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(57) 1. BessogHun nonimopdp A 1-[(4-
MeTUnxiHa3oniH-2-in)meTtun]-3-metun-7-(2-6yTmH-1-
in)-8-(3-(R)-amiHoninepnanH-1-in)KcaHTuHy, AKUN
Bigpi3HAETbLCA TUM, WO BiH NNaBUTbLCA NPU Temne-
paTtypi 20613 °C.

2. Monimopd A 3a n. 1, Sknii BiBPI3HAETLCA TVM, O
Ha MOro peHTreHiBCbKi MOPOLLKOBIN AudpakTorpami
KPIM iHLUMX NPUCYTHI XapakTepucTUYHi pedrnekcu, sKi
Bi4NOBIgaTb 3HAYEHHAM d, WO AopiBHIOWTL 11,49 A,
7,60A,7,15A,3,86 A, 3,54 Ai 3,47 A.

3. BessogHui nonimopd b 1-[(4-meTunxiHasoniH-2-
in)metun]-3-metTun-7-(2-6ytnH-1-in)-8-(3-(R)-
amiHoninepuamnH-1-in)kcaHTuHy, AKMA Biapi3HAETbLCS
TUM, WO BiH Mpu Temnepatypi B mexax Big 10 go
40 °C 0bopoTHO NepeTBOPHOETLCS B nonimopd A 3a
n. 1.

4. Monimopd b 3a n. 3, Akni BiAPI3HAETLCA TUM, WO
Ha MOro peHTreHiBCbKil MOPOLLKOBIN AudppakTorpami
KPiM iHLINX NPUCYTHI XapakTepUCTUYHI pednekcu, Lo
BiQNOBIAaTb 3Ha4YeHHsIM d, Wwo AopiBHIoTb 11,25 A,
9,32A,7,46 A, 6,98 Ai3,77 A,

5. Nonimopd B 1-[(4-meTunxiHazoniH-2-in)metun]-3-
mMeTun-7-(2-6yTuH-1-in)-8-(3-(R)-amiHoninepuanH-1-
iN)KCaHTUHY, SIKUA BiQPI3HAETbCA TUM, WO BiH Npwu

Temnepatypi B Mexax Big 30 go 100 °C BTpadvae Bogy
n Ha [OCK-giarpami nposBnsie [oAaTtKkoBi TepMiYHi
edektn npu TemnepaTypax npubnmusHo 150 °C i
175 °C.

6. MNMonimopd B 3a n. 5, akmi BiApIi3HAETLCA TUM, LLO
Ha MOro PEHTreHiBCbKiN NOPOLLKOBIN AndpakTorpami
KPiM iHLUMX NPUCYTHI XapaKTepUCTUYHI pednekcn, ki
BiANOBiZalOTh 3HAa4YEeHHAM d, WO AopiBHIOOTE 12,90 A,
11,10 Aﬂ 6,44 A, 3,93 Ai3,74 A.

7. Cnoci6 opepxaHHs nonimopdy B 3a n. 5, akun
BiAPI3HAETLCA TVM, LLO

(a) 1-[(4-meTnnxiHazoniH-2-in)meTnn]-3-meTun-7-(2-
OyTuH-1-in)-8-(3-(R)-amiHoninepuanH-1-in)kcaHTuH  y
MeTaHofmi KUN'ATATb 3i 3BOPOTHUM XONOAUITBHUKOM,
(6) MeTaHONbHWIA PO34YMH OXOMOMKYHOTb 4O TEMNepa-
Typu B mexax Big 40 go 60 °C,

(B) 3miwyloTb i3 PO3YMHHUKOM, TakUM $K TpeT-
6yTunmeTtunosui edip,

(r) oTpMMaHy CycneHsit0 OXONMOMXYHTb CroyaTky A0
TemnepaTtypu B mexax Big 15 go 25 °C, a notim go
Temnepatypu B mexax Big 0 go 5 °C,

(8) kpucTanu BigoOKpeMNTL BakyyM-dinbTpaLieto 1
(e) cywaTb y Bakyymi npu Temnepatypi 70 °C.

8. Cnoci6 3a n. 7, skuin BigpisHAETbCA TUM, WO nicns
3aBepLUeHHS cTagii (a) rapsaunii po3ymH inbTpyoTh.
9. Jlikapcekun  3acib, sgkun  mictute  1-[(4-
MeTUnXiHa3oniH-2-in)metnn]-3-metun-7-(2-6yTmH-1-
in)-8-(3-(R)-amiHoninepuaunH-1-in)kcaHTMH pa3oMm 3
ofHUM abo [Aekinbkoma iHepTHMMKM Hociamu 1W/abo
po3pigKyBayamu, SKUN BiApi3HAETbLCA TUM, LIO BiH
MiCTUTb oauH 3 nonimopcpiB A, b Ta B y «kinbkocTi
npuHanmHi 0,1-0,5 %.

