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Peaxnust 4-aMmuHoOeH30aTa Kajust ¢ 2-0poMMeTHII- 1, | - IMXJIOPIUKIIOTPOTIAHOM MPOTEKAET PETHOCEIEKTHBHO C
COXpaHEHHEM TPEXWICHHOTO IMKJIA ¥ TPUBOIUT K 00Pa30BAHMIO 2,2 - TUXJIOPIUKIONPONHIMETHI-4-aMUHOOSH-
3oarta. [TociemoBareIbHBIM B3aUMOACHCTBUAEM 2,2-THXJIOPIUKIOTPOTHIMETHI-4-aMUHOOCH30aTa ¢ MaJIeHMHO-
BBIM QHTHPHJIOM M BHY TPUMOJICKYIISIPHO# [IMKIIN3aineld 00pa3yromerocs aMu/ia B IPUCYTCTBHU 71-TOIYOJICYJTb-
(hOKHUCTIOTHI TTOMYYeH 2,2-AUXIOPIHKIONPONMIMETHI-4-(2,5-turnapo-2,5-auokco- | H-uppon- 1 -mm)deH3oar.
YcTaHOBIICHO, YTO BTOPHYHBIE aMUHBI TIPUCOESMHSIFOTCS 110 JIBOWHOMW CBSI3M CHHTE3MPOBAHHOTO MAJICMMH/IA C 00-
pazoBaHueM 2,2-1uxaopurkionpornumetii-4-[(3-R,N-2,5-amokco-2,3,4,5-rerparuapo- 1 H-nupponuit) |6eH30aToB.

KirwueBble ¢JjI0Ba: n-aMHHOOCH30MHAS KHCJIOTa, 2—6p0MMeTI/IJ'I-l,I-Z[I/IXJ'IOpIII/IKIIOHPOHaH, aMua 1 UMHUJ Ma-

JICMHOBOI KHCJIOThI, CYKIIMHUMU I

DOI: 10.1134/S0044460X19090026

n-AMHHOOEH30MHAsT KHCIIOTa U €€ TMPOU3BOIHBIC
BBI3BIBAIOT OOJIBIIION HMHTEPEC B CBS3M C HIUPOKUM
CTIEKTPOM OHOJIOTHYECKOTO ACHCTBHUS W HHU3KOH TOK-
cuyHoCThio. COEMHEHUSI HA UX OCHOBE 3aHMMAIOT
3HAYUTEIPHOE MECTO B PsMY JIGKAPCTBEHHBIX TIpe-
[aparoB, B YAaCTHOCTHM MECTHBIX AHECTETHKOB [l].
Onm obecrieunBaroT 3amuTy oT Y@ nydei, MoOBbI-
IIaf0T YCTOMYMBOCTH OpraHW3Ma K Pa3BUTHIO JIyde-
BOH 0OJIE3HH, XapaKTEPHU3YIOTCS aHTHUKOATYJISTHTHON
W aHTHOKCHJAHTHON akTMBHOCTHIO [2]. Ha ocHoBe
n-aMUHOOEH30MHON KHCIIOTBHI OCYIIECTBIEH CHUHTE3
KUJIKOKPUCTAUIMISCKUX COCAMHCHUMN, 00IaIatoniux
Me30MOpPU3MOM CMEKTHYECKOTO W HEMaTHYeCKOTO
TUTOB [3, 4]. B CBS3U C BBINIEU3II0KEHHBIM pa3padoT-
Ka METOJIOB CHHTE3a HOBBIX (D)YHKITMOHAJIBHBIX TPO-
W3BOJIHBIX 7-aMUHOOEH30MHON KHCIOTHl U W3yYEHHE
HUX CBOMCTB SIBISIETCS aKTyaldbHOM 3amaueil. Becpma
MIEPCTIEKTUBHBIMH B pealln3allii dTOW 3a/1a4d Tpej-
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CTaBIISIFOTCS MCCIIIOBAHI, HAlpaBIICHHBIE HA pa3-
pabOTKy METONIOB CHUHTE3a MPOM3BOJHBIX 7-aMHUHO-
OCH30MHON KHUCIIOTBI, COACPIKAIINX TaKUE AKTHBHBIC
OMOTEHHBIC TPYIIIHI, KAK MAJICUMUIHBIN U ITUKIOPO-
NUIbHBIN (hparmeHTsl [, 6]. O0 3TOM CBUIETEIBCTBY-
€T psl COOOIICHWH MOCIEAHUX JIET TIO TMONYYSHHIO
2eM-TAXJIOPIUKIONPONIIBHEIX TTPOU3BOJHBIX Tpe-
THYHBIX aMHHOB [7], a30T- ¥ KHCIIOPOACOAEPIKAIIIX
[ATU- U MIECTUYWICHHBIX TreTepolukioB [8—11], Heko-
TOpBIE U3 KOTOPBIX IMOKA3ajlu MECTUIUIHYIO aKTHB-
HOCTh [8]. OnHAKO AaHHBIE IO CHUHTE3Y U U3YUYECHUIO
CBOMCTB IPOU3BOJIHBIX #1-aMUHOOCH30WHOM KHCIIO-
TBI, COACPIKAIINX B CBOEM COCTaBE KaK MAaJICHMUI-
HBII (pParMeHT, TaK ¥ TPEXWICHHBIH KapOOIUKI, 10
HACTOSIIET0 BPEMEHHU B JUTEPaType OTCYTCTBYIOT. B
CBSI3M C OTUM IIEJIBI0 JAHHON paOOTHI SIBUIIACH pa3pa-
0oTKa MeToja CHHTe3a 2,2-ITUXIJIOPIUKIONPOIUIME-
TI-4-(2,5-muruapo-2,5-aguokco- 1 H-nuppoin-1-mi)-
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Cxema 1.

