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Cunre3s
N-metun 3-ankina-izoriazonigun-1,1-1i0kco-3-MeTHIKapOOKCHIATIB
3a BHYTPIIIHbOMOJIEKYJISIPHOIO peakiiero MixaeJst

IIpedcmasneno axademivom HAH Ypainu O.0. lwenxom

Pospobaeno epexmusnuii ma npocmuil y eukonanni memood curnmesy N-memun 3-ankin-izomiasonioun-1,1-
diokco-3-memunkapboxcunamie. Ak euxioni peazenmu GUKOPUCTMOBYOMbCS 1e2KO0OCMYnHi 2i0poxaiopudu ecme-
pie 2-monosamiuenux o-aminoxuciom ma B-xaopemuicyivgoniixiopud. Ompumani na nepwitt cmadii memui
2-ankin-2- (einincyrvgamioo))emanoamu AIKiyOMbCA 3G AMOMOM HIMPOZeHy 1 Nepemeopioiomocs Ha Memuil
2-anxin-2- (N-memunsinincyavpamioo)emanoamit, sxi 6 ymosax NaH-onocepedrosanoi enympiutnbomMorexyisphoi
peakyii Mixaens yuxnisyromvcs 6 yinvoei N-memun 3-anxin-izomiazonioun-1,1-diokco-3-memunxapboxcunamil.
Januii xnac cnoayx poseasoacmocs sx cyavpamionuil 6ioizocmep npupoonoi nipozaymaminosoi kuciomu (pGlu) i
MOJCe BUKOPUCTOBYBATIUCSL 6 CUHMEST CROJYK 3 NOMEHUILHOI0 OI0J02IUHOI0 AKMUGHICINIO.

Kntouosi crosa: cyivgamiou, aminoxuciomu, yukiisauis, peaxyis Mixaens.

Cysibdamizim MatoTh BeJIMKe TPAaKTUYHE 3HAUEHHS JIJIsT Cy4aCHOI OPTaHivHol, MeJInYHOI Ta hapma-
1eBTUYHOI Ximii [1—3], ockinbku € MeTaboJIiuHO cTIHKUME 6i0i30CTEpHIMI aHAJIOTaMK aMitiB [4,
5]. Came Tomy cybhamiguuii pparMenT BXOAUTb 10 cKaaxy Oiabin Hixk 120 cxsasenux FDA -
kiB. OcobunBe miciie cepert cysbhamiaiB 3aiiMaroTh MUKJIIYHI peacTaBHIKU. Ha ix 0cHOBI cTBO-
PEHO TIperapaTu 3 MPOTUBIPYCHUMHU, aHTUOIOTHYHUMU Ta MPOTU3ANATLHIUMHU BIACTUBOCTSIMH |6,
7]. Tomy po3pobieHHsT HOBUX Ta e(heKTUBHUX METOIIB CHHTE3Y (DYHKITIOHATI30BAHUX UK THIX
cybMaMifiB € aKTyaJIbHUM 3aB/IaHHSIM.

Y crarTi onucyeThest MeTol cuHTesy 6ioizocTepis miporsiyraminoBoi kucaotu (pGlu) (1), sika
BXOJIUTH /10 CKJIAJLY JIETKUX TOPMOHIB Ta Hetiponientu/is [8, 9]. Ha ocHOBI cysbdamiganx anamo-
riB pGlu — noxigaux izoriazomiani-1,1-miokco-3-kapbornoBoi kucaotu (2) Gyjan CTBOPEHi eKc-
nepuMeHTaIbHI 3ac00M IS JIIKyBaHH IIyKPOBOTO Jiadety, apTputy Ta ckiaeposy [10, 11]. ¥V coio
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Puc. 1. IliporaytaminoBa KHUCJIOTa o CO.H
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4epry, MU 30CepeIniIii yBary Ha (DyHKITIOHATI30BaHUX MOXiIHUX 2, a came Ha N-MeTuJ 3-aJikij-
isoTiazosmiaun-1,1-m1i0kco-3-MeTHIKapOOKCHIaTax 3aranbHoi hopmyn 3 (puc. 1).

