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0 an(y-xaopxpoTua)-6apburyporoii kucAoTe

M3 muorouncaennnx C, C-iBy3amMelieHHHX IMPOH3BOAHBIX 6ApOHTY-
pOBOH KHCJOTH O0CO6EHHO CHJIbHBIM CHOTBODHBIM AeHCTBHEM 002a1aloT,’
KaK H3ReCTHO, Té M3 HHX, B KOTOPHX OJHH HJH 00a 3aMecTHTe s cojep-
AT ISTHJIEHOBYIO JBOHHYI0O CcBsisb. K GapbuTyparaM Takoro poaa oOT-
HOCSATCSI B TEpBYI0 OYepeat IIHPOKO HNpHMEHsieMHe mNpenapatH AHaa
(zmannn6ap6buTypoOBas K-1a), HyMaa (H30NpONUAANIHAGAPOUTYPOBAs K-Ta)
W canponTaa (u306yTHaanauab6ap6HTypoBas K-Ta).!

[leasit psx BechbMa IEHHbLIX NpENapaToB 3TOH TpPYNIOH XapaKTepH-
ayeTcsi HaJHuHeM B MoJekyJe S-6pOMaJAHALHOTO OCTaTKa. T4KOBHI: HOK-
tan’ (usonponua-3-6pomanaua5apouTyposasi k-ta), COHOyTaa® (BTOPHUHO-
6yTHa-3-6poManua6apOuTYpPOBas K-Ta), PEKTOH (BTOPHUYHOAMHJ-3-0poMa-
aua6apOUTYypOBas K-Ta) H Jp.

YxaxeMm eue, YyT0 B aMEPUKAHCKOM MaTeHTe, BHOaHHOM ¢dHpMe
Winthrop Chemical Company,* B KauecTBe UEHHHX CHOTBOPHHX CPEeACTE
PEKOMEHAYIOTCS TaKkKe 3STHJ-Z-XJAOPKPOTHA- H IH(B-XJ10pKpOTHA)GapGOH-
TYPOBHIE K-TH-
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ITH NPHMEpPH MOKA3bIBAIOT, YTO HAJWYAEC TaJOWla M STHICHOBOW
JBOWHOW CBSI3H B 3aMECTHTE/X CNOCOGCTBYET HOBHIIIEHHIO CHOTBOPHOTO
pelicTBUA mpenaparoB paga 6apburypoBoit K-Thl. ITosTtomy, MOxHO 6RO
O0XHIAaThb, YTO CHOTBOPHLIMH CBO#cTBaMH Oyayr o00gajaTh TaKxKe |
C, C-nBysamenieHable 6apOHTYpPOBHE K-TH, COAEpIKAIIHE ONAHH BJAH JBa
Y-XTODKPOTHABHHX paaKKana, obuielt Gopmyan
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rie R—yraesonoponusiii paankasi. BemecTsa 3TH OTJAHYAIOTCS OT mpe-
napaToB, YKa3aHHLIX B TPHBEJEHHOM BHIIE aMePHKAHCKOM MAaTEHTe, KiK.
BUAHO u3 (GOPMYJ, TOJBKO MOJOXKEHHEM aTOMa XJOpa B GOKOBOW MEMH.

[IpuroToBaenne TaKOro poja MNPOH3BOAHHIX 6GapOGUTYPOBOH K-TH.
3HAYUTENBHO YNPOUIANOCh 61aro1apsa'ToMy 06CTOATENBCTBY, YTO B HALIEM
pacnopsKEeHHH HMENHCh 3HAYMTEJbHbIe KOoJH4yecTBa 2,4-muxaopOyreua-2,
ABAAIONIErOCA OTXOAHBIM TNPOJAYKTOM OMHOTO H3 KPYNHBIX XHMHUYECKHX
NPOHSBOJACTB M NOCAYKHBIIEr0O HAM HCXOJAHBIM MAaTE€pPHANOM 5 BBEJe:
HUSI Y-XJOPKPOTHJEHOTO OCTAaTKa.

