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BBEJIEHUE

leTeponmxiimyeckne CHCTEMBI TUPPOIIA U TUPA30-
JIa TIPEJICTABJISIOT MIOCTOSHHBIA WHTEPEC B KaYECTBE
MEePCIEKTUBHBIX 00BEKTOB (hapMaKOJIOTHUESCKUX HC-
cleloBaHui. Pa3nuuHble COEIMHEHUs, COAEpKaL1e
SIpo muppoiio[2,3-d|mupuMuanHa, TeMOHCTPUPYIOT
AHTUJECIPECCUBHYIO aKTUBHOCTH [1] unm paccmar-
pUBAIOTCSl B KQU€CTBE MEPCIEKTUBHBIX areHTOB JIJIs
Tepanuu OHKOJOTHYECKUX 3aboneanuii [2—4]. Co-
e/IMHeHUS HA OCHOBE mupasono[3,4-d|nupumMunnna
MIPOSIBIISIOT aHTUMHUKPOOHOE JeHCTBHE [5] 1 CpOICTBO
K aJICHO3MHOBBIM perenTtopam [6], mo3Boisitoniee
MpeanoyiaraTh HaJIM4YUe y HUX aHTUAPUTMUUYECKUX
CBOMCTB. buonoruueckass akTUBHOCTb 3THUX MOJIEKYII
00yCJI0BJICHa HHTHOMPOBAHUEM JINOO aKTHBAIIMEH CO-
OTBETCTBYIOIINX OeNTKOB. B wacTHOCTH MOATOMY CHHTE3
MIPOM3BOIHBIX IUPPOJIA, B TOM YHCJIE U C pa3HO00pa3-
HBIMU AJIKWJIBHBIMHU 3aMECTUTENSIMHU [7], — OIHO U3
OOIIMPHBIX HANIPABJICHUI COBPEMEHHOW METUIIMHCKOM
xumun. Cpeau npencraBuTeneit Knacca mupposno|3,4-
c]mupa3onoB 00HApYKEHBI HHTHOUTOPHI KWHA3 [ 8],
KOTOPBIE MOTYT CITY>KUTh OObEKTaMHU JJII UCTIBITAHU I
MIPOTUBOPAKOBON aKTUBHOCTH. MIMEIOTCS JAaHHBIE O TOM,
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410 nUupposo[3,4-c]mupaszonsl 00aiat0T BEIPaKEHHBIM
aHaJIbIeTHYECKUM JelicTBrEeM [9].

Y4auThIBasi CKa3aHHOE BBIIIE, MTOUCK HOBBIX JIe-
KapCTBEHHBIX BEIISCTB Cpenu |-aIKUiI3aMeIeHHBIX
nuppoo[ 3,4-c]mupaszonoB UMEET CMBICT MPOIOIIKATh
B HaIlpaBJICHUU CHUHTE3a MPOU3BOAHBIX C PA3IUIHOMN
CTPYKTYpOH aMHHOAIKWIHLHOTO (hparMeHTa B MOJIO-
»eHun 1. PacripocTpaHeHHBIN METOJ| CHHTE3a 3THUX
COCTMHEHUH — B3aMMOICUCTBHE TUPPOII-2,3-THOHOB C
rujapasuioM [ 10]. OnucaHbl TaKKe APyTrue Crocoobl,
B YACTHOCTH MPUMEP TOIYICHUS B3aUMOACHCTBHEM
5-aMHHOMHIPA30JI0B ¢ u3oruanaramu [11].

PE3VJIBTATBI 1 OBCYXAEHUNE

B kauecTBe MCXOJHBIX COEIMHEHUN AJI CUHTE3a
HOBBIX MPOU3BOAHBIX MUPPOIO[3,4-c]NUpa3onoB U3-
BECTHOU TPEXKOMIIOHEHTHOU peakuueit [ 10] momyyeHbl
5-apuin-4-aponi-3-ruJpoKcu-3-uppouH-2-oHbl 1a—k,
coJieprKallie B MOJOXKEHUH | 2-aMMHONPONUIbHBIH,
3-AMMETUIIAMUHONIPONMIBHBINA WK 3-A10y THIIAMHHO-
MPONUJIbHBIN ocTaTok (cxema 1). Peakuus nporekaer
MpU KPAaTKOBPEMEHHOM HarpeBaHuu B 1,4-muokcaHe
unu 96%-nom stanone. Coenunenus 1a—e nonyyanu B
(hopMe COOTBETCTBYIOLIMX THIPOXIOPUIOB.
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Cxema 1.