TEBAC, IM®A,

HzNOCOOK + BrCH, B(
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OcH30aTa ¥ U3YYCHUE €r0 Peakidil CO BTOPUYHBIMH
ann(paTn4ecKUMHU U HUKINYECKUMHU aMUHAMU.

BBenenue eem-IuXIOpUUKIONPONMIBLHOTO (par-
MEHTa OCYIIECTBISUIM TI0 BHMIOM3MEHEHHOW MeETO-
JIUKe, OMyOJMKOBAaHHOW paHee Hamu B pabote [12],
KOTOpasi 3akjodajach B aJKWIMPOBAHUM Kajue-
BOH cONIM n-aMUHOOEH30HHOW KHCIOTHI 2-OpoMMe-
TUI-1,1-TUXTOPIUKIONPONAaHOM B Cpele AUMETHII-
dbopmamuna mpu 140°C B TIPUCYTCTBHHM KaTaaUTH-
YECKHUX KOJIMYECTB TPUITHIOCH3MIAMMOHUIXI0pUAa
(TEBAC). Iloka3aHo, 4TO B NPUBEIEHHBIX YCIOBHU-
SIX PEaKIys MPOTEeKaeT PETrHOCENIeKTUBHO IO Oolee
AKTUBHOW OpPOMMETHJIBHOM TpyIIie C COXpPaHEHUEM
TPEXWICHHOTO IMKJIa W 3aBepIIaeTcsi o0pa3oBaHUEM
2,2-TUXJIOPLUUKIONPONMIMETHI-4-aMuHoOeH30aTa 1
(cxema 1). Ilpu meficTBUM MaJeMHOBOTO aHTHIPHUAA
3¢up 1 ¢ BHICOKUM BBIXOAOM MPEBPALIAETCS B COOT-
BETCTBYIOUIMIM aMuJ 2, KOTOPBIA MPHU KHUIISTYEHUH B
MIPUCYTCTBUH  N-TOIXYyoJNCynb(hokuciorel (pTSA) B
pactBope cmecu [IM®DA u Toryosa ¢ a3e0TPOITHOM OT-
TOHKOW BBIIETISIONICHCS BOABI MOJBEPTaeTCs IHKIN-
3anuu 10 2,2-TUXJI0PHUKIONPONMHAMETHI-4-(2,5-11-
ruApo-2,5-mruokco- 1| H-muppoi-1-mr)oen3oara 3
(cxema 1).