B uacTosm2# CTaThe OMHCHBIBAGTCS CHHTE3 MEPBOTO BEl(eCTBd
3TOH TpyNnbl— U(Y-XA0PKPOTHA)6APOHTYPOBOI K-THI. |

IlpexBapuTeNbHBIE ONBITH ITOKA3a/1H, YTO HENMOCPEACTBEHHOE BBEJE-
HHE Y-XJOPKPOTHJIBHBIX palHKaloB B 6GapGHTYpOBYIO K-Ty, nyvTem jefi-
CTBUS HA TMOCAenHon 2,4-nuxaopbyTena-2 B I1IENOYHOH Cpejge MPOMCXo-
JMT 4YpPEe’BHYANHO MENJEHHO H MNPHBOAHT K, NJOXHM BHXOAaMm. Yame
NPUMEHsSeMBIl NYyTh—NOJYy4YeHHE 3aMeleHHOrO0 MaJOoHOBOTO adupa H ero
nanbHelmas KORJACHCAHHA € MOYEBHHOHW-—W B JNAHHOM CJAy4ae OKas3alch
oonee yno6uniM. HecmMoTpss Ha HEOJIHOKPATHO OTMEUABIIYIOCH® TOHHKEH-
HYI0 PEaKIHOHHYI0 CMOCOOHOCTh MepBHYHOro xJopa B 2,4-nuxjaop6y-
TeHe-2, 06YyCJ0BIEHHYIO BJAHAHHEM BTOPOrO, HaXOAsmErocs B B-mojoxe-
HWH K HEMY artoMma xJopa, 2,4-nuxjophHyTen-2, Kak OKasaaoch, OUYEHb
JeTXO pearnpyer ¢ HATPMAJOHOBHIM 3(hupoMm, o6pasys ¢ XOPOIIHM RBEIXO0-
nom (noxoasmum nouTH go 80°, Teoperwueckoro) AH(Y-XA0PKPOTHA)
ManoHOBHIH adup. Tak ke Jerko upPOHCXOAHT KoHAeHcauus au(y-xaop-
KPOTHIIM3JIOHOBOTO 3a(HPa ¢ MOYEBHHOIA. :

Crpoenne noayuyenHo#t Takum oGpazom aB(Y-XJA0PKpPOTHA)GAPOH-
TYPOBO# K-THl OBIO JOKa3aHO [yTeM ee MIeJ0YHOro pacuien/eHns;
npin 3ToM ©0O6pasoBajsack JBYOCHOBHAA K-Ta, HMAEHTHUHas aH(Y-XJ0p:
KPOTHJ)MAJOHOBOH K-Te, NONYYEeHHOW THAPOJH30M €€ JAHITHAOBOIO
apupa. (Cm. crp. 31). :

Hu(y-xA0pKpOTHA)MATOHOBAs K-Ta, NOZOGHO MPOYHM MaJOHOBHIM
K-TaM, IPH HArPEBaHHA JIETKO JeKapOOKCHAHpYeTCs, 06pasys C XOPOUIHM
BBIXOIOM JH(Y-XJOPKPOTHI)YKCYCHYIO K-TY.

[pensaputeabnoe apMakonOTHYECKOE HCUBITaAHHE AH(Y-XA0pP-KPO-
THA)6apOUTYPOBOH K-TH NOKA3a70, OMHAKO, YTO OHA CHOTBOPHHMH
CBOMCTBAMH HE 06JajJaeT H CHALHO TOKCHYHA.

B wacrosuiee Bpems BepyTCA palGOTH IO CHHTE3Y ApYrHX, cojaep-
KAUUX {-XJAOPKPOTHABHEN 0CTATOK, 6apOHTYPOBHX K-T.
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Onucanne onwmiTos
Au({-xropzpoTuA)MarcHOBLIH 3¢hHp