H,NNH,, AcOH

R! = CH(CH3)NH,-HCI, R = 4-Br, R® = 4-Cl (a); R! = CH(CH;)NH,HCl, R? = 4-Br, R} = 4-F (6); R! = CH(CH;)NH,HCl,
R2 = 4'C1, R3 =4-F (B); 1{1 = (CHz)zN(CH3)2'HC1, R2 = H, R3 =4-F (F); Rl = (CHz)ZN(CH3)2HC1, R2 = H, R3 = 4—tC4H9 (H);
Rl = (CHz)zN(CH3)2HC1, R2 = 4'N02, ]R3 =H (e); l{1 = (CH2)2N(C4H9)2, R2 = 4'OCH3, R3 =2-Cl ()K)

Coenunennst 1a—k npeacTaBisaioT co0oii becrBeT-
HBIE WJIM CBETIIO-JKEIThIC KPUCTAIUINYECKHE BEIECTBA,
pacTBOpUMBIE B ITAHONIE, AUMETWICYIb(POKCHIE, TH-
MeTwiI(hopMaMue U KUCIOTAX, U JAI0T HHTEHCHBHOE
BHUIITHEBOE OKPAIIMBAHUE CO CITUPTOBBIM PacTBOPOM
xnopuaa xene3a(lll). 'mapoxmaopuasr 1a—e pactBo-
PHIMBI B BOJIE.

Ctpoenue coequHeHU 1a—K NOATBEPKIACHO
nauaeivu VK, IMP 13C u 'H CIIEKTPOCKOIIUHU U Macc-
CHEKTPOMETPHH.

Panee 1-(2-amunonponun)-5-apui-4-apoui-3-
THAPOKCHU-3-IIUPPOSTMH-2-0HbI OBUTH YCIICIIHO BBE/ICHBI
HaMH B pEaKUUIO C THAPA3UHTUAPATOM Kak B Gopme
THIPOXJIOPUIOB, TaK U B popme ocHoBanwmii [10]. B To
xe BpeMst uisl 1-(2-aMUHO3THI)[TPOU3BOAHBIX B (hopme
OCHOBaHHH PeaKys ¢ HyKJIeO(pHUIbHBIMU peareHTaMu 1o
aroMy ymiepoaa KapOOHHJILHOM IPYIIIbI B MOJIOKEHUH
3 3aTpyaHEHa, B3aUMOACHCTBUE MMPOTEKACT MPEUMY-
LIECTBEHHO B BUJI€ THAPOXJIOpHUIO0B [12].

BHOBB CHHTE3MpPOBaHHBIE THIPOXJIOPUIBI 1 -aMHUHO-
AJIKUJII-3-THIPOKCH-3-NUPPOSINH-2-0HOB 1a—e BBOIMIIN
BO B3aUMOJEHUCTBHE C THAPAZUHTUAPATOM MIPU KHUIIS-

YEHUH B JIEASHON YKCYCHOW KHCIIOTE B TeueHue 1.5 4.
Bo Bcex ciyuasix ¢ Beixogamu 50-92% oOpa3syrorcst
uppono| 3,4-c|mupas3onsl 2a—e, pacCTBOPUMEIC B dTa-
HOJIe, TUMETHIICYAb(POKCHAe, TUMeTHIGopMamMuie U
Bozie. OTHAKO 11eNIeBOM MPOIYKT 23K OBLT BBIICIEH JIUIITH
nocJje 3-4acoBOro KHUIISTYCHHS B TOM YK€ PACTBOPUTENE
¢ BeIxozioM 8% B opme areTara.

CrpoeHue coequHeHU 2a—K IOATBEPKICHO 1aH-
v MK, SIMP 3C u 'H cnektpockonuu, a Takxke
Macc-cnekrpomerpun. B UK cniexkTpax npucyTcTByroT
TIOJIOCHI TIOTJIOIICHHS, 00YCIIOBIICHHBIC BAJICHTHBIMH KO-
nebaHuAMH TAKTaMHOTO KapOoHuIa pu 1635-1704 cm™!,
IPOTOHMPOBaHHOM mepBuuHOi (2892-2980 cm™!, 2a-B)
wn TpetnuHoit (3107-3260 cm™!, 2r—k) aMUHOTpyTI-
bl OOKOBOH 1IETTH, & TAK)Ke BTOPUIHON aMUHOTPYTIITBI
pa3oJIbHOTO THKIa mpu 3385-3405 em L,

B cnekrpax IMP 'H umeercs yasoeHHblii HaGop
CUTHAJIOB NMPOTOHOB OOKOBOTO aMHUHOAJIKHUIBHOTO
¢parmenTta B obmactu 0.77-3.81 M. 1. 1 METHHOBOTO
MpOTOHA B nojoxkeHuu 4 npu 6.02-6.21 M. 1., uTo
00BsICHACTCS IPUCYTCTBUEM B MOJIEKYJIE 2 XUPAJIbHBIX
LEHTPOB; aHAJIOTMYHAs KapTUHa HaOmonanack panee [10].