Coenunenust 1-3 mpencraBisiror co00H KpucTal-
JIUYECKUE BEIIECTBA CBETIIO-XKEITOTO IIBETA, YHCTO-
Ta KOTOPBIX TMOATBEP)KIEHA JAaHHBIMH TOHKOCIION-
Hoit xpomatorpaduu (TCX), cocTaB — AIIEMEHTHBIM
aHaAIM30M, a cTpykrypa — Metogamu MK u SIMP 'H
cnektpockornuu. B UK crexrpax momy4eHHBIX coe-
TUHEHUH CONepKaTcsi MHTEHCHBHBIE TIOJOCHI TIOTJIO-
tienus B oomactu 1714-1722 em 1, xapakrepHbie st
BaJICHTHBIX KoJjieOanwii cBszeit C=0. Hapsmy ¢ stum
B UK cnexrpe a¢pupa 1 uMeroTcst monocsl momoiie-
HHsI BaJIEHTHBIX KoseOanuii cszeir C—O (1273 cm 1)

T

140°C, 4 4
— > HZNOCOOCHZ_Y
’ cl’
U HNOC COOCH, _eTsA
( E Z OCOOCHZ _Y

n N-H amunorpynmnsl ¢ makcumymamu 3425, 3344,
3225 cm 1. B UK cnektpe amua 2 koseGaHus CBSA3M
N-H npossisrores B odnactu 3272 (mpanc-popma)
u 3198 cm! (yuc-popma). Ha namumuue cesseir C—Cl
yKa3bIBaeT WHTEHCHBHOE TIOIVIOLIEHHE B 00JacTu
760—770 cm~! (v_¢y). [ABoitHas cBsA3b B uMuae 3 xa-
pakTepusyercs nonocamu nornouenus 1635 (ve_c) u
686 cMm ! (8yc-). B cnekrpax SIMP 'H coenuneHnii
1-3 TpOTOHBI ITUKIOMPOTIAHOBOTO KOJIBIIA TTPOSIBIISI-
I0TCs B BUJE JayOneToB nyonetoB mpu 1.59-1.66 u
1.87-1.88 M. 1. (3Jyy = 7.4-7.6, 3Jyyy = 7.6-10.8 T'ny,
CH,) u mynprumuiera B obnactu 2.24-2.26 m. 1. (CH).
ITpoTOHBI OKCUMETHIIEHOBOU IPYyNIIbl PErUCTPUPYIOT-
cs1 nyoseramu ayosetoB ¢ 6 4.09—4.26 u 4.47-4.60 m.
A. (g = 12.0, 3y = 5.6-8.9 T'n). [Ipotons apoma-
TUYECKOI'0 KOJIbLA MPOSIBISIIOTCA B BUJAE TYOJIETHBIX
curHasioB npu 6.58-7.79 u 7.66-8.10 m. 1. (g =
8.5-8.7 I'm), xak u mpotoust CH=CH amuna 2 (6.49
1 6.33 M. 11, 3Jygy = 12.0 T'ix). TIpoTOHBI KapOOKCHIIb-
HOM, aMUAHOM U aMHHOTPYTIII, a TAKXKe MaJlCUMUIHO-
TO IMKJIa XapaKTepU3UPyITCs cuHneTamu ¢ 6 12.89,
10.89, 6.01, 7.22 M. 1. COOTBETCTBEHHO.