B kxon6e, cnaGxeHHOH O0O6paTHBIM XOJOAHJABHHKOM, K pacTBOpPY
6,3 2 wnatrpua B 71 2 a6COJIOTHOrO CHHPTa DPHIHTO 44 2 cBexe-
NepersaHHoro MaJOHOBOrO 3¢upa. 3aTeéM K 3aTBepiAeBLIed CMecH, NpPH
NOCTOSTHHOM OXJIaXXKJEHWH BOJOH H NepeMellHBaHHH NOCTEeNeHHO NpHOAaB-
aeno 35 z 2,4-muxaopbyrena-2 (r. xun. 124—126°). Ilpy 3Tom HaGawo-
JaJ0Ch CaMOpa3orpeBaHue, H COJAEpPKHMOE KOJOB OKPacCHAOCh B KeJATO-
Baru# 1Ber. Ilocsie 3TOro peakmuoHHas CMeCh KHIOATHAACh HA BOJSHOH
6ane B Teuenue 4 wyacoB. [Tocse oxaaxjaeHnss K cmecH npubGaBiIeHa
BTOpas HOPUHS PacTBOpPAa ajJKOroJsTa HATPHs, NPHTOTOBJAeHHas B3 6,3 2
HaTpua W 71 2 abGCOMOTHOrO CIOMPTA, a 3aTeM ONATb IPH NEpPeMellnBa-
HHH H OXJIaX/JEHHH TUPHJIHTO eme 35 2 2,4-puxgopbyrena-2. Knnsuenue
PEAaKIHOHHOH CMECH NpPOJA0JKANOCH elle B TeyeHHe 4—5 yacos, nociae
yero 6oJbwas 4YacTh coupTa Gblia OTOrHaHa, K OCTATKY B KoJa6e npu-
JHTAa CJerxka MOJ(KHCJEHHAas CEepHOH K-TOH BOJA 10 NOJHOrO pacTBOpe-
HHA OCAaJKa XJOPHCTOr'O HATPHsl, MPOAYKT peakuumu ¢ nomomsio 1,2-xu-
XJOp3TdHa OTAEJEH OT BOJH, BOAHBEI CJIOH emle pas 3SKCTPAarHPOBAH
JHXJOPITAHOM, JUXJOPSTAHOBBIH PACTBOP MNPOMBIT BOJOH H BHICYIIEH
6€3BOJHEIM CEPHOKHCJBLIM HaTPHEM,

OcraTok nocie OTrOHKM AMXJ0paTaHa Ob 11€perHaH B BaKyyMe.
Ho 190—191° nepernasoch Bcero 3—4 MJ. :KHAKOCTH, OCHOBHasi e Mac-
ca ee mepernaiace npu 191—193°/18—19 mu. Tloayuyeso 74,13 2 Be-
1IeCTBa, 4to coctaBaser 79,6°/, TeOpeTAUECKOr0 BBHIXOJA.

[Mponyxr peakumu npeacraBasier coGoli Cclaerka 3ejleHoBaToe, MAO-
BOJIBHO T'yCTO€ MacJ0O CO CJAEeAYIONIHMH CBOHCTBaMH: T. kum. 168—180°/
/8 mm, 172—174° /9 wum, 191—193°/18—19 mm.

di® 1,1437, n}f 1,4803, MRp maiizeno 83,72

aaa CyH,,0,Cl, |7 Boiuncaeno MRp 83,58.

Onpegesenue xsa0pa no CrenaHoBy

0,2708 2z Bem. 0,22,0 2 A Cl 20,64°/,Cl

0,4188 » 03614 ., A.CI 21,33%,Cl
st CoH, 0,CL Buyncaen npouent Cl 21,03

C,C-nu(r-xropxporun)bapburyporas KucaoTa

K Trensomy pactBopy 6 2 XOpomo BHICYmIEHHOH MOYEBHHH B
55 ma. abGcomornoro cnmpra mnpuGasaeno 33,7 2 CBeXKENeperHanuoro
JU(7-XTOPKPOTHA)MANOHOBOTO 3dupa. 3areM 3Ta CMeCh OblIa BJAMTA B
KoaGy, Ccomepaallyio pacTsop 5 2 uaTpug B 55 MJI. aBbCOMIOTHOTO
cnupra. CMech HarpeBasach Ha BOAAHO# O6aHe B Teuenue 3 Yacos
no 70—80°% mocae wero marpepanne GHJAO YCHAEHO A0 TEMIepaTyphl KH-
nennsi cnupra. Kuuguenne mnpogosxkanoch eme 3 uaca. Ilocae oxaax-
A€HHA K CMecH npubaBaeHo eme 2,5 2 MOYEBHHH H CMeCb ONATh KH-
NATHIACL B Teyenme 6 wacos. ITocae 3TOrO COHPT H3 PeaKlHOHHOH
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CMeCH OBl OTOTHAH, K CHPOMOOGPa3HOMY OCTaTKy B KOJ6e npu6aBieHo
50 ma. BoAH (mMOJIHOE pacTBOpeHHe), a 3ateMm eme 20 MJA. COATHOH K-TH
yA. Beca 1,165. Ilpu sToM o6pasoBaiacs o6beMHCTHHE ocagokx. [Tocae
CTOSIHHS B TEUEHHE CYTOK 0Caa0K OBLI OTQHILTPOBAH, NPHYEM BHJE-
JBJAO0CH HE6OJbUIOE KONHYECTBO HEPAaCTBOPHMOrO B BOje Macaa (BO3MOXK-
HO HCxoaHui adup). [locre aBykpaTHOH KPHCTAaNIH3ALMH M3 CHHpTa NO-
JAyuyeHo 18 2 COBEpUmIEHHO YHCTOrO BemecTBa, 4YTO cocTaBaser 62°/,
TeopHH. BemectBo mpejacraBaser co6oii GecluBeTHHEe, rOPbKOBaTHE Ha
BKYC KpHCTaminl ¢ T. mir. 169—170°. Iu(y-xJ0pKkpoTHa)6apburypoBas
K-Ta OY€Hb JIETKO pacrBopsieTcs B 3(Hpe H aueToHe, a TaKXKe B BOJA-
HHX pacTBopax Ienode#, o6pasya NpH 3TOM WIEJOYHYIO COJb. J[OBOJb-
HO XOpOWIO pacTBOpsieTCs B cnHpre, ocobeHHO B ropsiuem. B Boxme Be-
HIECTBO HEPACTBOPUMO.