Sk BUXigHI pedOBWHM Ha TepIIiil cTajii OyJu BUKOPUCTAHI JIETKOJOCTYIHI TiZIPOXJIOPUIN
ecTepiB oi-aMiHOKKCIOT 4a—c Ta B-xuoperusicyabdoninxnopuz (). CyabdoninyBanus Bigdy-
BAETHCS 32 y4aCTi TPUETUIAMIHY B CEPEIOBUII AUXJIOPMeTaHy 3a KIMHATHOI TeMIepaTypH i cy-
MIPOBOJIPKYETHCS €JIIMIHYBAHHSIM XJIOPUCTOTO BOJIHIO. YTBOPEHI TAKMM YMHOM METHJI 2-aJIKiji-2-
(BiHincynbdamino)eranoaru (6a—c) 6yim Buziseni 3 70—92 % Buxomom (cxema 1).
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3a, 4a, 6a, 7a: R = Et; 3b, 4b, 6b, 7b: R = i-Pr; 3¢, 4c, 6¢, 7c: R = s-Bu

Cxema 1. Cunres meTu isoriasosiaun-1,1-giokco-3-kapbokcunaris 1a—c

CtpykTypa TMpOAYKTiB 6a—c TiATBEpKeHA TaHUMU '"H ta ®C IMP CIIEKTPOCKOTIIT i
Mac-CIIeKTpoMeTpii. 30KpeMa, XapaKTepUCTUYHUMU € CUTHAJIU BiHIJIBHOI TPYIIN, SKa CIIOCTEPi-
raetbest B 'H SIMP CIIEKTPI sIK Takuil Habip curHamis: xy6ser ayoaeris (J = 16,5, 9,9 ') npu
6,45—6,47 m. 4., nyoser (J = 16,5 T') upu 6,14—6,20 m. 4. Ta gybaer (J = 9,9 I'r) npu 5,84—
588 M. 4. Y °C IMP CIeKTpi aToMK KapOOHY BiHIJIOBOTO (hparMeHTa crioctepiraioThbest mpu 136
Ta 126 M. 4. BIITIOBIIHO.

Y pesysibraTi mofabIoro ajKiayBaHHS CyabdaMisiiB 6a—c HoANCTUM METUIIOM 32 y4acTi
KapOOHATY KaJlilo B CEPENOBUIII AMMeTHI(GOpMaMiLy 3a KIMHATHOT TeMIIEpaTypy YTBOPIOIOTHCS
MeTna 2-askis-2-(N-metuiBinisacyabghamino)-etanoatu (7a—c), siki Oyau Buisieni 3 62—75 %
BUXO/IOM (/iuB. cxeMy). CTPyKTypa o/lepsKaHuX MPOAYKTIB MiATBEPIKYETHCSI TaHUMU "Hra ®C
AMP cniextpockorii i Mac-ciekTpomeTpii. Tak, B 'H IMP CIIEKTPI HE CIIOCTEPITaeThCA Xapak-
TepHUii 71t 6a—c opHonporonHuii Ay6ser NH-rpymu npu 5,11—5,31 M. 4., mpoTe HasiBHUI TpH-
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nporonrnii cunrner N—CHg-rpymu npn 2,70—2,77 . 4. ILiii xe rpymni Bianmosizae curuas npu
29M. 4.y Bc amp CHEKTPI.

JlerpoToHyBaHHsI 7a—c BiI0yBA€ThCSA 3a Y4aCTi IiApUIy HATPi0 B CHCTEMi PO3YMHHUKIB
nuMetuadopmamin — aretoHiTpua (1 : 1) 3a KiMHATHOI TeMIlepaTypu. YTBOPEHUN MPU 1IbOMY
KapboaHioH 8 esleKTPO(iIbHO aTaKy€EThCS BiHIICYIb(aMiHOI TPYIIOIO, SIKA € IOCUTh AKTUBHUM
akierrropoM Mixaesist. Takum 4uHOM, BHACIIIIOK TIepebiTy BHY TPITHBOMOJIEKYISIPHOT peakiiii Mi-
XaeJist yTBopIotoThest N-meTua 3-ajikisi-isoriasosiaui-1,1-miokco-3-mernakapbokcuiaru (3a—c),
stki 6ysin Bujtisieri 3 83—92 % Buxozom (uB. cxemy). CTpyKTypa IMiJIbOBUX MPOAYKTIB 3a—¢ mi/-
TBEP/KYETHCS TAaHUMU '"H 1a ®C IMP CIIEKTPOCKOTIi1, 30KpeMa BiZICyTHICTIO CUTHAJIIB BiHLJIBHOI
TPy Ta HAABHUMM CUTHAJIaMU JIBOX MeTuaeHoBuX rpyn (pparmenta NSO,—CH,—CH,,. 3asna-
YeHa rpyria mMposBJISETHCS B "H IMP CIIEKTPI SK IBONPOTOHHUN MyJibTUTLIET TpH 3,06—3,28 M. .
i /IBa OTHOIIPOTOHHUX MYJIBTUILIETH TIPH 2,54—2,78 Ta 2,04—2,31 M. 4. BiamnosiaHo. B Bc aMmp
CIEKTPI Ii#l TPYyIIi BiAMOBIIAI0TH CUTHAIN TIPpK 45 1 25 M. 4. BiIIIOBIIHO.