ManenMuipl IPECTABISIOT MOBBIIIEHHBIH MHTE-
pec B KauecTBe aKTUBHBIX CHHTOHOB B CHHTE3€ (yHK-
[IMOHATTN3NPOBAHHBIX TETEPOINKINIECKIX COCIIHE-
HUH, 00Nagaromux pa3HOIIAHOBOW OHMOIIOTHYECKOMH
AKTUBHOCTBIO. JIJIs1 3THX LieJIel U3BECTHO NPUMEHEHUE
peakiuii nuenoBoro cuHtesa [ 13—15] wnu npucoenu-
HEHHUE TI0 JIBOMHOHN CBSI3M Pa3IMYHBIX HYKICO(PHUIOB
[16—18]. B wacTHOCTH, TAaKUM CITOCOOOM OBIIT CHHTE-
3UpOBaH psAn N-apwi-3-TuaiKuiaMiuHO-2,5-THOKCOo-
2,3,4,5-terparuipo-1 H-mupponrHOB, MPOSBISIOIINX
CHOTBOPHYIO, IPOTHBOCYIOPOKHYIO, aHTHAPUTMHYE-
CKYI0 U Japyrue Buapl aktuBHOocTU [19-21]. [TosTomy
3HAYUTENIBHBII MHTEPEC MPEACTABISAET U3YUCHUE Pe-
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Cxema 2.
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aKuii MasleuMuaa 3 co BTOPHYHBIMH alu(aTHyecKu-
MU ¥ IUKIMYECKUMHM aMHUHAMHM, B Ka4eCTBE KOTOPBIX
OBUIM HCTIONB30BaHbI JIETKOJOCTYITHBIE AMITUIAMUH,
nunepuauH 1 MopdosuH. Peaknuu npoBoaniu B
cpene 1,4-nuokcana npu temmneparype 50-90°C no
METOIUKaM, NPUBEICHHBIM paHee HaMu B paborax
[16—18]. B pe3yabrare npoBeeHHBIX pEeBpalleHuil ¢
XOpPOIIMMH BBIXOJAaMH OBUIM CHHTE3MPOBAHBI HOBBIE
TUTIBI CYKIMHUMEIOB 4a—B (cxema 2), KOTOpbIe MOTYT
[IPEACTABIATh UHTEPEC KAaK IIOTEHIHUAIBHO OMOJIOTH-
YEeCKH aKTHBHbIC BEIIECTBA.

CyKIIMHAMH/IBI SBISIOTCS O€CIIBETHBIMU (4a) WiH
CJIETKA KENTOBaThIMU (40, B) KPUCTAIUTMUECKUMU Be-
LIECTBAMM, YUCTOTA KOTOPBIX MOJATBEPKACHA JTaHHBI-
mu TCX, cocTaB — 3JIeMEHTHBIM aHAJIN30M, a CTPYK-
typa — merogamu UK u SIMP 'H crekrpockornmu.
B UK cnekrpax CyKUMHUMHIOB 4a—B OTCYyTCTBYET
nonoca nornomeHus asoiiHol cBa3u C=C u nmeert-
Cs1 UHTEHCHBHAs M10JI0Ca MONIOIIEHUS C MAKCUMYMOM
1714-1775 cm 1, xoTOpasi COOTBETCTBYET BaJCHTHBIM
kosebanusm cBsizu C=0. Hanmume cnoxxnodhupHOM
TPYTITBl XapaKkTepU3UpyeTcsl MOIIONIeHneM B o0a-
cTax 1272-1274 u 1017-1107 em!, a cBsizsm C—CI —
npu 751-766 cm 1.

B cnekrpax SIMP 'H coenunennii 4a—B npOTOHBI
CYKUMHHMUIHOTO IMKJIA IPOSIBIISIOTCS B BUIE TyOe-
TOB 1y0OneToB ¢ § 2.77-2.83 n1 2.96-3.00 m. 1. (CH,) u
4.03-4.29 m. 1. (CH) (3Jygy = 18.0-18.2, 3/ = 5.0—
9.2 I'm). B criekTpax Taxke UMEIOTCS CUTHAIIBI IPOTO-
HOB OKCUMETHJICHOBOU TPYIIIIBI, IIUKJIONPOIIAHOBOTO,
OCH30JbHOTO, MUNEPUANHOBOTO M MOPQOIUHOBOTO
KOJIeIl.

Takum o0Opazom, pa3paboTaHbl METOABI CHHTE3a
2,2- TUXJIOPIUKJIONPOITUIMETHIIOBBIX d(PUPOB 4-amMu-
HO-, 4-(2,5-nurunpo-2,5-auokco- 1 H-nmuppon-1-mn)- u
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4-[(3-R,N-2,5-11okco-2,3,4,5-terparunpo- 1 H-nup-
poit-1-m1)|0EeH30MHBIX KUCIIOT, U3y4YeHbl UX (HU3NUe-
CKHUE M CIIEKTPalIbHBIE CBOMCTBA.

OKCIIEPUMEHTAJIBHAS YACTD

UK cnextpsl nmomyuensl Ha crnekrpomerpe OCM
1202 B BazenuHoBoM Macie. Criekrpsl SIMP H cHsi-
ThI Ha cnekTpomerpe Bruker DRX500 (500.13 MI')
B pactBope B JIMCO-dy, BHyTpeHHUI cTaH#apT — Te-
TpaMmeTwicwian. AHanmu3 meronoM TCX mpoBOmwIN
Ha mactuaax Sorbfil [ITCX-11-B, mogsmxknas daza —
sTaHoi-TekcaH (3:1), mposBUTENs — Tapbl HOJA.
DNEeMEHTHBIH aHaJIN3 OCYIIECTBISUIA Ha aHAIM3aToPe
PerkinElmer 2400 CHN.

