodolac) ~ 3f 3% & % (fenoprofen) 45 ~ A #E H % ~ B T %

A B (ibuprofen) -~ vi| =k % & ¥ (indomethacin) - & % &

b

4
(ketoprofen) - &7 % #r % (ketorolac) T = B2 iz ~ F ik 8 ~ £ #

W

(meloxicam) ~ #F A % R (nabumetone) - 3F #& #7 (naproxen) -+ %

1 ¥ (oxaprozin) ~ whk £, B% (piroxicam) ~ 7 #k i % (sulindac) ~

W

B bk o8 T B& (tolmetin) 48 ~ 4 & B & b (valdecoxib) ~ = 7 % 4

W

%, (diclofenac)/ sk & AT %] B¢ % (misoprostol) ~ F & =& o ~ %4 5] &
(vicodin) ~ & # 7 4F (darvocet) -~ 3 7T & 4% (percocet) -~ 5 =k 4 Bk
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B B8 RBHE - £ S (stadol) + ¥ £ % (stadol) NS
AR A7 % (nalbuphine) - B & T 4 B 2 2 & ik % (acetaminophen) -
A A T # B #4 2 T 8 A% % (acetaminophen) + Lidoderm® g5 % « %
B #% K 4% (ziconotide) - # B #& ;T (duloxetine) ~ & 44 & ;T
(roboxetine) ~ v & & F (gabapentin) & % 3% fu & #k (pregabalin) -
W g B-FA B B & 3 B T & & R (acebutolol) - BE B u %
(atenolol) ~ A% &k = % (atenolol)/ & +% &1 - B 4 % # % (betaxolol) -
& # & % (bisoprolol) R T ¥ — & #® - = # & % (bisoprolol)
@  HCTZ - B 4t B (abetolol) ~ % % . 5 (metoprolol) & & & B
% #& 5 % (nadolol) ~ & % % (pindolol) ~ & =% % (propranolol) -
% & (propranolol)HCTZ -~ # if 2 (sotalol) & # 3 % (timolol) -
WE By A & %5 B T A (dobutamine) - F| 46 4F #k
(ritodrine) ~ £ F % = T ¥ L % % (salbutamol) - 7| K % 4 B
(levalbuterol) ~ F & 4% 3 (metaproternol) ~ # ¥ 4% & (formoterol) -
% X B¢ - B A 4% & (bambuterol) - #H F 45 B (brocaterol) ~ f% % &
(clenbuterol) ~ i #& % = T % L B % (terbutaline) ~ B % T 4% &
(tulobuterol) ~ & L B2 % - E A ¥ L % & R & & % 7 &
(hexoprenalin) -
BEAZHERRE € A % @k o
BERIBARE %

4& 38 (naratriptan) HCl -~ #] # 4§ 38 (rizatriptan) X ¥ & 8 - 7 & 42

7% = 38 (rovatriptan) 3% 34 B B ~ A &

38 (sumatriptan) 3% 34 B B - 4 >k 4 3= (zolmitriptan) ~ FT ¥ 48 38
(almotriptan) #4 R B 8 ~ — P A B HBRE T H — B B - — 5 &

ABRTFRABE A ARBLHDE -~ 2 B 5L B/ o
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g - Fioricet® ~ Fiorninal® - Depakene® & Depakote® o

BEHEREEZRIE H &IF M K Z K (amitriptyline) HC1 ~ T
B X & &8 HCl ~ & £ % f§ (citalopram) & & B ~ 9 & R OBR
(clomipramine) HCI ~ % # # (desipramine) - # & ;T (fluoxetine) -

16 &5 B (fluvoxamine) g T i — B B -~ & L &% # #K (maprotiline)
~ 3 3 AL F (mirtazapine) ~ FAF % 4 &7 (nefazodone) HCl -~ # =
# #K (nortriptyline) ~ 4 #& ;T (paroxetine) HC1 ~ & # #Kk (protriptyline)
&, 4 K (sertraline) HCl ~ % & F (doxepin) & = F & =k "# JE