OTrxe, Mu po3pobmin eeKTUBHMIT MeToz cuHTedy N-MeTus 3-ajkina-izoriazomiann-1,1-
Hiokco-3-MetuiakapOokcuaaris (3a—c), KJIYOBOKO CTAIIEI0 SKOr0 € BHYTPIIIHBOMOJIEKYJ/ISPHA
mukJisaiis 3a Mixaesem. IIpocrora y BUKOHAHHI Ta IOCTYITHICTh BUXiHUX CyOCTpaTiB i peareH-
TiB BIZIKPUBAE MMUPOKI MOKIMBOCTI JIJIs 3aCTOCYBAHHSI IAHOTO METO/IY B KOMOIHATOPHOMY CUHTE31
CIIOJIYK 3 IIOTEHIITHO0 Gi0JIOrTYHOI0 aKTUBHICTIO.

3araibpHuit MEeTO/] CHHTE3Y MeTHJI 2-aJiKiji-2-(BiHiacyabdamizo )eranoaris 6a—c. /lo cyc-
1eH3ii METUJIOBOTO eCTepy 0-aMiHOKUCJIOTH 4a—c (5 MMOJIb) Y xsopuctomy Metusieni (100 muir)
nonaoth Tpuetniamin (1,72 1, 2,36 M, 17 Mmodib) i ojiepskany cymint epeminnytoTsb 30 XB 3a KiM-
HaTHOI Temmiepatypu. [licsis ITbOro 10 Kparigx 10al0Th PO3UNH 2-XJI0PETUICYIb(POHITXTOPUTY
(5) (0,81 1, 5 MMouTb) y x710pHcTOMY MeTuseHi (10 M) 3a KIMHATHOI TeMIIepaTypH i peakilinny
cymimm sanumraioTs Ha 30 xB. [Tepebir peaxirii KoHTpoJIOIOTH 3a gornomoroio TIIIX y cucremi xito-
pocdopm — metanos (9 : 1). [Ticss 3akiHueHHs peakilii CyMilll MOcJIiZIOBHO MPOMUBAIOTH 5 % PO3-
yrHOM XJI0puAHOI KucaoTu (50 mir) Ta Bogoio (3 x 50 Mir), ocyLIyIoTh Hajl 6€3BOJHIM CyIb(aToM
HATPII0, BiA(DIIBTPOBYIOTH 1 BUTIAPOBYIOTH T1i/l 3HUKEHUM THCKOM. 3aJIUIIOK CYOIIMYIOTh Y BaKy-
yMi (0,1 Mmm pt. cT.) ipu 100—110 °C i B pe3ysibTaTi OTPUMYIOTH AaHATITUYHO YMCTUI 3pa30K 6a—c.

Memuan 2- (inincyavpamioo) oymanoam (6a). Buxin 70 %. Kosre macso. Criextp IMP
'H (400 MTIt, CDCl,, 8, m. u., J/T): 6,47 (1H, an, J = 16,5,9,9, CH=CH,), 6,20 (1H, 1, ] = 16,5,
CH=CH,), 5,88 (1H, 1,/ =9,9, CH=CH,), 5,11 (1H, 1,/ =9,9,NH), 3,90—3,78 (1H, m, CH—NH),
3,72 (3H, ¢, OCH,), 1,91-1,62 (2H, m, CH,—CH,), 0,93 (3H, 1,/ = 7,4, CH,—CH,). Cuiextp
AMP C (126 M, CDCl, 8, m. w.): 172,5, 136,2, 126,6, 56,8, 52,5, 26,5, 9,4. Mac-criextp, m,/z
(L %): 208 [MH]" (100).