JKYPHAJI OBILLIEM XUMHM tom 94 Ne5 2024
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[IpucyTCcTBYIOT TaKoKe rpyIma CUTHaJIOB apoMaTHyecC-
KHX ITPOTOHOB B oOmacTu 6.81-8.13 M. 1., ymmmupeHHbIH
CHHTIIET TIPOTOHOB TIepBUYHOH (8.79-9.18 m. 1., 2a-B) u
tpetraroi (9.30-10.81 M. 1., 2r—K) MpOTOHUPOBAHHBIX
aMHUHOTPYII OOKOBOM LIENH, a TAKXKE CHHIVIET IPOTOHA
BTOPUYHON aMUHOTPYIIIBI TUPA30JIbHOTO IUKIA (21-4K)
npu 13.83-14.29 M. x. ITocnennuiil B CeKTpax oCTallb-
HBIX CO€AMHEHUH OTCYTCTBYET BCIIEACTBUE OOMEHHBIX
npoueccoB. I1o 3Toi ke npuurHEe OTCYTCTBYIOT U
CHUTHAJIbl IPOTOHOB €HOJIbHBIX TUAPOKCHIIBHBIX TPy
B CIIEKTPax BCEX UCXONHBIX coeanHeHuit 1la—xk [10].

B cnexrpax SIMP '*C coenunenuii 2a—B Habmo-
JTAI0TCS XapaKTepHble CUTHaJIbl aMUHOTO yTriiepoja
npu 161.07-163.80 M. 1., a30METUHOBOIO yIiepoaa
npu 148.41-148.72 M. 1. 1 TPETUYHOTO yTiIepoja B
nojoxeHuu 4 rerepouukia npu 44.42-46.08 m. 1. s
coelMHEeHNH 1a—1 1 2a—T MOoJIy4eHbl MacC-CIIEKTPbI
BBICOKOTO pazpelieHusi. Bo Bcex cnekTpax mpucyrc-
TBYIOT IMKHM MOJIEKYJISIPHOTO MOHA, MOATBEPKJAt0INe
yKa3aHHYIO CTpyKTypy. CocTaB OCTalIbHBIX COEIMHEHUN
MIOATBEPKAEH JAHHBIMM JIEMEHTHOTO aHAJIN3a.

CoenvHeHus, MOMyYSHHbIE HAMHU peaKIueil HOBBIX
1-aMHHOATKMII-3-THIPOKCHU-3-TTUPPOIUH-2-0OHOB C
TUJPAa3HHOM, IJIAHUPYETCS UCIIONB30BATh JUIsl CKPUHUHTA
[IPOTUBOBOCIAJIUTEIbHOM, aHAIBIETUYECKON U IPYTUX
BHJIOB HEMPOTPOITHOM AKTUBHOCTH.

BbIBO/IbI

Takum 00pa3zoM, peakiuell 3aMeIIeHHbIX |-aMHHO-
ANKWI-3-TUAPOKCU-3-TUPPOTUH-2-0OHOB C T'HIPa3HH-
TUJPATOM B KUIIAILEH JIEASHON YKCYCHOW KHCIIOTE TOITY-
YeHBI 1-aMUHOANKWI-S5,6-1rapui-2-okconuppoio|3,4-c]-
npasonsl. JlaHHas paboTa MpoaomKaeT UCCIIeI0BaH s
B 00J1acTH KOMOMHATOPHOH XMMHUU OMOJIOTHYECKU
AKTUBHBIX COCIMHEHUH psga 2-okconupposno|3,4-cl-
nupaso’ia.

OKCIIEPUMEHTAJIbBHA S YACTb

UK cnexrpsl 3anucsiBanu Ha UK @ypre-cnekrpomer-
pe IRAffinity-1 Shimadzu B Tabnerkax KBr (coenunenus
la—m u 2a-1) u SPECORD-85 B BUjie cycrien3uu B Ba-
3e1MHOBOM MacJe (coeauHenus ik u 2e, #x). CriekTpsl
SIMP 'H peructpuposanu Ha npubope Bruker Avance
[IIHD (pabouas yacrora — 400 MI'1i, BHyTpeHHUN
crannapt — TMC, coequnenus 1a—e u 2a—e) u Bruker
DRX-500 (pabouas yacrora — 500 MI'1i, BHyTpeHHMI
crangapt — [M/IC, coequnenus 1:x u 2:x). CrekTpsl
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SIMP 13C coenunenmii cuumanu Ha Oyphbe-CieKTpoMeTpe
Bruker Avance [ITHD [100 MI'n, (CD;),SO, BHYTpeH-
Huil ctagaapt — TMC]. Macc-crekTpsl BBICOKOTO
pasperieHus 3anuceiBa Ha mpudope Bruker maXis
B PEKUME DIEKTPOCIPEl-HOHU3AINH. DIEMEHTHBIN
aHaju3 BeIMonHsIM Ha nipubope PerkinElmer 2400.
TemmepaTypsbl TUTaBICHUST ONIPEACIISIIN Ha Tprbope
BUCHI M-565.