2-bpommerni-1, 1 - AUXTOPIMKIIONPONaH ObLT CHUH-
TE3UPOBaAH MO MeTonuke [22].

2,2-IuxXJI0PUUKJIONPONUIMETHII-4-AMUHO-
oenzoar (1). Cmecy 7.01 r (0.04 monb) xanueBoi
comu 4-aMuHOOeH301iHOM KucnoThl, 7.3 T (0.036 Monb)
2-6pommertni-1,1-guxnopuukinonpomnana, 0.2 r Tpus-
THIOeH3WIaMMOHUIXIopuaa u 26 M JIM®DA nepe-
memuBany npu 140°C B teuenue 3 4. Peaknmonnyro
Maccy OXJIaXJalld JI0 KOMHATHOH TeMIepaTypel,
cmemmBaan ¢ 150 mur Bompl. BeimemuBiimiics oca-
JIOK OT(WIBTPOBHIBAIA B BaKyyMe, IMPOMBIBAIIA BO-
noit (10x10 mur) m cymmnu Ha Bo3ayxe. Beixon 8.45 T
(90.3%), cBeTIIO-KeNnThIid MOPOIIOK, T. TI. 78—80°C
(6enzom), Ry 0.81. UK cmekrp, v, em1: 3425, 3344,
3225 (NH,), 3092 (C3Hy), 3048 (C¢Hy), 1682 (C=0),
1633 (Oy_p), 1596, 1511 (C-C,,), 1272, 1107 (C-0O),
844 (Ar-H), 770 (C—Cl). Cnekrp SIMP !H, §, m. 1.:
1.59 1. nu 1.87 1. 1 2H, CH,-umk, 2/ = 7.4, 3 /gy =
7.6,10.8 I'm), 2.19 m (1H, CH-tiuxn), 4.09 1. nu 4.47
1. 1 (2H, CH,0, 3Jyy = 5.6, 8.9, ZJyy = 12.0 T'n),
6.02 ¢ (2H, NH,), 6.58 1 u 7.66 1 (4H, H,,, 3y =
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8.7 I'm). Haitneno, %: C 50.43; H 4.16; Cl 27.42; N
5.50. CIIHIICIZNOZ' BI)ILH/ICHCHO, %: C 5079, H
4.26; C1 27.26; N 5.39.

2,2-IuXJOPUMKJIONPONUIAMeTHI-4-(2,5-11-
ruapo-2,5-nuokco-1 H-nuppoa-1-uia)densoar  (3).
PactBop 7.16 r (0.02 moinp) amuza 2 B 15 Ma JIMDA
u 40 mu Tonyona B mpucyTcTBUU 0.3 T #-TOMyONCYb-
(doxucaoTel KunsTHIN ¢ Hacaako [duna—Crapka no
IpeKpaleHus BolaeneHus BoAsl (4 41). OTroHsuu B
BaKyyMe€ pacTBOPHUTENH, OCTaTok cMmemuBayin ¢ 200
MJI BOZIbI M 1o0aBisun S T cynbdara Hatpus. Ocanok
OTJIEJISUTH, PACTHPAIH ero 2—3 pasza Co CBEKUMH TIOP-
LUSIMH  BOIBI, OT(QHIBTPOBBIBAIM, HPOMBIBAIH BO-
moit (5x10 mur) m cymmau Ha Bo3ayxe. Beixom 6.16 T
(90.6%), cBeT0-KeNThII OopomIoK, T. T, 111-112°C,
Rf 0.86. UK cniektp, v, cm1: 3070 (CcHy), 1776, 1717
(C=0), 1635 (C=C), 1605, 1571, 1534 (C—C,,), 1271,
1107 (C-0), 849 (Ar-H), 762 (C-Cl). Cuekrp SAMP
'H, 8, m. 1.: 1.66 1. 1u 1.88 1. 1 (2H, CH,-1pukn, 2 /gy =
7.5,3Jq = 7.6, 10.8 '), 2.26 m (1H, CH-1mkn), 4.26
n. nu4.60 0. 1 (2H, CH,0, 2/ = 12.0, 3y = 5.6,
8.9 I'm), 7.22 ¢ (2H, CH=CH), 7.58 a1 u 8.11 1 (4H,
Hy,, 3y = 8.5 T'n). Haiineno, %: C 53.13; H 3.20;
Cl 20.79; N 4.16. C;5H;{Cl,NO,. Boruucaeno, %: C
52.97; H 3.26; C120.87; N 4.12.