10. Monimopd A 3a n. 2, Ha PEHTrEHIBCLKiN NOPOLLKO-
Bill AndppakTorpami SKoro no cyTi HEMae xapakrepuc-
TUYHUX pednekciB nonimopdy b 3a n. 4.

11. Monimopd b 3a n. 4, Ha PEHTIEeHIBCbKi MOPOLLKO-
Bill AndppakTorpami SKOro no CyTi HEMae xapakTtepuc-
TUYHUX pedhnekciB nonimopdy A 3a n. 2.

12. BessogHun nonimopd A 1-[(4-meTunxiHa3oniH-2-
in)metun]-3-meTun-7-(2-6yTuH-1-in)-8-(3-(R)-
amiHoninepnanH-1-in)kcaHTuHy 3a n. 1, akuii Bigpis-
HAETBCA CBOIMM NapaMeTpamMyn KpUCTaniyHoi peLuiTku
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CuHroHis MOHOKITIHHA
[pocTopoBa rpyna P
a 16,16(2) A
b 17,02(1) A
c 18,18(2) A
100,95(6) °
0O6’eM enemMeHTapHOI KOMIpPKY 4907(11) A.

13. Bes3BogHuin nonimopd b 1-[(4-meTunxiHasoniH-2-
in)metun]-3-meTun-7-(2-6ytnH-1-in)-8-(3-(R)-

amiHoninepuamnH-1-in)kcaHTuHy 3a n. 3, kv Bigpis-
HAETLCA CBOIMU NapameTpamMmn KpUCTanivyHoi peLuitTkm

MOHOKITiHHA
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14. Monimopd A 3a n. 1, Ak BiAPI3HAETLCA TUM,
LLIO BiH No cyTi He mMicTuTbL nonimopdy b 3a n. 3.

15. MNonimopd B 3a n. 3, 9k BiAPI3HAETLCA TUM,
LLO BiH NO CyTi He MicTUTb nonimopdy A 3a n. 1.

16. 3actocyBaHHs noniMopdy A 3a n. 1 abo 2 ans
ofepKaHHs nikapcbkoro 3acoby.

17. 3actocyBaHHs nonimopdy b 3a n. 3 abo 4 aona
ofepKaHHs nikapcbkoro 3acoby.

[aHui BMHaxig CTOCYeTbCA MONIMOPEHUX KpUC-
TaniyHnx mopudikauin iHriditopa DPP-IV, ix ogep-
YKaHHSA 1 iX 3aCTOCYBaHHS 4S9 NPUroTyBaHHA MikapCb-
Koro 3acoby.

®epment DPPIV (ounentugunnentungasa V), Bi-
Jomun Takox 3a Hassow CD26, npeacraensie coboto
CepuHNpoTeasy, sika Cnpusie BiALEnneHHo aMnenTtu-
aiB y 6inkiB i3 nponiHoBum abo anaHiHOBMM 3anuLu-
koM Ha N-kiHUi. Tum camum iHribiTopu DPP IV Bnnu-
BalOTb Ha piBeHb GioakTUBHMX NenTuaiB, BKIHOYAKYM
nentug GLP-1, y nnasmi kposi. Cnonyku Lboro tuny
CTaHOBIMATb iHTEPEC AK Aitodi peyvyoBUHWU Ana npodi-
nakTukun abo nikyBaHHs 3axBoptoBaHb abo naTonoriy-
HUX CTaHiB, sIKi B3aEMO3B'si3aHi 3 NigBULLIEHO aKTUB-
HicTio pepmeHTy DPPIV abo aki moxHa nonepeavTu
abo nonerwmnT LWNAXOM 3HWXKEHHS aKTUBHOCTI dhep-
meHTy DPPIV, Hacamnepen uykpoBsoro giabety tuny |
abo tuny Il, nepepnpiabety abo 3HWXeHOI TonepaHT-
HOCTi O FMHOKO3N.

B ny6nikauii WO 2004/018468 onucaHi iHridiTopu
DPPIV 3 uiHHMMKM chapmakonoriyHMmmn BnacTMBOCTS-
Mu. Ak Npyknag onucaHux y i nybnikadii iHribiTopis
MOXHa Haseatn 1-[(4-meTunxiHasoniH-2-in)meTtnn]-3-
meTun-7-(2-6ytunH-1-in)-8-(3-(R)-amiHoninepngnH-1-
iIM)KCaHTUH.