® TH %8B -
B e TR FRILE B FL R LA
(Captopril) ~ % #f i & #| (enalapril) ~ % 3F r % #| (enalaprilyHCTZ -
# F # % #| (lisinopril) ~ #] ¥ 2 % #| (lisinopril/HCTZ & Aceon® -

ARALeH I REERETTH NS EEZRAA
R MBEABAEZI R EEERACERRBERITAZL
&M R HE BT

ABEATHHBERasch HRaosZ2) —HAILEH
KRB MW RBEZ L TR ZBRERNEGYN  REYD —4#

ZFrTHETZHAE -

U R E S AEHpAZILA D EHEEBEZbhmE o
HMHEZLTITHEIZIRETALSABE R RN - B RN
AEBMEeEHR LB ToraBER BE REFHARL
Ble R RERBTLLHSEHNS BRI FHAL - BE
ERBRAGALARET T oo Bl BE - RAEKHE
o~ MBAIAE - RE - BHR-REBHARBETHALER
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PRZEEZEMAVER  BEELTHEIRBZETH > R
&Hw bz Bk o T % B A Gennaro (4 %), Remington X &
Z # 2, % 18 jg (1990), Mack # P& /A 3] (Easton, Pennsylvania) o
RBYABBOEEZR - BERRILILKR - A THEMAE S
RH > THEHEARK-A_BER HEEHBEHRA > X5
g B AEBEAR  BoOoRZBER - -BFREAILLRRA - &
BAXELBTTOREREIRARBEZER -

HANRAZRBBEBNTORAEARRED AKX ZBE
@ & RS LTRSS R Bl RS AR
) 4o & e

TexBRBYXELE AG4EXREERIATRAAKEL
BRRBEXALE  SRFAHOBRIFELHRE - LERY
BRXEOUFEBER - BEFRAEAALLK

AEALCH T TURERLFAEE - B RadHTHR
AF-RB R BEBR/ZHLLRZBA > ETH L AER
FaERN 2@ FEY > wWBAKXLE T ERNLEEL
I

ABEALLESCHU T TRAETFXNEH -

e mBEHAO R X FZE

B RAABAAZELHEY - ARBHBKAPF > BB 4
HBEIRSTABEETERNIBERDNELEHE >
ERMEBOZIAKE °

FRILS D AEAF ERB T TR AGE RAE &K
HIZEAXEZHI0ER BEANIZEREZN0OERL E/ A
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HWIERE2Z0R " REBFZREAME -

R ZERBETRRERBZLEEZERBEERERI &K
FEMHMAGE  HAHFEKRAZHATHERAZTZIAZ
ELBEBREBEZHMEERAN - AT AL THLBREE
By A —RHPEARNLIRETF  #FEZEME
AR AILLEYR/IZELBLETHELB XK E TR F
hREEEBERGZHEBARAE  FE
BEZER S EKRAEKRD RRABEEBARBZIAENS - H

