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Scheme 1. Synthetic strategy of ABPX
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Table 1. Effect of methylation in the yields of ABPX-PYR and Rhodols

oA N
R'O N R20 OR?2
0 JO |

COOH
O CH3SO;H, 110g

ABPX-PYR Rhodols

yield (%)

entry  R' R? time(h) \gpx pYR Rhodols

1 H H 6 36 20
2 Me H 24 73 16
3 H Me 24 73 19
4 Me Me 35 16 28
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Scheme 2. Synthetic route of 2-[4-pyrrolidino-2-hydroxy benzoyl]benzoic acid
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Table 2. Effect of protic acid in entry 2 and entry 6

?Dmo OMQ‘D HO O aD Meo:(?
w0 O >
ABPX-PYR Rhodol Me-Rhodol
reagent pleld{}
ABPX-PYR  Rhodol  Me-Rhodol
CH,COOH 0 0 0
CF,COOH 0 0 67
CH,;CH,SO;H 59 trace 7
CH3;SO3H 73 trace 19
H,SO, 17 trace 14
CeHsSO3H 50 trace 49
CF;SO;H 9 0 77
4 M HCl in Dioxane 0 trace trace
(CF5S0O,),NH 23 0 66




Table 3. Effect of Lewis acid in entry 2 and entry 6

:0 O D MEO\©OMe GID HOé)@D MeO O O/,r:jo
SAi A e 2
ABPX-PYR Rhodol Me-Rhodol
reagent yield (%)
ABPX-PYR Rhodol Me-Rhodol
ZnCl, 0 0 trace
AICI; 0 0 0
Cu(OTf), 0 0 0
Zn(OTf), 0 0 0
BF;-OEt; 10 0 42
Al(OTf)s trace 0 trace
Ga(OTf)s trace 0 17
Sn(OTf), 0 0 7
Yb(OTf); 0 0 0
Bi(OTf)s* 13 0 18

*reaction time : 48 h
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Scheme 3. Synthetic route of 80-labeled resorcinol
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Scheme 4. Synthetic route of isotope-labeled ABPX-PYR and Rhodols
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Scheme 5. Cyclization mechanism of resorcinol with 2-[4-pyrrolidino-2-hydroxy benzoyllbenzoic acid under the
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