Mpu cTBOpEHHi AaHoro BuHaxogy Oyno BCTaHOB-
neHo, wo 1-[(4-meTunxiHasoniH-2-in)meTnn]-3-meTun-
7-(2-6yTnH-1-in)-8-(3-(R)-amiHoninepmnamnH-1-
iN)KCQHTUH MOXe iCHyBaTW B PI3HUX MNOMNIMOPMHMX
KpucTaniyHux moaudikauiax i wo onmcaHa B8 WO
2004/018468 cronyka npv KiMHaTHIN TemnepaTypi
npeacTaBneHa y BUrmaai Cymili ABOX eHaHTioTpon-
HMX nonimopdis. Temnepatypa, Npu Akin BiaOyBaETb-
CA nepeTBOpeHHs 000x nomniMopdiB OAuH y iHWWA,
cTtaHoBuTb 25115 °C (aus. dir.11 2).

BucokotemnepatypHa dopma (nonimopd A), siKy
MOXHa oJepXaTu LUMSAXOM HarpiBaHHsi Cymiwi Jo Te-
mnepatypu noHag 40 °C, nnaBuTbCS Npu Temnepary-
pi 20613 °C. Ha peHTreHiBCbKii NOPOLUKOBIN gudpak-
Torpami  uiei dopmm  (amB. ir.3) nNpUCyTHI
XapakTepucTuyHi pednekcu (audpakuinHi Makcumy-
MM), LLO BiAMNOBIAAOTbL 3HAYEHHSIM d, LLIO OOPIBHIOKOTH
11,49 A, 7,60 A, 7,15 A, 3,86 A, 3,54 A i 3,47 A (aus.
Takox Tabnuui 1 2).

BessogHun nonimopd A MOXHa opepxysBaTu
cnocoboMm, nNpu 34iNCHEHHI SIKoro

(a) 1-[(4-meTunxiHasoniH-2-in)meTnn]-3-meTun-7-
(2-6yTnH-1-in)-8-(3-(R) amiHoninepuanH-1-in)kcaHTuH
B abcontoTHOMY eTaHorni KUM'ATATb 3i 3BOPOTHUM XO-
NOAMINBHUKOM i Mpu HeobXiAHOCTI iNbTPYOTh,

(6) rapsumin po34yrH, BiANOBIOHO rapaynn inbT-
paT OXONOMXYHTb A0 NOYaTKy KpucTanisaduii,

(B) po3baBnsalTb PO3YMHHUKOM, TAKMM K TPeT-
oyTunmeTtunosuii edip,

(r) cymill pO34YMHHMKIB BigOKPEMIIIOIOTE LUNAXOM
BaKyyM-opinbTpauii 1

(8) nonimopd A cywartb y Bakyymi npu 45 °C.

HusbkoTemnepaTypHy copmy (nonimopd bB)
OLEPXYIOTb LUMSAXOM OXONOAXEHHS CyMili A0 Temne-
patypu Hmk4ye 10 °C. Ha peHTreHiBCbKi MOPOLLKOBIN
andpakrorpami uiei dopmn (ous. @ir.4) npucyTHi
XapakTepucTuyHi pednekcu, SKi BiAnoOBigalTb 3Ha-
YeHHam d, wo gopisHoTL 11,25 A, 9,32 A, 7,46 A,
6,98 Ai 3,77 A (amB. Takox Tabnuui 3 i 4).

BessogHuin noniMopd B MoxHa opepxysaTu
cnocoboMm, npu 34iNCHEHHI SIKoro

(a) 1-[(4-meTnnxiHa3oniH-2-in)meTun]-3-meTnn-7-
(2-6yTunH-1-in)-8-(3-(R)-amiHoninepmuauH-1-in)kcaHTuH
pO34MHAITE B abCOMOTHOMY €TaHoMi, OTpUMaHui
PO34YUH KUN'ATATL 3i 3BOPOTHUM XONOAUINBHUKOM i Npu
HeobXigHOCTi PINbTPYIOTb,

(6) anst kpucTanisauii rapsunii po3yurH, BigNoBIa-
HO rapsiumii inbTpPaT OXONOAXYTb 40 TEMMepaTypu
10 °C,

(B) po30aBnslTb PO3YMHHUKOM, TAKUM K TPET-
6yTunmeTtunosui edip,

(r) cymiw pO3YMHHMKIB BiJOKPEMIOKTL LUMISIXOM
BaKyym-inbTpauii 1

(a) nonimopd b cywaTk y BakyyMi npu Temnepa-
Typi HMx4e 10 °C.

