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Step a): Campiani, G.; Butini, S; Gemma, S.; Nacci, V.; Fattorusso, C.; Catalanotti, B.; Giorgi, G.; Cagnotto, A.; Goegan, M.; Mennini, T.; Minetti, P.; Di 
Cesare, M. A.; Mastroianni, D.; Scafetta, N.; Galletti, B.; Stasi, M. A.; Castorina, M.; Pacifici, L.; Ghirardi, O.;  Tinti, O.; Carminati, P. 
Pyrrolo[1,3]benzothiazepine-Based Atypical Antipsychotic Agents. Synthesis, Structure−Activity Relationship, Molecular Modeling, and Biological Studies. J. 
Med. Chem. 2002, 45, 344-359. Step b): Tomohide Okada, T.; Matsumuro, H.; Kitagawa, S.; Iwai, T.; Yamazaki, K.; Kinoshita, Y.; Kimura, Y.; Kirihara, M. 
Selective Synthesis of Sulfoxides through Oxidation of Sulfides with Sodium Hypochlorite Pentahydrate Crystals. Synlett 2015, 26, 2547-2552. Step c): (a) 
Stoss, P.; Satzinger, G. Cyclische Sulfoximide, II. 3.4-Dihydro-1.2-benzothiazinon-(3)-1-oxide und 4.5-Dihydro-3H-1.2.4-benzothiadiazepinon-(3)-1-oxide. 
Chem. Ber. 1972, 105, 2575-2583; (b) Stoss, P.; Satzinger, G. Cyclische Sulfoximide, VI. 3-Imino-3H-1λ4,2-benzisothiazol-1-oxide. Chem. Ber. 1975, 108, 
3855-3863; (c) Beck, J. R.; Yahner, J. A. Nitro displacement by methanethiol anion. Synthesis of bis-, tris-, tetrakis-, and pentakis(methylthio)benzoic acids 
and related derivatives. J. Org. Chem. 1978, 43, 2052-2055; (d) Serebryakov, E. A.; Zlotin, S. G. Nitro derivatives of cyclic sulfoximides of the 1,2-
benzoisothiazole series. Russ. Chem. Bull. 2002, 51, 1549-1555. Step d): Kerins, F.; O’Shea, D. F. Generation of Substituted Styrenes via Suzuki Cross-
Coupling of Aryl Halides with 2,4,6-Trivinylcyclotriboroxane. J. Org. Chem. 2002, 67, 4968-4971. Step e): For an enatioselective approach: Palucki, M.; 
Pospisil, P. J.; Zhang, W.; Jacobsen, E. N. Highly Enantioselective, Low-Temperature Epoxidation of Styrene. J. Am. Chem. Soc. 1994, 116, 9333-9334. Step 
f): Wells, J. N.; Shirodkar, A. V.; Knevel, A. M. Aziridine Derivatives as Potential Monoamine Oxidase Inhibitors. J. Med. Chem. 1966, 9, 195-197. Step g): 
Other Lactamization/(Lactonization) procedures could be helpful as well. Step h): Chiral resolution leads to the desired products DAV-AUT-7eb-2 and DAV-
AUT-7eb-4, respectively.


