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s Mg EHohe] EASe] £4 Gl JEZWA

Eourgo 67 ey 9 .
ADPAZE A Zst= WHS Al st} A7 S =5 & (vield) B A B A (selectivity)S SFAAI 7| A 19-A 349 A
oA A AARL AT}, ok B e 4-ADPASY AlF 2 £43 e YA 43} 9% PPDY A Xl A3t
o] FA G B ATt E aio glolA, YEZulAl] sk oldal o] Bu|E 2 §7] 747 e YEZ M A =
H S @ 543 9k-88 Znfo] Mel 2 AR o] =g 3t}
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Gl e ey
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old & F=A 7} geto] =(halide)E X gFal= 184 W3k 23} 7] ZH(nucleophilic aromatic substitution
mechanism)°l 9|8 4-ADPAE Al Zsh= W2 a4 5 o] 3tk 47] W2 4-ADPA S3H4|, S 4-UE=ZH g dolrl
(4-NDPA)S Azt & HUEZ S A 7= AS &3 4 DPA= B HAE 3 242 F 34| (neutralizing
agent) == Al =8 A (acid acceptor)®] EA| &AM p-FEZUEZ WA S O]ﬂé FEA(AAY, EEoldg = ==
29 e EE) S RheA 7L, dEA o8 HulfE Agate] Alx ]‘jr o & nl= 53] #4,187,248%; Al

4,683,332%; A4,155,936%; A4,670,595%; A4,122,118%; A4,614,817%; Xﬂ4 209,4633; A4,196,146%; A
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2alAle] B go] upgkzsHA 19 AL T 1 vkl A3} o] 4-ADPAC] thal o) A el AL Fholl &
hojok S}, Al L= A v 8 Zujo] oFo ukS 7)o 9] FoA] Aom 4-NODPA 2 4-NDPAQ] o] 4-ADPAR
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el 3 AfA g et yERZEA B obdd SES AHE T 9l
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teE o=, velax ey odotnl § 3 g2 goff Wrk opuje} o] E3HEo] glow, ojo Al H A= et £
Hhgoll a3k ko] opd |2 ukg ool A9 A F 9lom, o] B 7] e obdd e S =AM ATt