Kpim uporo icHye e oamH nonimopd (nonimopd
B), Ha peHTreHiBCbkii NOPOLUKOBIN AndpakTorpami
SKOro (ame. oir.5) npucyTHi xapakTepucTuyHi pedne-
KCM, L0 BiANOBIAaTh 3HAaYeHHSAM d, WO AOPiBHIOTH
12,90 A, 11,10 A, 6,44 A, 3,93 A i 3,74 A (ave. Takox
Tabnuuto 5).

Monimopd B oaepxytoTb cnocobom, npu 3ginc-
HEHHI sikoro
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(a) 1-[(4-meTunxiHasoniH-2-in)meTun]-3-meTnn-7-
(2-6yTuH-1-in)-8-(3-(R)-amiHoninepmuauH-1-in)kcaHTnH
PO3YMHAKTL Y MeTaHOoMi, OTPUMaHUA PO3YUH KuN's-
TATb 3i 3BOPOTHMM XOSIOAWUSIBHUKOM i MpU HeobXiaHO-
CTi PINbTPYIOTb Y NPUCYTHOCTI aKTUBOBAHOTO BYTinns,

(6) MeTaHOMbHUIN PO3YMH OXONOMKYIOTL A0 TEM-
nepatypu B mexax Big 40 go 60 °C,

(B) 3MilyOTb i3 PO3YMHHUKOM, TakUM SIK TpeT-
6yTunmeTtunoswui edip abo giisonponinosun edip,

(r) oTpMmaHy cycneHsito cnovaTky MOBINbHO OXO-
NOKYHOTb 40 TemnepaTypu B Mexax Big 15 go 25 °C,
a notim oo TemnepaTtypu B mexax Big 0 go 5 °C,

(B) yTBOpEHI KpuCTanu BiOOKPEMIIOIOTb BaKyyM-
dinbTpauielo W NOTiIM 3HOBY MNPOMUBAaOTL Wpem-
6ytunmeTtunosum edipom abo aiisonponinosum edi-
pom i

(e) oTpmMaHi Taknm LINAXOM KpuUcTanu cywatb Y
BaKyyMHIi CylumnbHin wadi npu Temnepatypi 70 °C.

HactynHuin nonimopd (nonimopd ') nnaeutbes
npu Temnepatypi 1503 °C. Lleit nonimopd opepxy-
I0Tb LWMSIXOM HarpiBaHHa nonimopdy B go temnepa-
Typu B Mexax Big 30 go 100 °C, BignoBigHO LNAXoM
CYLUiHHSA Npw Ui TemnepaTypi.

Kpim BKkasaHux Buwe icCHye Takox nonimopd [,
wo nnasuTbca nNpu Temnepatypi 1753 °C. MNoaibHun
6e3sogHun nonimopd [ yTBOPIOETLCS NpW po3nnas-
neHHi nonimopdy . Mpn noganbllOMy HarpiBaHHi 3
po3annaBy KpucTanisyetbca nonimopd [.

OpepXyBaHi oNMcaHMM BWLLE LUMASXOM MOniMop-
dn MoxHa Tak camo, sk i onucaHy B WO
2004/018468 cymiw obox nonimopdie A Ta b, BuKo-
pUCTOBYBaTK AN NPUroTyBaHHS Nikapcbkoro 3acofy,
npuaaTtHoOro Ans niKyBaHHSA MauieHTIB i3 LKPOBUM
npiabetom Tuny | i Tuny I, nepepniabetom abo 3Huxe-
HOK TOSMEPAHTHICTIO [0 [NOKO3WU, 3 peBMaToigHUM
apTPUTOM, OXUPIHHAM ab0 BUKMMKAHUM KanbLiTOHW-
HOM OCTEONnopo30M, a TakoX NalieHTiB nicnsa nepeca-
DKeHHst M anoTpaHcnnaHTtaTy. [MofibHi nikapcbki
3acobu pasom 3 ogHMM abo AekinbkoMa iHepTHUMM
HOCIIMM MiCTATb oauH 3 nonimopdis A, b Ta B y kinb-
kocTi npuHanMHi 0,1-0,5 %, nepeBaxHO NpPUHANMHI
0,5-1,5 %, HanbinbL nepeBaxxHO NpuHariMHI 1-3 %.

Hwx4e BuHaxig Ginbll 4OKNaQHO PO3rnsHYTUA Ha
npuknagax.