Memun (siniacyavpamioo)saninam (6b). Buxin 89 %. JKosre macsio. Criexktp SIMP 'H
(400 MIm, CDCl,, §, m. u,, J/Tn): 6,45 (1H, nn, J = 16,5, 9,9, CH=CH,), 6,14 (1H, 1, ] = 16,5,
CH=CH,), 584 (1H, n,/=9,9, CH=CH,), 5,31 (1H, 1,/ =9,9,NH), 3,70—3,68 (1H, m, CH—NH),
3,68 (3H, ¢, OCH,), 2,07 (1H, renrert, ] = 6,8, CH(CH,),), 0,94 (3H, x, ] = 6,8, CH(CH,),), 0,83
(3H, n, J = 6,8, CH(CH,),). Cnexrp IMP Be (126 MTIm, CDCl,, 8, m. u.): 172,3, 136,1, 126,6,
60,9, 52,3, 31,3, 19,0, 17,3. Mac-cnexrp, m/z (I ;, , %): 222 [MH]" (100).

Memun 3-memun-2- (6iniacyavpamioo)nenmanoam (6¢). Buxin 92 %. JKosre macio.
Crnexrp AMP 'H (400 MTi, CDClB, o, m. u,, J/Tu): 6,45 (1H, nn, J = 16,6, 9,9, CH=CH,), 6,15
(1H, n, /= 16,6, CH=CH,), 5,85 (1H, 1,/ = 9,9, CH=CH,), 5,28 (1H, 1,/ = 9,9,NH), 3,75 (1H, nz,
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J =99, 68, CH-NCH,), 3,68 (3H, ¢, OCH,), 1,85—1,78 (1H, M, CH;—CH—CH,), 1,35—1,27
(1H, m, CH;—CH—CH,), 1,17—1,07 (1H, m, CH,—CH—CH,), 0,90 (3H, n, J = 7,4, CH,—CH)),
0,84 (3H, 1,/ =7,4, CH,—CH,). Cuextp AMP Be (126 MIt, CDCly, 8, m.u.): 172,3, 136,1, 126,6,
60,2, 52,3, 38,2, 24,6, 15,5, 11,3. Mac-cnekrp, m/z (I;, , %): 236 [MH]" (100).

3arajbHuii MeTO/I CHHTe3y MeTHJI 2-aJKii-2-( N-MeTuiBiHUICY Ib(PaMifo )-eTaHoaTiB 7a—C.
Metnn 2-ankin-2-(Bigincymabhamino)etanoat 6a—c (3 MMOJIb) PO3UMHSIOTD Y TUMETUI(hOpPMaMiIi
(20 mur) i mocrioBHO Aoa0Th Ge3BoaHMiT KapOoHat Kasiio (0,83 r, 6 MMOJIb) Ta HOAMCTIIT METHIT
(0,57 1, 0,25 mut1, 4 Mmmosib). Onepsxany cymilir iepeMitinyiotsb 16 ros 3a kimuaToi Temmeparypu. [lic-
JIST TIHOTO PeAKIIiitHy Macy po30aBisaiorh Boaoro (150 mir) i ekcrparyiors etumaretatom (3 x 50 M),
OG6’eHaHi opraHiuHi eKCTPaKTH MPOMUBAOTH BOA0I0 (3 x 100 mur), ocyinyoTh Haj Oe3BOIHIM
cyJbGaToM HATPIIO, BiADIIBETPOBYIOTH i BUIIAPOBYIOTH i/ 3HUKEHUM THCKOM. 3aJIHIIOK CyOIiMy-
10Tk y BakyyMi (0,1 mm pT. ct.) mpu 100—110 °C i oTpuMyI0Th QaHATITUYHO YUCTUI 3PA30K 7a—C.

Memuan 2- (N-memunsinincyavpamioo) oymanoam (7a). Buxin 63 %. BesbapsHe maciio.
Crnekrp AMP 'H (400 MTT, CDC13, 9, M. u,, J/Tn): 6,42 (1H, g, J = 16,5, 9,9, CH=CH,), 6,15
(1H, n, /= 16,5, CH=CH,), 5,89 (1H, 1,/ = 9,9, CH=CH,), 4,36 (1H, 11,/ = 9,9, 7,4, CH—NCH,),
3,66 (3H, ¢, OCH,), 2,70 (3H, ¢, NCH,), 1,95—1,88 (1H,m, CH,—CH,), 1,70—1,58 (1H, M, CH,—
CH,), 0,94 (3H, 7,J = 7,4, CH,—CH,). Criexrp IMP "°C (126 M, CDCl, 8, m. w.): 171,5, 134,5,
126,7, 60,6, 52,1, 29,3, 22,2, 10,7. Mac-cuekrp, m/z (15, ., %): 222 [MH]" (100).