OO0mas MeToANKa CHHTe3a coeJUHeHNil 1a—B.
K pactBopy 0.02 monp 1,2-quamunonponana u 0.02 monb
apoMarndeckoro ajpjaeruaa B 30 mi 1,4-mmokcana mpu
40°C podasmsm pactop 0.02 Monb MeTUIIOBOTO 3hHpa
ApOWIITMPOBUHOTPAHOM KUCioThI B 50 Mt 1,4-1uokcana
Y OCTaBJISIM TIPYM KOMHATHOM TemIieparype Ha CyTKH.
Ocatok OTQHUIBTPOBBIBAIIN U MEPEKPUCTAILTH30BBIBAIN
3 96%-HOTO dTAaHONIa U CYIIIIH Ha Bo3myxe. Jlamee
0.01 mMosb MOYYEHHOTO BEIIECTBA PACTBOPSINA HA
KHTISIIel BoasHoU 6aHe B 40 M1 KOHIICHTPHUPOBAHHOMN
XJIOPUCTOBOJOPOIHON KHCIIOTHI, 3aT€M yIIapuBaIu
nocyxa. OcTaTok MepeKprucTalTu30BbIBAIIH.

I'mapoxaopua 1-(2-amunonponui)-4-(4-6pom-
0enzomnn)-3-rugporcu-S-(4-xsiopdeHnn)-3-nupposnH-
2-ona (1a). Beixog 50%, 1. on. 215-217°C (aTanomn).
UK crektp, v, cM ' 1630 (C=0), 1684 (CON), 2917
(N"H;), 3435 (OH). Criextp SIMP 'H [(CD;),SO], 3,
M. 1.: 8.21 ymr. ¢ u 8.35 yur. ¢ (3H, N*Hy), 7.64 m (4H,
Ar), 7.40 M (4H, Ar), 5.59 cu 5.57 ¢ (1H, C°H), 3.76 m
u 3.60 m (1H, C'H,Hg), 3.49 M u 3.37 m (1H, C?H),
2.94 mu 2.75 m (1H, C'H,Hg), 1.15 1 3H, CH;, J
6.8 T'm). Ciexrp AMP !*C [(CD;),S0], 8¢, M. 11.: 45.39,
45.99, 60.47, 60.88, 128.52, 129.67, 129.80, 130.57,
131.80, 132.87, 137.39, 166.49, 187.58. Macc-criexTp
(HRMS-ESI+), m/z: 449.0262, 450.0292, 451.0233
[M + H]" (Beruncneno mist CooH,oBrCIN,O;: 449.0262).

I'vapoxaopun 1-(2-amunonponui)-4-(4-6pom-
Oen3on)-3-rupokcu-5-(4-proppennn)-3-nuppoiuH-
2-oHa (10). Bexon 46%, 1. . 224-226°C (sTaHomn).
UK cnektp, v, em': 1632 (C=0), 1698 (CON), 2938
(N"H;), 3407 (OH). Cnextp SIMP 'H [(CD;),SO], 8,
M. 1.: 8.12 ym. ¢ u 8.25 yur. ¢ (3H, N*Hy), 7.65 m (4H,
Ar), 7.44 M (2H, Ar), 7.15 M (2H, Ar), 5.58 cu 5.57 ¢
(1H, C°H), 3.75 m n 3.59 m (1H, C'H,Hp), 3.46 m un
3.37m (1H, C?H),2.93 mu 2.72 M (1H, C'H,Hp), 1.15 1
u 1.13 1 (3H, CH;, J 6.4 I'y). Macc-cniektp (HRMS-
ESI+), m/z: 433.0557, 434.0791 [M + H]" (Bbruucieno
st CyoH,,BrN,O,4: 433.0558).
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Tl'uapoxsopun 1-(2-aMmuHONPONNI)-3-THAPOKCH-
5-(4-propdenunin)-4-(4-xj10pOeH301UIT)-3-TUPPOTUH-
2-ona (1B). Beixon 65%, 1. . 228-230°C (3Tanomn).
UK cnektp, v, cMm ' 1634 (C=0), 1684 (CON), 2935
(N*H;), 3406 (OH). Cnektp SIMP 'H [(CD;),SO], 8,
M. 1.: 8.23 ymr. ¢ u 8.10 yur. ¢ (3H, N"Hy), 7.71 m (2H,
Ar), 7.51 m (2H, Ar), 7.45 m (2H, Ar), 7.16 m (2H,
Ar), 559 cu 5.58 ¢ (1H, C°H), 3.75 m u 3.59 m (1H,
C'H,Hp), 3.46 Mmu 3.37 m (1H, C?H),2.94 Mmu 2.73 M
(1H, C'"H,Hg) 1.15 nu 1.13 1 (3H, CH;, J 6.8 I'n).
Macc-criekrp (HRMS-ESI+), m/z: 389.1065, 390.1098,
391.1042 [M + H]" (Berumcineno mist CooHoCIFN,O5:
389.1063).