Mpuknag 1: Kpuctanisauis nonimopdy A

1-[(4-meTunxiHa3oniH-2-in)metun]-3-meTnn-7-(2-
OyTnH-1-in)-8-(3-(R)-amiHoninepnanH-1-in)kCaHTuH  y
BUMMSIAi CMPOi peyoBMHU B 5-kpaTHii KinbkocTi abco-
TIOTHOIO eTaHomy KUN'ATATb 3i 3BOPOTHUM XONoAWIb-
HWKOM i rapsynm po34nHOM pinbTpyloTb Yepes akTu-
BOBaHe BYTiNns 3 ogep>XaHHAM nNpo3oporo ginsTpaTy.
Micns oxonomxeHHsa dinbTpaTty Ao 20 °C i noyatky
KpucTanisauii noro po36aBnsoTb TpeT-
OyTunmeTunoBuMm edipom OO0 NOABOEHOrO 006'emy.
MMicnsa uboro cycnexsito oxonomkyTb Ao 2 °C, nepe-
MilyoTb NPOTAroM 2 rof., TBepAy PedvoBuHY Bigo-
KpPeMnoTb BakyyM-dinbTpauieo 1 cylwaTtb Y Bakyy-
MHIl CyLmnnbHin wadi npmn 45 °C.

Monimopd A nnaewTbCs npu  Temneparypi
206+3 °C. Ha noro giarpami, oTpumaHii npu aHanisi
AndepeHUianbHO  CKaHyBamnbHOK — KanopuMmeTpieto
(OCK), cnocTtepiraetbcsl goaatkoBuin crnabkuin eHgo-
TEPMIYHUIA CcUrHan npu TemnepaTypi NpuBnM3HO
25 °C. MoBa npwv LboMy e npo NoBHiCTIO 060pOTHE
TBepAo-TBEpAoda3oBe NepeTBOpeHHA 060X eHaHTio-
TPOMNHUX KpucTaniyHux moaudikauin A Ta b ogHa y
iHwy. MNpn Temnepatypi Buwe TemnepaTypu LbOro
a3oBOro NEepeTBOPEHHSA TepMOAUHaMIYHO cTabinb-
HO Mopmaikauieto € oopma A, a npu Temnepatypi
HWXYe LbOoro ha3oBOro nepeTBOPEHHS TepMOAWHa-
MiYyHO cTabinbHo Moaudikauieto € dbopma b.

Ha dir.2 nokasaHa uukniyHa [OCK-giarpama,
OTpMMaHa npuv 3aranoMm TpbOX LMKNax HarpiBaHHA-
OXONOKEHHS 3paska B iHTepBani TemnepaTyp Big -40
0o 120 °C 3 nepexogom yepes TemnepaTypy hasoBo-
ro nepetBopeHHs. lNpu HarpiBaHHi da3oBe nepeTso-
PEHHS CMOCTEpiraeTbCa Npv LUbOMY Y BUIMSAI eHOo-
TEPMIYHOrO CUrHany, a Npy OXONOKEHHI - BiANOBIAHO
y BUMMA4I eK30TepMiYHOro curHany. Y nepLiomMy uukni
HarpiBaHHsi (pa3oBe NEPETBOPEHHSI MOXE TaKoX Crno-
cTepiratuca y BUrNAAi NoABIMHOrO eHOOoTEPMIYHOro
curHany, BignoBiAHO Yy BUrMsAi AyXe LUMPOKOro Cur-
Hany, ToAi fK y BCiX iHLIMX LUMKNax CUrHan Burnsgae
AK AyXKe YiTKMA eHOOTEePMIYHUIA MiHIMyM, BignoBigHO
€K30TEPMiYHMI MaKCMMyM 3anexHo Big TOro, Harpi-
BaloTb 3pa3ok abo OXOnoaXyoTb.

Tabnuusa 1

JvdpakuiviHi MakCMMyMM i3 BKa3iBKOI iX iIHTEHCUBHOCTI (HOPMOBaHOI)
i BigNoBigHMX M KpucTanorpadiyHuX iHOEKCIB, OTPUMaHi npu
PEHTreHOCTPYKTYpHOMY aHanisi 6e3sogHoro nonimopdy A npm kyTi 26 ax go 30°