Gy
o]
|
I
=
e
5
*

@ hnrrruRRAEAAMERAS ERETEEKAI
% H/RENSOELIR  REAIEL/XE200% %/ R -
T T Y IR

ABEWL P —FEA—HER ROLEALAKEZ
Eh ALY AU A WL BB L THE 2B S

BAY > RESETHESZ R - B REEH
ABRHZXF—Fah—HEH Hes—HEXED
— RIS Y ZILA W ZRBEL2LTHELZHE REH S

Mo R —HEZEVD—HLEXHNTZERE > L TP HRER
(T ETERAEZERER -
AAXTHABTZIAERA AU TEREERE H RS

LR REARELRHBAANEZHE - BRZAHRE R

BB BARBLEEREAS R -
£ ZRANMREE 2 H AT > 'HHE #% 4 £ &% & Varian

VXR-200 (200 MHz, ' H) ~ Varian Gemini-300 (300 MHz) ~ Varian Mercury

VX-400 (400 MHz) 2 Bruker-Biospin AV-500 (500 MHz) + #% 4% * &

128968 -53-



200836746

BAppmIm L HFEBEUARANT X BTZIE FTHHAS E
M- AEZRICMSEBZHFERAT o AERERLED AR &
API-100 % 3% #& #2 C18 % #= # 47 » 10-95% CH; CN-H, O ( & £ 0.05%
TFA ¥ E R - & T HERZIFET -
TR EBAEXB THEAE AT I HEETH B
Me= ¥ X ;Et= Z 4 ,Pr= 4%, Bu= T X ,Ph= X i~
RAc= T EHA
ul = £ St
‘ AcOEt 2%, EtOAc = B B ¢ &5
AcOH 3 HOAc = & &
ACN = Z B%
atm = K £ B

Boc % BOC= % =-T & # £

4,
DCE= — & T &%
DCM % CH,Cl, : — & ¥ ¥ :
DIPEA= — 2 /R A T &%

DMAP =4-— ¥ k%
DMF = — ¥ X ¥ 8 A%
DMS = z)IL 7| opp—_ ‘?

DMSO = — ¥ &= &

g= X
h= /&
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hal= & %

HOBt = 1-58 & X 3 = o

LAH = # 1t 42 42

LCMS = & 48 B #7175 % & & % %
min = 4 4%

mg= & %
Ft

RTHrt= £HR(EHE  &425C)
TEA % EtxN = = 2 B

X #

ABRARAEAS Y TE XN 1B2R THEETH F — & NHHEH
wmE R - BRXIBATFT— L HAFSIHS2A4ES AL —
R LWEFERBZIEHOESIARNE FHSZLEHZIRE
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EPRAEAB (RS EREALERABS) BB (BEBSL)

% 1t ¥ (# AR BES) -
B X 1
A
(T
334 N\; 3 AR 329 Nr{
4ijﬂ“* % — Y RO
J%J1 X )n A-R' J2§J1 X«(J )n
S1 S§2a R'=CHO S3
X=N,0, &8 S$2b R'=COzH

S2¢ R'= CHy(Hal)

BRX2EBTH NS ARSI — 452 mEPEBETRR

~

ZRBESMATHEBE-R ST HEREZEAEMR R L KB R

S1 -
W X2
O (R3
(R%)
) R")L/ Hal
S % — L M
I /(R3)wHal , Jz\\J1 X’(J )n
™ (R?)
s R "X w 1
S5
R"=H, OR & Hal

ASBeHhTHELEXBEZ - RITEFHAR - HFAHR
Blz oot TXEHB PAREES4RSILAE K &8 LA
REFC oz REME H AR -

ARBEHBAL it IREDELEARENGLERATH A
T E R 0 £ 4o Aldrich4t £ /> 3) (Wisconsin, USA) #2 Acros &
¥ g N8 (Newlersey, USA) » R # dh A F b A H & o0 2 B
FEEE REETHHHRBERE-FTRAKRER - LA
EHRABSA S AEAXIRBAERAERARNEMLT T XAH#K
B oA e
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HHEKXHI1

N=\

«_NH
q Y
C) o — CO)

(0] OHC o
1B 1

¥ 3,4-— & -2H-14-% # -2 # 1A (0.1 % > 0.75 % ¥ F ) % DCE
(M0ZA) P 2K » Aok 45 81B011 % > 1.1 5 FE F) ~
NaBH(OAc); (047 %, » 22 & £ X )R AcCOH(— #H) KR ¥ » 3# » 60

THEHBR - BEZ > BREHUACHLCLHFE > U@

® NaHCO; 7K & & & # » BANa, SO L K 32 %% » R iR 4 ° & #7 (0-4%
7N NH; -MeOH/CH,ClL, ) 42 4t 1 » % 3k % & B £ (0.08 % > 50%) -
LMCS m/z 216 (MH+).
RHE - BRBLEMITHTXAE  BhlABB B LS
Zwkhok 4-% B 1D Z R & A & ¢
. f?
Ci CHO
@