Onpenesenne xaopa no Kapuycy:

0,0952 2z semt. 0,0906 2 A,Cp 23,54°/,Cl

10,1186 , , 0,1118 2 A.Cl 23,32%,Cl

a1 C,H,,0,N,Cl; Buuucaes nponenr Cl 23,24

lleaounoe pacwensenue. PactBop 6 2 JA(7-XJIOPKPOTHI)GapOHTY-
poeoit X-Tal B 40 mMm. 10%°,-HOro pacTBOpa €IKOro HATpa KANATHJACH
¢ 06paTHEIM XOJNOAHIbHHKOM B Tedenne 2 uacos. ‘[lpu srtom na6awona-
Aoch 00HJABHOE BhEeNeHHE amMMHaka (o6pa3OBaHHE TyMaHa C COJAHOM
K-To#). IlpH upnbGaBAeHHH K OXJAXACHHOMY pacTBOpPy 9 Ma. cOaaHON
K-TH yA. Beca 1,165 BHZeAHJOCH MAac/a0, NPH CTOSHAH 3aKPHCTAIIH30-
BaBiueecss. ITocse AByKpaTHO# KPHCTaJAJH3alUMH W3 BOIH NOJAyuYeHo 2,5 2
4YHCTOrO BemiecTBa, T. €. 45,4°/, TeoperHueckoro BHIX0Ja. BemecTBo
KPHCTAJAMH3YeTCA H3 BOJAK B BHJE JErkux NJIAaCTHHYATHIX KPHCTAJJIOB,
HAOMHHAIOIAX N0 BHEIIHEMY BHIY KPHCTaJJIb OEH30HHOH KHCJAOTH H
naapsuuxcs npu 120—130°. OHO oueHb Jerk0 pacTBOPHMO B CIHPTE H
spupe, 049eHp nJ0X0 B OensnHe. J[loBONBHO XOpOWIO pacTBOpPAETCS B
ropsuel BOAE M OYEHb MaJIO B XOJOJIHOM.

Onpejnenenne xaopa no CrenaHoBy

0,3000 z Bem. 0,3014 2 A,Cl 24,35°/,Cl

0,3600 , . 0,3620 , A.Cl 24,86%%, ClI

nza C,,H,,0,Cl, Buuncaed mponeur Cl 75,23,

Jra Xe K-Ta MOJydyeHa HaMH H TPH OMBIJIEHHH JH(Y-XJOPKPOTHA)-
MajaoHoBoro odupa. Cmecp 20 2 nu(y-XJ0KPOTHI)MAJIOHOBOTO S~
pa, 9 2 enkoro xaau u 100 mMa. coupra KUNATHAACh HA BOAsSIHOH OaHe
B TeueHue 2 uyacos, nociae u4ero B KoalGy BJAHTAa Boja H Ooabilas
4acTh CHHPTa OTOrHaHa H3 cMmecu. [Ipn npubaBaeHHH K  OXJaXKAEHHOMY
pacTBopy 12 2 KOHUEHTPHPOBAHHOH CEPHOH K-TH BHAEJHJIOCH TAXKe-
a0e Macno, GHCTPO 3aKPHCTANIM30BaBIIeeCs. KpHCTANIHUECKH TTPOAYKT
6ui1 pacTsoped B 3dupe, ahupHLIF pacTBOP NPOMHT BOAOH H BbiCyNIEH
6e3soAubIM cepuokucaniM HatpueM. OcraBuuiics nocae [OTrOHKH 3dupa
KPHCTANMMUECKHIA OCANOK, IA5 €r0 OCBOGOXKIEHHS OT MPONUTHBABIIErO
Mac/aa, ObI NPOMBHIT GEH3UHOM, a 3aTeM NEepPeKPHCTANIH30BAH H3 BOJIH.
TToayseno 11,3 2 (68°/, Teopun) AByOCHOBHOH K-TH ¢ T. ma. 130—131°.
Wasectnn 5—6.—3
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Cwmemannas npoGa ¢ npOAYKTOM UIEJOYHOrO pacuien/iesus u(Y-xaop-
KPOTuA)GapOuTYpOBO# K-TH Takike nJaBuaace npe 130—131°.