20[°] IHTeHch(I;;iCTb I/lo dh [A] - KpMCTanorpalibqui iHOeKcn | dexen - dposp [A]
5,56 1 15,89 1 0 0 -0,008
7,18 32 12,31 0 1 1 0,005
7,62 100 11,59 1 1 0 0,007
8,49 20 10,41 -1 1 1 0,002
9,91 24 8,92 0 0 2 0,003
10,41 18 8,49 0 2 0 0,024
11,18 24 7,91 2 0 0 0,038
11,63 41 7,60 -1 1 2 0,003
12,37 59 7,15 -1 2 1 -0,003
13,19 6 6,71 1 2 1 -0,014
13,45 3 6,58 -2 0 2 0,007
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MpopoBxeHHs Tabnumui 1

i BiANOBIAHMX TM KpUcTanorpagivyHuX iHAeKCiB, OTpUMaHi npwm

PEHTreHOCTPYKTYPHOMY aHanisi 6e3sogHoro nonimopdy A npwm kyTi 20 ax go 30°

20[°] |HTeHCVE(I)3AI)-:||iCTb /o dh [A] - KpVICTaJ'IOFpaS)i‘-IHi iHOeKcu | dexen - dposp [A]
14,05 6 6,30 2 1 1 0,011
14,38 6 6,16 0 2 2 0,003
14,71 10 6,02 -1 2 2 -0,008
15,26 13 5,80 2 2 0 0,001
15,76 10 5,62 -1 1 3 0,008
16,09 1 5,51 1 2 2 -0,010
16,32 1 5,43 2 0 2 0,035
16,69 4 5,31 2 2 1 -0,007
17,03 3 5,20 -1 3 1 0,026
17,63 6 5,03 1 3 1 0,006
18,17 5 4,88 -1 2 3 -0,004
18,78 7 4,72 -1 3 2 -0,014
19,30 1 4,60 -2 3 1 -0,019
19,61 2 4,52 -3 2 1 0,036
19,86 20 4,47 -2 2 3 0,040
20,29 10 4,37 2 0 3 0,019
20,57 4 4,31 0 1 4 0,006
21,12 1 4,20 3 0 2 0,048
21,57 12 4,12 -2 1 4 0,028
22,46 10 3,96 1 4 1 0,035
23,03 35 3,86 4 1 0 0,022
23,39 21 3,80 -1 4 2 0,019
24,08 2 3,69 -3 1 4 -0,006
24,51 1 3,63 -4 0 3 0,036
24,91 10 3,57 -2 4 2 0,003
25,14 39 3,54 3 1 3 0,043
25,69 36 3,47 -3 3 3 0,041
26,68 3 3,34 0 5 1 0,035
26,90 2 3,31 3 4 0 0,027
27,10 2 3,29 0 2 5 0,030
27,42 3 3,25 4 3 0 0,006
28,19 2 3,16 -1 5 2 -0,035
28,54 2 3,12 3 0 4 0,047
28,94 11 3,08 0 4 4 -0,036
29,18 5 3,06 -4 3 3 0,017
29,50 4 3,03 -1 0 6 0,041
30,18 7 2,96 -1 5 3 -0,042
Tabnuus 2

MapameTpu kpucTaniyHoi peLliTkn 6e3soaHoi hopmm A

CuHroHis MOHOKNIHHA
[pocToposa rpyna P
a 16,16(2)A
b 17,02(DA
c 18,18(2)A
B 100,95(6)°
06'eM enemMeHTapHOi KOMIPKM 4907(11) A®

Mpuknag 2: Kpuctanisadia nonimopdy b

Monimopc B ogepXytoTb LUMASXOM OXONOOKEHHS
dopmu A i3 npuknagy 1 0o Temnepatypu Hux4e

10 °C.
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Tabnuusa 3

i BiANOBIAHMX M KpucTanorpagivyHuX iHOEKCiB, OTPUMaHi NPU PEHTrEeHOCTPYKTYPHOMY
aHanisi 6easoaHoi hopmu b npu kyTi 20 ax go 30°

dexcn - dposp [A]