2,2-/IuxjiopuuKjaonponuaMmerun-4-[(3-opua-
KUJIaAMHUHO-2,5—110Kc0-2,3,4,5-TeTrparuapo-1H-
nuppoJi-1-mi)|6enzoarsl (4a—B) (06w as memoouxa).
K pactBopy 4.41 mmons maneumuaa 3 B 3 mu 1,4-1u-
OKcaHa IoCTeneHHo mpudasisum pacteop 4.41 Mmmonb
BTOPHUYHOTO aMHUHA (IMATHIIAMUHA, TUIIEPUANHA FITH
Mopdonuna) B 1 mn 1,4-guokcana. PeakumoHHyio
CMECh IIepeMEILIUBaIN P KOMHAaTHOHW TeMIIepaTrype
B Teuenue 2—4 4, 3areM 1 u mpu 45-50°C (B ciyuae
mTriamuaa) wi 60-90°C (cmyvyae munepuanHa U
MopdosinHa). CMeCh OXJTXKAAIU IO KOMHATHOU TeM-
neparypsl ¥ cMemBainy ¢ 50 mu1 Bozabl ¢ goOasie-
HUueM cynbgara Maraus. Ocagok oT(HUIBTPOBHIBAIIH,
ripomMbIBany Bogo# (10 X5 mur), cymmiy Ha BO3ayXxe U
MEePEeKPUCTAIITN30BBIBAIIH.

2,2-JIuXJIOpUUKJIONPONHIMeTHI-4- [ (3- 113 THJI-
aMHUHO0-2,5-1u0Kco0-2,3,4,5-Trerparuapo-1H-nup-
poa-1-ui)|6en3oar (4a). Beixon 1.5 r (82.4%), T. 1.
72-73°C (rentan), R,0.71. UK cnekrp, v, cm~!: 3066
(CgHy), 1775,1712 (C=0), 1605, 1514 (C-C,,), 1274,
1098, 1022 (C—0O-C), 764 (C—Cl). Cuiextp SIMP 'H, 3,
M. 1.: 1.03 T (6H, CH3, 3Jyy=7.1Tn), 1.67 0. 1 m 1.89

1. 1 (2H, CHy-twkn, 2/ = 7.5, 3y = 7.7, 10.8 '),
2.28 m (1H, CH-uuxkn), 2.62 m (4H, CH,N), 2.77 1.
ou 296 n. n (2H, CH,-cykuuHuMuz, 2JHH = 18.0,
34 = 5.7, 9.0 T), 4.29 1. o (1H, CH-cykumHnmu,
3y =5.7,9.0 T'), 4.26 1. nu 4.61 1. n (2H, CH,0,
2 = 12.0,3Jy1 = 5.6,9.0 T'y), 7.48 nm 8.10 1 (4H,
Hy,p, 3 g = 8.5 T'). Haiineno, %: C 55.48; H 5.42;
C117.32; N 6.91. C;¢gH,,Cl,N,0,. Beruucneno, %: C
55.22; H5.37; C117.16; N 6.78.