Memun N-memun-N-sinincyavponin)eaninam (7b). Buxin 69 %. Besbapshe macio.
Crnexrp IMP 'H (400 MITy, CDCl,, 8, m. 1, J/Tn): 6,35 (1H, axn, J = 16,6, 9,8, CH=CH,), 6,15
(1H, n,J = 16,6, CH=CH,), 5,89 (1H, 1,/ = 9,8, CH=CH,), 4,00 (1H, 1,/ = 9,8, CH—NCH,), 3,67
(3H, ¢, OCHy), 2,76 (3H, ¢, NCHy;), 2,09 (1H, renter, / = 6,6, CH(CH,),), 0,96 (3H, 1, ] = 6,6,
CH(CH,),),091 (3H, n,J = 6,6, CH(CH,),). Cnexrp AAMP Be (126 MTI, CDCl,, 8, m. 4.): 170,9,
133,9, 127,0, 64,7, 51,6, 29,7, 27,6, 19,3, 19,1. Mac-cnexrp, m/z (I ;, , %): 236 [MH]" (100).

Memun 3-memun-2(N-memunginincynopamioo)nenmanoam (7c). Buxin 76 %. Bes-
6apsie macio. Crexrp SIMP 'H (400 M, CDCl,, 8, m. u,, J/Tm): 6,34 (1H, nx, J = 16,6, 9,8,
CH=CH,), 6,14 (1H, n, J = 16,6, CH=CH,), 5,89 (1H, n, J = 9,8, CH=CH,), 4,09 (1H, n, ] =
9,8, CH—NCH,), 3,66 (3H, ¢, OCH,), 2,77 (3H, ¢, NCH,), 1,96—1,81 (1H, m, CH;—CH—CH,),
1,60—-1,50 (1H, m, CH,—CH—CH,), 1,24—1,04 (1H, m, CH,—CH—-CH,), 0,92—0,82 (6H, ™,
CH,—CH, ta CH,—CH). Cuiexrp IMP "°C (126 MTit, CDCl,, 8, m. w.): 171,0, 133,8, 127,1, 63,3,
51,9,33,4,29,8, 24,9, 15,4, 10,4. Mac-cniextp, m/z (I, ., %): 250 [MH]" (100).

3aranbuuii Metox cuHTe3y N-MeTna 3-ajkii-idoriazomiaun-1,1-1i0kco-3-MeTHIKapoOK-
cuiatiB 3a—c. Metui 2-anxis-2-( N-MeTuaBiHiICy Ihhamino JetaHoat 7a—c (2 MMOJIb) PO3UMHSI-
10T ¥ cyMili quMeTtusdopmamiay (3 Mir) Ta aeToHITpUIIy (3 MJT) i 10 0/1IepsKAHOTO PO3YUHY J10-
narotb 60 % cycrensito rizpuay Harpito B napadini (92 mr, 2,2 MM0JIb) 32 KIMHATHOI TeMTIepaTypH.
Cywmimr iepemirnytots 16 rog, micsst 1boro peakiiiiny mMacy BuinBaioTh y 10 % BopHUil po3unH
XJIOPHULY aMOHi0 (5 MJ1) Ta eKcTparyoTh etusmaiieratoM (3 % 15 mur). O6’erani opraniuHi ekcrpa-
KTHU IPOMUBAIOTH BOOIO (3 X 15 MIT), OCyIIyIOTh Hajl 6€3BOIHUM CyJIb(haToM HATPit0, BiADIIBTPO-
BYIOTb i BUITAPOBYIOTb I1i/] 3HUKEHUM TUCKOM. 3aIuiiok cyomiMyorh y Bakyymi (0,1 MM pT. cT.)
npu 100—110 °C i B pe3yabrari OTpUMYIOTh QaHATITUYHO YUCTHI 3pa30K Ja—c.