20 [°] | IHTeHcuBHiICTb I/l [%0] dhi [A] h KpMCTanorpalibqul IHASKSH I

5,82 3 15,17 1 0 0 -0,007
7,04 33 12,55 0 1 1 0,001
7,82 100 11,3 1 1 0 -0,004
8,84 11 10 -1 1 1 0,001
9,44 40 9,36 1 1 1 0,011
10,62 14 8,32 -1 0 2 0,013
10,79 24 8,19 0 1 2 -0,005
11,82 39 7,48 -1 1 2 -0,003
12,64 53 7 -1 2 1 -0,009
13,07 11 6,77 1 2 1 -0,006
13,24 6 6,68 -2 1 1 0,004
14,04 16 6,3 2 1 1 0,003
15,23 17 5,81 -2 1 2 0,003
15,70 22 5,64 2 2 0 0,016
16,38 2 5,41 0 3 1 -0,010
16,73 6 5,3 2 2 1 0,008
17,67 8 5,02 0 2 3 0,014
18,16 3 4,88 -1 2 3 0,005
18,33 9 4,84 3 1 0 0,016
18,48 10 4,8 -3 1 1 -0,003
18,97 15 4,68 0 0 4 -0,001
19,56 6 4,54 1 3 2 0,013
20,00 17 4,44 2 1 3 0,000
20,42 9 4,35 1 0 4 0,009
20,76 4 4,27 3 0 2 -0,014
20,97 4 4,23 0 4 0 0,010
21,07 5 4,21 1 1 4 -0,009
21,22 12 4,18 0 3 3 0,001
21,40 7 4,15 3 2 1 0,004
21,66 4 4,1 -1 3 3 0,018
21,98 7 4,04 2 2 3 -0,003
22,16 10 4,01 -3 1 3 0,008
22,97 3 3,87 1 2 4 -0,006
23,58 43 3,77 -2 3 3 -0,003
23,78 15 3,74 -2 2 4 -0,004
24,05 6 3,7 4 1 0 -0,002
24,29 8 3,66 -2 4 1 -0,008
24,46 5 3,64 3 3 1 0,018
24,71 7 3,6 0 3 4 0,001
24,96 23 3,56 2 3 3 -0,001
25,45 12 3,5 -2 4 2 -0,010
25,75 35 3,46 4 2 0 0,011
25,99 4 3,43 3 2 3 0,014
26,15 6 3,41 3 3 2 0,010
26,57 12 3,35 -2 3 4 -0,001
26,82 4 3,32 -3 2 4 0,011
27,20 6 3,28 1 2 5 -0,010
27,43 4 3,25 -2 4 3 -0,003
27,60 3 3,23 -2 2 5 -0,005
28,19 4 3,16 3 4 1 0,010
28,40 15 3,14 0 4 4 -0,013
28,64 12 3,11 0 0 6 0,016
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MpopoBxeHHs Tabnuui 3

OundbpakuinHi MakcMMymum i3 BKasiBKO iX IHTEHCMBHOCTiI (HOPMOBaHOT)
i BignosigHMX iM KpucTanorpadivyHuX iHAEKCIB, OTPUMaHi NPY PEHTFEHOCTPYKTYPHOMY
aHanisi 6essoaHoi bopmu b npwm kyTi 206 ax go 30°

20 ] | IHTeHcusHicTs Ilo [%] dh [A] - KpMCTanorpalibqul iHOEeKcn | dexen - dposp [A]
29,18 6 3,06 -4 3 2 0,004
29,42 2 3,03 1 4 4 0,002
29,99 10 2,98 0 5 3 -0,008
30,77 3 29 -4 3 3 0,018
Tabnuus 4
MapameTpu kpucTanivyHoi pewiTkm 6e3sogHoi dhopmu b
CuHroHis MOHOKMiHHA
lMpocTtopoBa rpyna P21/c (Ne 14)
a 15,23(DA
b 16,94(DA
c 18,79(DA
B 95,6(2)°
0O6'eM eneMeHTapHOT KOMIpKM 4823(3) A

Mpuknag 3: Kpuctanisauisa nonimopcy B

1-[(4-meTunxiHa3oniH-2-in)metnn]-3-meTun-7-(2-
OyTuH-1-in)-8-(3-(R)-amiHoninepmuanH-1-in)kcaHTuH  y
BUNSAAI cvMpoi peyoBuHU (26 kr) B 157 n meTaHony
KMN'ATATb 3i 3BOPOTHUM XONOAMUIbHUKOM, 3MILLYIOTh i3
1,3 Kr aKTMBOBaHOrO BYTiNms, NepeMillyoTb NPOTSrom
30 xB, iNbTPYOTb i NOTIM NpomMuBalTb 26 N mMeTa-
Hony. Big dinbTpaty BigraHsiote 122 n meTtaHony n
3anuLIOK MOTiM oxonoaxyTb Ao 45-55 °C. [Micns
uboro Ao 3sanuvuwky npotarom 30 xB gogawTb 52 n
TpeT-6yTunmeTmnosoro edipy. MoTiM nepemiwyoTb
we npotsarom 60 xB8 npu 45-55 °C. lMpoTAroM UbOro

Yyacy BigbyBaeTbca kpucTanisauis. Jani 4o cycneHsii
npotarom 30xB gojawTs Wwe 78n  TpeT-
OyTunmeTunoBoro edipy M NoTiM nepemilyoTb e
npotarom 60 xB npu 45-55 °C, po36aensaTb 40 4O0-
TupukpatHoro ob6'emy. [MoTiM cycneHsito NOBiNbHO
oxonoaxytTe oo 15-25 °C i 3anuwaTb nepemiwly-
BaTUCHA Ha HiY nmpu uin Temnepatypi. MNicna oxono-
OKeHHs cycneHsii go 0-5 °C kpuctanu Bigokpemsio-
I0Tb BaKyym-inbTpauieto, noTiMm nNpomMuBapTb ix 2
nopuiamun TpeT-0yTunmeTnnoBoro edipy ” cywartb y
BaKyyMHi cylumnnbHin wadi npun 70 °C.