&
g Al A A= vk} o], "X 8k obd | A "2
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Atk wEkA], B ubg o] WA S ALESle], A E A E = ozl o] S 2 EEY] e B o] uhgS 2 A
2 4= ).
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S 91 Fob M AE = B 48 A3 = Ae T3t B UEZWMAS ofSA Al o2 Aoz ofdd
I JEZNAL 159 ) 25= 4-N ODPA 2 4-NDPA Qo] 1] A3 A7 o2 727 4-NDPA &S 4-ADPAZ
AN oz DA gbSF AU 2 vhgo] golid AdEtA &2 %, S 4-ADPA 58] 2% = A o]l
HAEZ ofddo] YEZul Al k&3t RS A ST} HA == Eo] o] oF 49 ¢l o] 0}7} HEE AESS 2Hs o
2 RS ARt o2 A PA| ), v gk Ao o A, Sl 24 ofd A I s H ESWE AR FASHE o]
A7 2 ALEEE AG, B go] oE o] v ESE ] By y|EH 2k 0. 5%& 74" o) el 4-NDPA 2 4-
NODPA H/fE= 19] o] dA| & Z71gkc}, upeha], 2y o] wh-g-o Bz A s oA ZaE 5= Qloivh H A &9
"ZHE Yo O}é% o] HE &l 3} 9k-g-3li= AL A|sh= & olste] &, = O}éﬂﬂ L =A AL EHE A RS
FEo] T 7] EH F 4% H,0 olatolt}. §h-go] £=87bs e &2 el e ke &l wpe} thdatrt. o & S,
DMSO7} w24 A1+ a1, HESE AR FAstE o] A7 2A AMEH & A9, vhgollA] BA S = E2 o o
Aoke wbg EgE B A7H-‘ﬂr °F 8% H,00lth. Lejut, obd /o] 22 17} 3/ §uj=A AREE = A5, ke
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EE 2% S
orgel 0.215 3.665
RENEE 0.0 0.0
LIE2HIH 79.421 10.195
4-01 DI = CI Hl < 01 21 (4-ADPA) 0.899 0.603
HILHA 0.0 0.01
2-00| &= CI HI'< 0F 21 (2-ADPA) 0.074 0.0
4-LIE2ACIH Z0H2! (4-NODPA) 0.118 0.047
c-OF XA 0.0 0.073
CIHE 5| S2HA 0.0 0.0
4-LI ESCIHIL 0121 (4-NOPA) 0.022 0.1
OFE AlBIA 19.152 82.960
2-LIE 2C/HI'L 0F 2! (2-NDPA) 0.0 0.0
t—OhZ= HI &l 0.099 2.089
4-TH < OFZ=CIH £ 021 (4-PADPA) 0.0 0.057
71 3 19] HolH = &%) 4-ADPAE o] 8-ste] H4sh A Eo] A Azdve AL HojEth
AAld 2.
AN = 2710 ok d ™ e F7F EATE A= GEFS Ak TMA(OH)-5H,0 58.0gm % =243} ¥k-5-8 =
1.05gm¥} g7 obd ¥ 136.9gm % UEZulAl 43.7gmeS Zube] T dths 218 AlQfstars A Al 1914 A48 2
22 7IH S ARSI whEbA, W)= Zbe] U ERwlAlel] tigk ofd - o] Eu]Eo] 41652 AHlAA ol dUE ¥
Hatth HPLC 7]%S AHg-3te], R EZelo| Bl 24 ES 11141, 3.6A17F 9 wpA et o & 5 61413k A gt vt
7] EEs W0l A &shg et U] oF 94T R =43t 3.46A% el o] (two phase), 5 Bt FAE 714 B B
o 7HE S 7176l SR Fo Eo] AN U A e AAgE FEl, el =2 obd v YERWA
o] Aee A AdTEdd opdel = o] o] A H = AS JASte] 4-ADPAE FAA R
[F 2al
UEZ WA 5480 AN ¢ 2, A8 RE(FZFR)-771%
Al2H 1. 11AI2H 3.46A12¢ 5.61A12¢
EE 2% 2 Z2%
orgel 66.64 57.65 56.999
-0l ot 2l 0.0 0.0 0.0
LiE2HM 7.195 0.0 0.0
4-01 D] = CI | 0} 21 (4-ADPA) 0.55 15.41 14.95
HILHZ 0.126 0.126 0.108
2-0101 = C| H < 01 21 (2-ADPA) 0.0 0.0 0.0
4-LIE2ACIH Z0H21 (4-NODPA) 11.457 0.034 0.0322
c-OFE I A 2.46 2.4 1.266
Cmsl=ata 0.0 19.56 23.379
4-LIEZCIHIL 0F2! (4-NOPA) 2.738 0.1305 0.0
OFS AlBIE 2.194 0.0435 0.0
2-LIEZCIHIL 012! (2-NOPA) 0.0 0.032 0.035
t-OFZ i &l 6.168 4.346 3.181
4~ < OFZ=CIH < 021 (4-PADPA) 0.216 0.0214 0.0
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[ 2b]
ESHA £k AN 2 A E FEEFD-F4F L 55
Al2t 3.46 Al 2¢ 5.61A12¢
g2 SE%, edS SE%, =3
Ot el 60.58 67.321
n-HE ot el 0.0 0.0
LIEZHA 0.044 0.196
4-010| = CIH < O+ 21 (4-ADPA) 15.137 12.451
HILt& 0.130 0.743
-0t0| = CI HI '€ OF 21 (2-ADPA) 0.0 0.0
4-LIEEACIH L 02! (4-NODPA) 0.0444 0.0
c—OFZ Bl dl 2.537 3.164
CIHE a5l Eet&l 13.798 7.948
4-LIEZ CIH L 0}2l (4-NDPA) 0.141 0.0
O Al B A 0.066 0.0
2-LIEZ CIH L 0}2l(2-NDPA) 0.032 0.044
t—Of 25 Bl &I 6.605 8.134
4-TH < Ot = CI HI < 021 (4-PADPA) 0.018 0.0

Al 13 thxH o2 Ao 2= FEFe] oldd = 1 o]A4e] mole o}'d ®/mole YE &4l

9] 4223H= 4-NODPA % 4-NDPA®] TMA €< @4 A)7 ®ut ol)g} YEZuAL
WA J5e) ¥ 2a 2

S 2 HMeX S AT S

2 A %

A} EAstol A Y E= A
ABkAI 71 B2 4-ADPA +5

1 ohol LERG vhe} o], U EZmlAl 238 3, 46/\] 7}01]

Al 10099 774501, st R A4 O A AT 346 U 561408 e WA e ol ¥

godsl=grog o] g9, W 4-5dolx DPAC 4-ADPA ¥ ofd & o 2 o] 312 B3t npitg st A}%-ﬂ
ATt
A 3.
Ao 3o 4, YEZW A T3k o} d ¥l o] En] *Emlfﬂl 2] YR A H T 7.078] £ L7 E EQ0 &F Y
o] 5% FetE Sl &2 Al 20 AFEE A AL Eokrh 2y 2 AA oA, YEZ Al tjg 47 S
A Ao 25T} okt ATt s A, Fule] T Eitﬁlxﬂﬁ F2 Ao 20 YERH AR A Ao 304 ] 4

Aot thA] 3, W22 F(reaction mass)S F Zol] W Alol A Fole] A A FAL G L 7S Ao 2 W
H Atk 6A17F2] HEG A 7H A A S ¢Fe] FA4so)] o8] I E = 287 Eus AZFS e # 3a 9 & 3boll
B A elg Aves EZHAlo] AN AN EZ A8 s & vl go] uja s vk A8 A|Q]stals Al 29 3 2a &
2boll Yepd A3} Aol AR