O0mas MeToanka cMHTe3a coequHeHuil 1Ir—e. K
pactBopy 0.02 Mons N,N-gumeruii-1,3-nponananamu-
Ha 1 0.02 MoOIB apoMaTHIecKoro anbaeruaa B 30 M
1,4-nuokcana nipu 40°C nobasmnsimu pactsop 0.02 monb
METHJIOBOTO 3(Hpa OEH30MITUPOBUHOTPATHOMN KHCIIOTHI
B 50 mu 1,4-nuokcana. IlonydeHHy0 cMeCh OCTaBIIs-
JIM TIpU KOMHATHOW Temmeparype Ha cyTkd. Ocajgok
OT(GUIBTPOBBIBAIIN M MEPEKPUCTATTM30BBIBAIIN U3
96%-noro sranona. [lanee 0.01 Monp moxy4eHHOTO
BEIICCTBA PACTBOPSIN HA KUIIAIICH BOASIHON OaHe B
40 MJI KOHLIEHTPUPOBAHHOM XJIOPUCTOBOJOPOIHOMU
KHUCJIOTBI U ynapuBanu pocyxa. OcTaTok nepekpuc-
TaJUTU30BBIBAJIH.

IM'uapoxsopun 4-6enzounsi-3-ruapokcu-1-(3-au-
MeTHJIAMHHONPOIHI)-5-(4-pTopdenn)-3-nupposiun-
2-ona (1r). Berxon 81%, 1. ut. 203-205°C (sTanomn).
UK cnektp, v, em': 1631 (C=0), 1689 (CON), 3117
(N*H), 3411 (OH). Cnextp AMP 'H [(CD;),SO], §,
M. 1.: 10.93 ym. ¢ (1H, N*H), 7.71 m (2H, Ar), 7.55 1
(1H, Ar, J 7.2 T'n), 7.44 m (4H, Ar), 7.15 T (2H, Ar,
J 8.8 T'm), 5.63 ¢ (1H, C°H), 3.63 m (1H, C'H,Hyp),
2.97 M (2H, C*H,), 2.76 m (1H, C'H,Hp), 2.68 c [6H,
N(CHj,),], 1.90 M (2H, C?H,). Macc-cnektp (HRMS-
ESI+), m/z: 383.1765, 384.1801 [M + H]" (Bbruucieno
st CyHy FN,O5: 383.1765).

I'mapoxaopun 4-6eH3on-5-(4-mpem-oyrusngenni)-
3-ruapoxcu-1-(3-AuMeTHIAMHHONIPOINJI)-3-THPPO-
JmH-2-0Ha (171). Bexox 92%, T. . 255-257°C (3ranomn).
UK cnextp, v, cm!: 1605 (C=0), 1695 (CON), 3012
(N*H), 3418 (OH). Cnextp IMP 'H [(CD;),SO], 8,
M. a.: 10.70 ym. ¢ (1H, N*H), 7.72 m (2H, Ar), 7.56 T
(1H, Ar, J 7.2 Tw), 746 T (2H, Ar, J 7.2 T'n), 7.37 1
(2H, Ar, J 8.4 T'm), 7.31 n (2H, Ar, J 8.8 I'r), 5.56 ¢
(1H, C°H), 3.60 m (1H, C'H,Hp), 2.95 m (2H, C*H,),

2.78 m (1H, C'H,Hp), 2.66 ¢ [6H, N(CH;),], 1.83 M
(2H, C?H,), 1.24 ¢ (9H, 4-C4Hq-f). Criextp SIMP 13C
[(CD3),SO], 8¢, M. 11.: 22.57, 31.03, 34.18, 37.60, 53.92,
60.45, 125.47, 127.49, 128.10, 128.68, 132.46, 133.01,
150.74, 165.39, 188.88. Macc-cnextp (HRMS-ESI+),
m/z: 421.2483, 422.2516 [M + H]" (BbunciaeHo aus
C,H33N,05: 421.2486).