4 Novabiochem #} A5 1C (100200 484 B * 1% DVB * 14 & ¥ H/
% SH%)MERN & KDMFQ5 £ )®DCEQS £ ) ¥ > i 48
BRIBQR L 21 E X F)RTEAQRIE 21 £ % F )K= -
%R RS R % B R 0 # XUDMF (3x) ~ MeOH (3x) & DCM (4x) %
Mo BEFAEAETTHIBBR -EAH R B AID 00 E 3
AEFE H/H > 014EE F)REMNDCE GEF)F » ER1A
(945 % % » 07% ¥ F )1 NaBH(OAc); (148 & %, * 07 % & ¥ )
RIE - 4 RMEMHIKkEBR > B LDMF (3x) » MeOH (3x) & DCM
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@x) #% » REBEEE T FHLE - EMHBRZHBEELI%
TFAIDCM » * E B2 FTHHF2 ) F > A EEZTEBELAY -
1 % QG 4 # Gilson A # 2 HPLC 4, 1t > m 434t & 41 (123 %

) e
5K 52
e
L,
¥ 1

@ij HOzC S - @[]

O 2a

¥ 3,4-=— 8 2H-14-X # 574 (052 % » 3.8 % ¥ F ) ML vk % -3-
B 8% (082 % » 57% ¥ H)4£ 1:1CH,Cl, : DMF(20 & ) ¥ 2 &
& > UADIPEA Q6 Z # > 15 ¥ F) » HOBt (1295 » 95 %
H)REDCI(183 5% 95 EF )R E > FH70C FTHRHEBR -
#EF N R E Y A CH,CL# fF > 2 48 Fo NaHCO; K % & 2% # >

® M Na, SO 2 7K 3 8% > & R 4 ° & #7 (0-10% 1IN NH; -MeOH/EtOAc)

RAL2A > B & B B 054% 0 55%) -
¥ B2

¥ 2A (0094 % > 036 % ¥ E)ATHF (10 & # )+ 2 & & X
BH;-SMe, QM/THF » 027 £ # > 054 £ 2 )R 3 » ¥ » 8 R
THR#F2 I -RERBY > L4 H B L E H (BtOAc) » # 4
2 A & & B 2 (0.040 % » 45%) - LMCS m/z 246 (MH+).
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REX B3

N=\
K&NH
H
MeO N

¥ &1

H
OZN\@NHZ OZN\E:[NTO
OH (0)
3B

3A

® A5 2-mk K -4-m5 A B (BA 0 2503 % > 016 % F ) A 49 A 2%
B $2 K (420 B H# > L) b 2 iR & W s 88 Bk £ 49 (3274 % 0 0.39
EFHF)RE > AHZE0C # 2 A 1A T 8155225 0.19
FHR)VRE - BREAAYWMAEBDABR NAHEF
B E AT TFTIRSERA M %K Q00 E )% EOAc (100 £ )
HEREGY LBRE MAFRXKEEMEIB (2605%) - 5 &
JE & > 3 SAEtOAc (3 x 100 & 7+ ) 3 B A & &k o LA K 7k HK A 4
ZHMRE  EMAKLIEMESO,)  BIE C RAEAET RS