Au(y-xaoprkpomun)yrcycras x-ma. 7,9 2 Ju(y-X10pKPOTHA)MALO0-
HOBOH K-Thl MOMeLleHO B Hebo/bwyio Koaby Kias#sena, ykpenaeHuyio
6oxoBoi TpyOkoit Bpepx. [Ipu HarpesanuH koa0bl Ha GaHe M3 clJaBa
Byaa npu 180—190° nauyasoch GBICTPOE PpasoKeHHE AHKHCJIOTH C Bhi-
peaenuem CO,, sakoHuuBwieeca B Teuedue 5--10 mun. OcraBmasca B
Konbe Kkujgkoctb -GuiIa 3aTem mneperHana B sakyyme. [Ipu 153—155°
/6 mm nepernasoch 5,81 2 xuaxoctn (87,2°/, teopun). [lpu crosuuu
KAAKOCTb 3dKpUCTAJNH30BaJach (meakue wras). T. nma. KpHCTaAJAOB
37 —38° . BemecTBo Jetyde C BOASHBIM [APOM, HEPACTBOPUMO B BOJE,
JE€IKO pacKHCasger HeHTpaibHB pacTBOp mepmanranara xaaus. OHo 101-
TO OCTaeTcs B MEPEOXJANKAEHHOM COCTOAHHH, GJarofaps u4eMy 0KasalAoch
BO3MOXHBIM YCTAHOBHTb HEKOTOPHE €ro CBOIiCTBa.

T. xun. 153—155° /6 mam 169—170°/ 11—12 mm

178—190° /19 mm

dy’ 1,1829 n}j 1,4992 MRp naiineso 58,84

aas CyoH,,O0,Cl, s BuyHcaeHo MRp 58,71
Onpeaenenue xqopa no Kapuycy:

0,1780 2 semy. * 0,2148 2 A.CI 29,79°/, ClI
0;1276 0,1546 , 29193,

Has C,,Hy,O,Cl, Buiuncaen nponenr Cl 29,95

BBl BO /A BI

2,4-nuxa0pbyTeH-2 HCOOJb30BAH /st CHHTEe3a MH(Y-XJIOPKPOTH)-
6apOurypoBoit kucaoTe. Hapsay ¢ uelt mosyueHst u onucausl Au(Y-xa0p-
KPOTHJ)YKCYyCHasi U MaJOHOBAas K-Thl, 4 TAKKE JAHSTHAOBHHE sdup nocien-
Hel. JIu(y-x710pkpoTun)6apOUTypOBast KHCJAOTA CHABHO TOKCHYHA W CHO-
TBOPHHIMH CBOHCTBaMH He oOJangaer. L

Xumuueckuit Macturyr AH Apm. CCP
Jla6opatopus akan. B. M. Hcaryasun
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G. T. Tatevossian and M. G. Tuterian

Di(y-chlorocrotyle) barbituric acid.
Summary

A comparative study of the composition and the structure of diffe-
rent barbiturates having hypnotic properties shows that the strengthening
of this property is promoted by the presence of a double ethylenic bound
and of an halide atom in the lateral chain of these compounds.

These conditions justify assuming that hypnotic properties miay as
well poss¢=ss such barbituricacid derivatives one ore both radicals of which
coupled with the carbon atom of the ring appear to be y-chlorocrotyles.

By condensation of di(y-chlorocrotyle) malonic ether with urea
di(y~chlorocrotyle) barbituric acid was obtained with a yield of 79—80°%,
of the calculated quantity. The physiological properties of the substance
are not yet investigated. As initial material for the synthesis of di-
(y-chlorocrotyle) malonic ether 2,4-dichlorobutene-2 was used.

Besides the above mentioned two substances were as well obtained
and described di(y-chlorocrotyle) acetic and malonic acids.