I'mapoxaopna 3-ruapokcu-1-(3-1uMeTHIAMHHO-
nponui)-4-(4-HuTpodeH30u1)-5-peHunn-3-nuppoinH-
2-ona (le). Borxon 52%, 1. . 197-199°C (sTanon).
Cnekrp IMP 'H, (D,0), 8, m. 1.: 7.87 1 (2H, Ar), 8.38 1
(2H, Ar), 7.51 M (5H, Ar), 5.65 ¢ (1H, C°H), 3.67 m (1H,
C'H,Hp), 3.40 m (1H, C'H,Hp), 3.07 M (2H, C*H,), 2.79
¢ [6H, N(CH,),], 1.90 m (2H, C?H,). Haiineno, %: C
59.20, 59.28; H 5.40, 5.44; N 9.40, 9.48. C,,H,,CIN;Os.
Brruucieno, %: C 59.26; H 5.43; N 9.42.

3-I'mapokcu-1-(3-1udyTniiamuHonponui)-4-(4-
MeToKRcHOeH3011)-5-(2-xs10pdenu1)-3-nuppoInH-2-0H
(1:x). K pactBopy 0.01 momb (1.13 mur) 2-x10p0OeH-
sanpaeruaa u 0.01 mons (2.36 T) MeTuiioBoro 3¢gupa
4-MeTOKCHOSH30MIIITUPOBHHOTPATHOM KUCIOTHI B 10 M1
96%-noro sranona nipu 40°C nobasnsm 0.01 monb
(2.24 mm) N,N-nmubyTun-1,3-nporananamuna. [lomy-
YEHHYIO CMECh OCTABIISUIM IIPU KOMHATHOH TeMIlepaType
Ha cyTKu. OcaloK OTGUIBTPOBBIBAIN U EPEKPUCTATI-
m3oBbIBasK. Beixox 41%, T. . 200-202°C (3taHom).
UK cnektp, v, cm 'z 1609 (C=0), 1688 (CON). Criektp
SIMP 'H [(CD5),S0], 8, m. 1.: 7.85 1 (2H, Ar), 7.42 M
(4H, Ar), 6.91 1 (2H, Ar, J 7.6 T'y), 5.82 ¢ (1H, C’H),
3.92 ¢ (3H, 4-OCHj;), 3.72 m (1H, C'H,Hp), 3.25 m
(1H, C'H,Hp), 3.08 M [6H, N(CH,);], 1.63 M (2H,
C?H,), 1.39 M (4H, CH,BY), 1.32 M (4H, CH,B%), 0.94
T (6H, CH3B“, J 6.6 I'm). Haiineno, %: C 67.89, 67.93;
H 7.28, 7.30; N 5.46, 5.50. C5oH;,CIN,O,. Boruncneno,
%: C 67.88; H 7.27; N 5.46.

OO0uasi MeToAUKA CHHTE3a COeUHEHMIT 2a—e.
Cwmecsw 0.005 monp coequaenust 1la—e u 0.0055 Mo
98%-HOTO THAPA3UHTUPATA KATITIIIN B 5 MII JISASTHOM
YKCYCHOM KHUCJIOTHI B TeueHue 1.5 4. Peaknmonnyro
CMECh OCIIE OXJIAXKICHHUS YIIapUBaIl, OCTATOK 00pa-
6arsiBasn cmeckio EtOH-Et,O (1:1), 3atem nepexpuc-
TaJUTU30BbIBAJIH.

I'mapoxnopun 1-(2-amuHonponmi)-5-(4-6pom-
(penni)-6-(4-xaoppennn)-2-oxkconuppoJio|3,4-c]-
nupa3soia (2a). Beixon 50%, 1. . 236-240°C (ara-
Hos-3TokcudTan). UK crektp, v, em': 1691 (CON),
2980 (N*H;), 3404 (NH). Cniextp SIMP 'H [(CD;),SO],
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8, M. 11.: 8.98 yur. ¢ (1H, N"Hj), 7.52-7.37 m (8H, Ar),
6.13 ¢ (1H, C*H), 3.81 mu 3.67 m (1H, C'H,Hp), 3.47 m
u 3.39 M (1H, C?H), 2.96 m u 2.78 M (1H, C'H,Hp),
1.18 M (3H, CH;). Criextp SIMP 3C, d¢, M. 1.: 16.74,
44.44, 46.08, 59.09, 128.15, 129.59, 130.47, 132.27,
148.41, 162.23. Macc-ciektp (HRMS-ESI+), m/z:
445.0425, 446.0454, 447.0403 [M + H]" (BbIumciieHo
st CyoH,oBrCIN,O: 445.0425).