o MFE AT EREEMIB 77H) BHrHERXTEBEB(EXE
ER)RPT—REY » &8 Fi#&— % i o
¥ B2

H H
2N \@[NTO O2N \@[Nj
o) O
3B 3C

& KTHF 200 Z # ) ¥ 2 1L &5 4 3B (6.76 %, > 3484 & ¥ H)
ZF 0 69.68F F FH) o R
SR EBRCRL2NEF NS S E F IR % 0 2 MeOH (10

M > # A BH;-SMe, (2.0M/THF - 35

128968 -59-



200836746

EH)VERADEFER  EAMAZIBR R BELIOSSE - RN E
T TR 4R E LA W B H (10%-30% EtOAc/ T 4% ) #2 4t 3C (6.1
#097%  B&ERHMESR) -

¥ B3
N=\
H &NH
T T
0 g 0
3C 3D
® B3C(A35% 2116 E 2 E )AL KR TLKEOGOEFF)T 2

B A My LA sk ok -4-% B% (1B 0 2.79 %, 0 28.99 & 3 F ) #1 AcOH (0.35
ZH 6EFEE)RE - BAAYWNETRTHEHFI054 - A
#% A NaBH(OAc); (1536 % » 248 £ E H )R ¥ - B RER A DY
NEBTHEMHEBR EU2NNOHE RERBERKR > £ A X
T4 - AKGCOEH)HFER Y4 > B UEOAc (4x 100 £ )
BB A MR KR MSO,) B RAEAET RS
B # (DCM » 4 A 1 & 5% 4 MeOH ¥ 2 7N NH;) 42 4 3D (5.56

® % > 89%) o MS m/z 261 (MH+).

¥ B 4
N— N:\
KC NH A/NH
“CH - )
(@) (@)
3D 3E

#% 1t A 4 3D (556 % > 2138 & ¥ F ) % # MeOH/EtOAc (300 %

#FooLDE o s FHAI0%PAC (111 L » 20% & B ) - #§R
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2

EHAZTET  RARKTHEHBR RBK - AEZET
Aun ks mA e é& B B3E (546 % 0 100%) - MS m/z 231
(MH+H).
¥ &S5

’ N
2N : Nj MeO\n/N Nj
o) © : :o
3E 3

S #pE3E (214 % > 9308 ¥ E) & & KDCM (40 £ # ) ¥ 2 32

A4 > 48 4 A TEA (324 & 9 » 233 % ¥ F ) #2 CICO,Me (143 &

o B6EEF)RE - HRAMMNERFTHRHF2HH > K
% > A2NNaOHZE R R B K - B A R RS % AR
285 0 BBk UDCMBxS0ZH)ERKE - AHZ
H B R AKEEMS0,) BiK > ARAAZTRE - B#
(DCM » 4 %A 1 £ 4% 7N NH;/MeOH) & 43 » % & & B # (1.64
% > 61%) o MS m/z 289 (MH+).

@ uLuxH4

) Y OE ]

UM EB3IT HESZ H KX 0 4% 8k 3E 2L TEA £ AcCl & 32 >

Y

2 A 4 o MS m/z 273 (MHA).
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HEKXHS
N=—
—
H H &NH
gave
0
¥ B 1-2

H foc
OyN \C[Nj HoN \C[Nj
0] )
5A

3C

® B3ICG % 167% % F) 4 & ADCM (100 & ) + 2 % & M
Boc,O (7275 » 333 % ) ~ sbg (539 & F » 667 % ¥ F)
B#IALRA2ZDMAPR 2 - R RS YN EBTHEHBR A A
EZT RS - AKGCOZF)MHER G > 3£ X EtOAc (3 x 100
EF)VER - A5 H A HREBKILEMSO0,) > RéE > &t
1 A3 2B MW G-5%EOAC/ T % > A 3% » 64%) o
UBEMERITRBATHBERZI I  EHAHERIEYD S
b+ R ABLSA -
¥ B3

Boc H H Boc
N N /N\H/N N
) - T
0 o)

W& KTHF 152 )P 2 S5A (1.1 % 44 EE F )W > H
mMMeNCOQRISE % 44 ZE XL F) - B RAMWAT B THEHB
KRB E% - BHDCM - 4 4 1 ZE 5% 7N NH; /MeOH) 4= 4

SB (890 & % ° 66%) o
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2

Y Ny
o —— 70
5B 5C
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In its many embodiments, the present invention relates to a novel class of
phenylmorpholine and phenylthiomorpholine compounds useful as a2C adrenergic

. receptor agonists, pharmaceutical compositions containing the compounds, and methods of
treatment, prevention, inhibition, or amelioration of one or more diseases associated with

the a2C adrenergic receptor agonists using such compounds or pharmaceutical

compositions.
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