2,2-IluxaopuukgdonponuamMernya-4-[(3-
nMInepu-1uHo-2,5-1mokco-2,3,4,5-rerparuapo-1H-
nuppoJi-1-umn)|6enzoar (460). Berxox 1.38 r (73.5%),
T. . 102-104°C (sranon), R, 0.69. UK cmexkrp, v,
em1: 1776, 1716 (C=0), 1605, 1511 (C-C,,), 1274,
1160, 1095 (COC), 751 (C-Cl). Cnekrp SIMP 'H, 3,
M. 1.: 1.51 m [6H, (CH,)5], 1.67 n. a1 1.89 1. n (2H,
CH,-umki, 2/ = 7.5, 3Jyy = 7.6, 10.8 T'y), 2.28 M
(1H, CH-ukin), 2.79 m (4H, CH,N), 2.83 1. 1 u 2.98
1. 1 (2H, CH,-cykumanmun, 2/ = 18.2, 3Jyy = 5.0,
9.2 T), 4.03 . 1 (1H, CH-cykumanmuz, 3y = 5.0,
9.2Tu),4.26 1. nu4.61 0. n (2H, CH,0, 2/ = 12.0,
3 =5.5,89Tn), 748 1 u 8.10 1 (4H, Hy,, 3y =
8.5 T'm). Haiineno, %: C 56.28; H 5.16; Cl 16.89; N
6.48. C,oH,,ClLN,0O,4. Beruncneno, %: C 56.48; H
5.21; C1 16.67; N 6.59.

2,2-JIuxa0puuKIonponuaMeTuia-4-[(3-mopgo-
JIMHO-2,5-110Kc0-2,3,4,5-TeTparuapo-1H-nuppoJi-
1-un)]6ensoar (4B). Boixon 1.25 r (66.3%), T. 1.
168-169°C (sranon). UK cnekrp, v, cml: 3053
(CgHy), 1770, 1717 (C=0), 1604, 1544, 1509 (C—C,,),
1272, 1170, 1107, 1017 (COC), 766 (C-Cl). Cnektp
SIMP 'H, 8, m. 1.0 1.67 n. 1 u 1.88 n. 1 (2H, CH,-
ik, 2y = 7.5, 3y = 7.7, 10.8 T'), 2.26 m (1H,
CH-nuka), 2.65 m [4H, (CH,),N], 2.89 . 1 u 3.00
1. 1 (2H, CH,-cykuuanmun, 2/ = 18.2, 3/ = 5.0,
9.1 T'w), 3.59 T [4H, (CH,),0, 3Jyyyy = 4.6 Tu1], 4.05
1. 1 (1H, CH-cykuunumuz, 3Jyy = 5.0, 9.1 '), 4.26
. au4.61 1 1 (2H, COOCH,, 2y = 12.0, 3Jyy =
5.5,8.9T), 7.49 nu 8.11 o (4H, Hy,, 3Jyyy = 8.6 T').
Haiineno, %: C 53.30; H 4.81; Cl 16.77; N 6.65.
C,9H,(CLLN,O5. Beraucneno, %: C 53.41; H 4.72; Cl
16.40; N 6.59.

KOH®JIIMKT UHTEPECOB

ABTOPBI 3asBIISIIOT 00 OTCYTCTBUU KOH(IIUKTA MH-
TEPECOB.
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Synthesis and Reactions 2,2-Dichlorocyclopropyl-
methyl-4-(2,5-dihydro-2,5-dioxo-1H-pyrrol-1-yl)benzoate
with Secondary Amines
0. A. Kolyamshin® * Yu. N. Mitrasov?, V. A. Danilov?, and A. A. Avruiskaya®

a [N. Ulyanovchuvash State University, Moskovskii pr. 15, Cheboksary, 428015 Russia
*e-mail: oleg.kolyamshin@yandex.ru
b [ Ya. Yakovlev Chuvash State Pedagogical University, Cheboksary, Russia
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The reaction of potassium 4-aminobenzoate with 2-bromomethyl-1,1-dichlorocyclopropane proceeds regi-
oselectively with the retention of a three-membered ring and leads to the formation of 2,2-dichlorocyclopro-
pylmethyl 4-aminobenzoate. The reaction of 2,2-dichlorocyclopropylmethyl 4-aminobenzoate with maleic
anhydride and intramolecular cyclization of the resulting amide in the presence of p-toluenesulfonic acid yields
2,2-dichlorocyclopropylmethyl-4-(2,5-dihydro-2,5-dioxo-1H-pyrrol-1-yl)benzoate. Secondary amines are
attached at the double bond of the synthesized maleimide with the formation of 2,2-dichlorocyclopropylmeth-
yl-4-[(3-R,N-2,5-diox0-2,3,4,5-tetrahydro-1 H-pyrrolyl)|benzoates.

Keywords: p-aminobenzoic acid, 2-bromomethyl-1,1-dichlorocyclopropane, maleic acid amide and imide,
succinimides
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