Memun 3-emun-2-memunizomiazonioun-3-xapooxcunam 1,1-dioxcud (3a). Buxin 83 %.
/Kosre macno. Criektp AMP 'H (400 MTIu, CDCl,, 8, m. 4., J/It): 3,75 (3H, ¢, OCH,), 3,28—
3,11 (2H, m, SO,CH,—CH,), 2,74 (3H, ¢, NCH,), 2,78—2,67 (1H, m, SO,CH,—CH,), 2,31-2,16
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(1H, M, SO,CH,—CH,), 2,03 (1H, ax, ] = 14,6, 7,4, CH,—CH,), 1,72 (1H, 1, ] = 14,6, 7,4, CH,—
CH,), 0,90 (3H, 1,/ = 7,4, CH,—CH,). Criexrp SIMP °C (126 MTit, CDCl,, 8, m. u.): 171,6, 66,9,

52,6, 45,3, 27,6, 27,3, 25,2, 7,2. Mac-criektp, m/z (I,

s 2001 222 [MH]™ (100).
Memuan 3-izonponin-2-memunizomiazonioun-3-xapooxcunam 1,1-dioxcuo (3b). Buxin

87 %. Kosre macso. Criektp AMP 'H (400 M, CDClg, 9, m. 4., J/T): 3,69 (3H, ¢, OCH,),
3,25-3,06 (2H, m, SO,CH,—CH,), 2,67 (3H, ¢, NCH,), 2,64—2,57 (1H, m, SO,CH,—CH,),
2,34 (1H, renter, / = 6,8, CH(CH,),), 2,16—2,08 (1H, m, SO,CH,—CH,), 0,86 (3H, 1, /] = 6,8,
CH(CH,),), 0,78 (3H, n,] = 6.8, CH(CH,),). Cuextp SAMP B¢ (126 MTIt, CDCl,, 8, m. u.): 171,2,

69,7, 52,4, 45,4, 29,8, 24,9, 21,9, 16,3, 15,4. Mac-cniektp, m/z (I

s 20): 236 [MH] (100).
Memun 3-(émop-oymun)-2-memunizomiazonioun-3-xapéoxcunam 1,1-dioxcuo (3c).

Buxin 92 %. Kosre macno. Crexkrp AMP 'H (400 MTm, CDCl,, 8, m. u., J/Tu): 3,71 (3H, c,
OCH,), 3,28—-3,07 (2H, M, SO,CH,—CH,), 2,68 (3H, ¢, NCH,), 2,68—2,54 (1H, m, SO,CH,—
CH,), 2,17-2,04 (1H, m, SO,CH,—CH,)), 1,97 (1H, cexcrer, J = 6,8, CH(CH,),), 1,58—1,46 (1H,
M, CH,—CH,), 0,92 (3H, 1,/ = 6,8, CH,—CH,), 0,90—-0,85 (1H, m, CH;—CH,), 0,79 (3H, 1, ] =
6,8, CH,—CH). Cuextp AMP Be (126 MIn, CDCl,, 8, m. u.): 171,1, 70,2, 52,4, 45,5, 36,7, 24,9,

22,7,22,3,13,2,12,1. Mac-cuiexrp, m/z (I,

%): 250 [MH]" (100).
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SYNTHESIS OF N-METHYL 3-ALKYL-ISOTHIAZOLIDINE-1,1-DIOXO-3-METHYLCARBOXYLATES
THROUGH THE INTRAMOLECULAR MICHAEL REACTION

An efficient and common method for the synthesis of N-methyl 3-alkyl-isothiazolidine-1,1-dioxo-3-methylcar-
boxylates has been developed. Readily available 2-monosubstituted a.-amino acid esters hydrochlorides and
B-chloroethylsulfonyl chloride were used as starting reagents. Methyl 2-alkyl-2-(vinylsulfonamido)ethanoates
obtained on the first step were alkylated at the Nitrogen atom and converted into methyl 2-alkyl-2-(N-methylvi-
nylsulfonamido)ethanoates. The latter were subjected to NaH-mediated intramolecular Michael addition thus
affording the target methyl 3-alkyl-isothiazolidine-1,1-dioxo-3-methylcarboxylates. This class of compounds is
considered as sulfonamide bioisostere of natural pyroglutamic acid (pGlu) and thus can be used in the synthesis
of compounds with potential biological activity.

Keywords: sulfonamides, amino acids, cyclization, the Michael addition.
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