I'mapoxnopun 1-(2-amunonponui)-5-(4-6pom-
(ennin)-6-(4-propdenun)-2-okconuppo.io|3,4-c|-
nupa3zona (26). Berxon 54 %, 1. 1. 226-230°C (aTa-
Ho-3ToKcuITaH). UK crextp, v, cM': 1691 (CON),
2892 (N*H;), 3405 (NH). Cniextp SIMP 'H [(CDj;),SO],
8, M. 1.: 9.18 yur. ¢ (1H, N"H;), 7.49 m (4H, Ar), 7.40 m
(2H, Ar), 7.17 m (2H, Ar), 6.12 c u 6.11 ¢ (1H, C*H),
3.81 Mmu 3.67 m (1H, C'H,Hg), 3.47 mu 3.38 m (1H,
C?H),2.97mu2.79 m (1H, C'H Hpg), 1.18 nu 1.16 1
(3H, CH;, J 6.4 T'ny). Cniextp SIMP 13C, 8, M. 11.: 16.74,
44.42,46.08, 59.12, 116.42, 128.14, 130.71, 132.24,
148.72, 161.36, 162.21, 163.79. Macc-cniektp (HRMS-
ESI+), m/z: 429.0722, 431.0704 [M + H]" (Bbraucieno
s CyoH,oBrFN,4O: 429.0721).

I'mapoxaopun 1-(2-amuHonponu.)-6-(4-prop-
(penni)-5-(4-xnoppenni)-2-oxkconnppoJio|3,4-c]-
nupa3soja (2B). Bexox 92%, 1. mur. 275-278°C (arta-
Hon-sToKcudTan). MK cnekrp, v, em': 1704 (CON),
2964 (N*H;), 3395 (NH). Cniektp SIMP 'H [(CD;),SO],
8, M. 1.: 8.79 yur ¢ (1H, N"H;), 7.53 m (2H, Ar), 7.40 m
(4H, Ar), 7.17 m (2H, Ar), 6.12 c u 6.11 ¢ (1H, C*H),
3.81 m, 3.67 m (1H, C'H,Hg), 3.48 M u 3.39 M (1H,
C?H),2.98 Mmu2.79 m (1H, C'"H,Hp), 1.18 nu 1.16 1
(3H, CH; J 6.4 T'n). Cexrp SAMP 13C, d¢c, M. 1.2 16.72,
44.42, 45.97, 59.26, 116.34, 127.88, 129.34, 130.85,
148.42,161.07, 162.26, 163.80. Macc-cnektp (HRMS-
ESI+), m/z: 385.1226, 386.1263, 387.1209 [M + H]"
(Berancieno aist CooH;oCIFN,O: 385.1226).

T'uapoxnopun 1-(3-numMeTnIaMuHonponui)-S-ge-
HUJI-6-(4-pTopdennin)-2-oxkconuppoio|3,4-clnupa-
3012 (2r). Berxon 80%, T. 1. 275-278°C (atanon). UK
crektp, v, cM ' 1698 (CON), 3107 (N*H), 3385 (NH).
Cnextp SIMP 'H (CDCl;, 60°C), 8, M. 1.: 10.81 ym. ¢
(IH,N*H), 7.31 m (3H, Ar), 7.18 T (2H, Ar, J 8.8 T'nr),
7.51 n (2H, Ar, J 7.2 '), 7.41 m (2H, Ar), 6.08 ¢ (1H,
C*H), 3.71 m (1H, C'H,Hp), 2.87 M (1H, C'H,Hp),
3.03 m (2H, C*H,), 2.73 ¢ [6H, N(CH;),], 2.00 m (1H,
C’H,Hp), 1.94 m (1H, C?H,Hg). Macc-cniextp (HRMS-
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ESI+), m/z: 379.1929, 380.1964 [M + H]" (Bbruncieno
st Cy,H,,FN,O: 379.1929).

I'mapoxaopun 6-(4-mpem-oyrundennn)-1-(3-qume-
THJIAMUHONIPOMUI)-5-(peHnn-2-okconuppodio|3,4-c|-
nupa3soia (2x). Beixon 75%, 1. 1. 274-275°C (9ra-
Hos-sTokeusTan). Criexrp SIMP 'H [(CD;),S0], 8, m. 1.
14.04 ¢ (1H, N'H), 10.75 ¢ (1H, N*H), 7.29 M (5H, Ar),
749 n (2H, Ar, J 7.2 T'n), 7.39 o (2H, Ar, J 7.2 T'n),
6.02 ¢ (1H, C*H), 3.67 m (1H, C'H,Hg), 2.78 m (1H,
C'H,Hp), 2.98 M (2H, C3H,), 2.67 ¢ [6H, N(CH;),],
1.92 M (1H, C*H,Hg), 1.84 m (1H, C°?H,Hp), 1.24 ¢
(9H, 4-C,Hy-1). Haitneno, %: C 68.93, 68.91; H 7.38,
7.32; N 12.40, 12.36. C,4H;3CIN,O. Brraucneno, %:
C 68.93; H 7.34; N 12.37.