[¥ 3a]
HEZ A 7243} Ao 3. H53E2] A= FX2(TEFD)

Al 2 1.45A1 2+ 2.79A12+ 6.0AlI2

e =2k, =2k =28

orel 78.16 72.33 74.69

ENEE 0.0 0.0 0.0

LIEZ2HIHE 0.0 0.0 0.0

4-0t0] = CIH 'L O+ 2! (4-ADPA) 8.446 7.91 8.35

HLHA 0.067 0.0623 0.06
2-0+0| = CIH ' 0+ 21 (2-ADPA) 0.025 0.0 0.0255
4-LIE 2 ALIHIL 02! (4-NODPA) 1.246 0.449 0.528

c-OF 2= Bl Al 0.0 0.0 0.0

CIHY s Seta 6.012 17.19 12.136
4-LIE2CIH L 0t2! (4-NDPA) 0.0 0.0 0.0
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OF 25 Al Bl HEI 0.0 0.0 0.0
2-LIEZCIH 02! (2-NDPA) 0.0 0.059 0.036
t-OF X Bl A 5.977 1.996 4.169
4-H < OF = CIHI & 021 (4-PADPA) 0.067 0.0 0.0
[& 3b]
YEZHAl a3k Al 3. 0ks b 775 2 5ol et A= BE(EER)
Al2H 6.0AI2 6.0AI2¢
88 25 +5
o el 72.0 81.62
n-BIEotgel 0.0 0.0
FEEEET 0.0 0.0805
4-0t0I = CI H £ 01 21 (4-ADPA) 8.32 7.441
HILIZ 0.06 0.0594
2-0t0I = CI H £ 01 81 (2-ADPA) 0.024 0.0
4-LIEZ A CIH L 0+ (4-NODPA) 0.279 0.691
c-OLZ #I & 0.0 0.0
CIH Z5| Set 16.227 3.413
4-LIE ZCIH £ 0F21 (4-NDPA) 0.0 0.0
OF Z5 Al B A 0.0 0.0
2-LIEZCIH 02! (2-NDPA) 0.0355 0.0279
t-OF X Bl A 2.86 6.667
4-H £ OF & CIHI & 0121 (4-PADPA) 0.0 0.0

AN o] 3 UJEZH A 4-NDPA 2 4-NODPAZ 2] H3l&o] volg o gy 7)o o] Hojx|ar, FetgF &HHA ol
Z7tel, ol 2 YEZWAS tuds| =gl o2 $48 A A U] B8 A= AS

HF AMEE b ek Sl YEZ WA 398 9e IS HV—A T HEZ A 4882 A 234 A A
o 3014 O EohE AL BolET)

A Ao 264 eF o], obd B = o] & Aol M A= o] A A= YERwIAle] A% g AN ER A 3= A
S AgEt YE 2] 3k ol d b o] & HHl g U YEZulAl] 3k ZelFe w2 v &S A3 o7 4-NODPA
= FE5A 7Y & 3a9l] Ve vkl o] 1.45A]7F2] HH-S-A|ZFS 4-NDPA7|F A& 5 A ¢kttt
X A= AN 1,22 38 A% A8 vES/ 7] A 2 A B Er St 2 S vlus) A YERAT
[E 4]
YUEZ AR $48} 957 A Ao

AN BS 1 2 3

gn Otel 0.0 136.9322 160.2318

gn LIEZHIHA 133.3214 43.6787 30.1102

mole Ot el/mole LIEZBIHA 0.0 4.165 7.07

om TMA(OH) - 5H20 26.1044 58.0247 39.7038

mole LIEZ2YIAE /mole TMA(OH) 7.453 1.099 1.11

om 5% Pd/A|203 0.7421 1.0475 1.0480

gm Pd/1000gm LIE = I Hl 0.278 1.208 1.76
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71 AAdESHE 3
Eﬁ‘rﬂl“é?}l{g $‘lﬂ R AT 2ok SvlE
2 UAS A =T YD) B Ak =
= A

1 )92l mole HE &11A/mole TMA(OH) 2] ]
2 T AT AS AAISHL AT A7 E obdE = o]
S AE FEske HAdo

AAd 29 39 A= YER
2 TMA(OH)®l| ]3] =4t}

rlr rg
ri_‘l
o 1o

(57) 472 H<
3T 1
17 3ol 93] 4-ovuwr] s d ol & Al st WE oA,

7] (base) ¥ 43} ¥+S-(hydrogenation)-& Zujj o] &3} ] Z~ ¢+ (hydrogen pressure)stolA HEZ WAL wt
o
&

yd
9 (reaction zone)dl FFst= GAE Estsl= AS 54 3} W,
AT7g 2,
A 1 8ol doj A,

Wy elo] obd W FhE FEGE AL SHOR St P,

7% 3.
Al 1 el 1ol A,

0.1 A1ZE V1A 10 A17E 59 Wk Fojo] A o2 UEZMAL Arbehs 2& 5o b i,

AT 4.

3T 5.

A

3T 6.

A

AT

A

3T 8.
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<
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file)
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