I'mapoxsopun 1-(3-auMeTHIaMUHONPONINI)-5-(4-
HUTPO(eHnN)-6-henni-2-okconuppono|3,4-clnupa-
30u1a (2e). Boixon 52%, 1. . 197-199°C (2-npomnanon).
UK cnextp, v, cM': 1635 (CON), 3260 (N"H). Cniektp
SIMP 'H [(CD3),SO], 8, m. 1.: 14.29 ¢ (1H, N'H), 10.65
yur. ¢ (1H, N"H), 8.13 1 (2H, Ar, J 7.2 T'r), 7.34 m (5H,
Ar), 7.71 1 (2H, Ar J 7.2 T), 6.12 ¢ (1H, C*H), 3.70
M (1H, C'H,Hp), 2.81 M (1H, C'H,Hp), 2.99 m (2H,
C°H,), 2.69 ¢ [6H, N(CH;),], 1.95 m (1H, C°H,Hjp), 1.87
M (1H, C*H,Hp). Haiineno, %: C 59.81, 59.75; H 5.45,
5.48; N 15.88, 15.89. C,,H,,CIN5O;. Beraucieno, %:
C 59.79; H 5.47; N 15.85.

Auerar 1-(3-1udyTrHiiaMuHOIPONMI)-5-(4-MeTOKCH-
penni)-6-(2-xaoppennn)-2-oxkconnppoJio|3,4-c]-
nupasoia (2:x). Cmecs 0.002 momb (0.99 1) 3-ruapoxcu-
1-(3-muOyTrnamMmuHOPOM )-4-(4-MeTOKCHOSH30MI )-5-
(2-xnopdennn)-3-nupponuH-2-ona 1x u 0.0022 monb
(0.1 mu1) 98%-HOTO THAPASHHTUAPATA B S5 MJI JISASTHOU
YKCYCHOH KHCIIOTBI KUTISITUIH 3 4. PeaknmoHHyr0 cMech
nocyie OXJIAKICHHUS YIapUBali, 3aTHPAIN C TEKCAHOM
u nepexkpucTtaum3ossBamd. Bexoxg 0.4 T (8%), T. Tt
143-145°C (aueronurpun). UK cnekrp, v, cm': 1695
(CON), 3125 (N*H). Cnekrp AMP 'H [(CD;),S0], 8,
M. 1.: 13.83 yur ¢ (1H, N'H), 9.30 yur. ¢ (1H, N'H),
7.90 m (1H, Ar), 7.51 n (1H, Ar, J 7.8 I'r), 7.30 1 (2H,
Ar,J8.1T), 7.19 T (1H, Ar, J 7.5 T'm), 6.81 m (3H, Ar),
6.21 ¢ (1H, C*H), 3.67 ¢ (3H, 4-CH;0), 3.54 m (1H,
C'H,Hp), 2.65 M (1H, C'HHg), 2.21 M [6H, N(CH,);],
1.85 ¢ (3H, H;CCOO"), 1.61 m (1H, C’H,Hp), 1.41 m
(1H, C’H Hg), 1.17 m (8H, C*H,"+ C3H,BY), 0.77 T
(6H, CH;BY, J 6.6 T'm). Haiineno, %: C 65.48, 65.39;
H7.21,7.25;N 9.90, 9.82. C5,;H,4,CIN,O,. Boruncneno,
%: C 65.42; H 7.26; N 9.84.
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Synthesis of 1-Aminoalkyl-5,6-diaryl-2-oxopyrrolo-
[3,4-c]pyrazoles
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The reaction of substituted 1-aminoalkyl-3-hydroxy-3-pyrrolin-2-ones with hydrazine hydrate in boiling glacial
acetic acid leads to the formation of 1-aminoalkyl-5,6-diaryl-2-oxopyrrolo[3,4-c]pyrazoles. The structure of the
obtained compounds was confirmed by IR, 3C NMR and 'H NMR spectroscopy methods.

Keywords: 1-aminoalkyl-3-hydroxy-3-pyrrolin-2-ones, 1-aminoalkyl-5,6-diaryl-2-oxopyrrolo[3,4-c]pyrazoles
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