Tabnuusa 5

JndpakuiviHi MakCMMyMMm i3 BKa3iBKOO iX
iHTEHCMBHOCTiI (HOPMOBaHOI), OTPUMaHi Npwn
PEHTreHOCTPYKTYpHOMY aHanisi 6e3soaHoi popmu B npm kyTi 20 ax go 30°

26 [°] dhia [A] IHTEHCMBHICTb I/lo [%]
3,38 26,16 4
6,85 12,90 100
7,18 12,31 11
7,52 11,74 14
7,96 11,10 36
9,80 9,02 3
11,11 7,96 2
11,58 7,64 3
12,30 7,19 5
13,30 6,65 16
13,75 6,44 26
14,38 6,16 17
14,74 6,01 11
14,95 5,92 10
15,63 5,66 6
16,28 5,44 5
17,81 4,98 10
18,33 4,83 6
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MpopoBxeHHs Tabnuui 5

OundpakuinHi MakcnmymMm i3 BKasiBKot X
iHTEHCUBHOCTI (HOPMOBAHOI), OTPMMaHi Npu
PEeHTreHOCTPYKTYPHOMY aHanisi 6easoaHoi hopmun B npm kyTi 20 ax go 30°

20 [°] dia [A] IHTeHcuBHicTb I/l [%]
18,75 4,73 15
20,51 4,33 8
20,77 4,27 8
21,47 414 3
21,96 4,05 4
2259 3,93 26
23,76 3,74 29
24,68 3,60 6
25,01 3,56 7
25,57 3,48 4
25,96 3,43 4
26,93 3,31 18
27,22 3,27 13
27,92 3,19 10

Mpuknag 4: Kpuctanisauis nonimopdy I

Monimopc I ofepXyoTb HarpiBaHHAM nomnimMop-
¢y B i3 npuknagy 3 go temnepatypu B mexax Big 30
Ao 100 °C, BignoBigHO CyLWiHHAM MpW Ui TemnepaTy-
pi.

Mpuknag 5: Kpuctanisauis nonimopdy [

BessogHui nonimopd [ yTBOpPHOETHCA NpU PO3n-
nasntoBaHHi nonimopay . MNpwn noganbLliomy Harpi-
BaHHi 3 po3nnaey Kpuctanisyetbcs nonimopd M.

Ha [OCK-giarpami popmu B cnoctepiraetbcs ui-
nui pag curHanis. Hanbinblw cunbHWiA curHan npu-
nagae Ha TemnepaTypy npubnusHo 206 °C, wo Big-
nosigae temnepartypi nnaeneHHs 6e3BoaHOI hopmu
A, sika ytBoptoeTbes B xodi OCK-ekcnepumeHTy. lMe-
ped curHanom, WO Bignosigae TemnepaTypi nnas-
JIEHHS, CNOCTEpPIraeTbCs LN psag iHWWX eHaoTepmi-
YHUX | ek30TepMiYHMX curHaniB. Tak, Hanpuvknag,
OyxXe Wupokun i cnabkuii eHgoTepMivHUA  curHan
crnocTepiraeTecst B iHTepBani Temnepatyp Big 30 go
100 °C, Wwo KOpEentoe 3 OCHOBHUM 3MEHLLEHHSIM Macu
3paska npwu noro TepmorpasimeTpuyHomy (TI) aHani-
3i. lMpu cninbHOMY AocnigXeHHi 3pa3ka Tepmorpasi-

meTpieto i I1Y-cnekTpomeTpield MOXHa odepxaTtun iH-
dopmauiio Npo Te, WO B LUbOMY iHTepBani Temnepa-
Typ i3 3paska B1AansieTbCcs TiNbku Boaa.

Ha peHTreHiBCbKii MOPOLLKOBIN AnddpakTorpami,
oTpuUMaHin ans TepmoctatoBaHoro npu 100 °C 3pas-
Ka, NPUCYTHI pedonekcu, BiAMIHHI Bid TakuXx, SKi OTpK-
MaHi AN BUXiAHOrO Marepiany, 3BigKM MOXxHa 3pobu-
TM BUCHOBOK Mpo Te, Wo dopma B npeacraensie
coboto rigpaTHy ¢hasy 3i cTexiomeTpieto gecb B Aing-
HUi remirigpaTy abo moHorigpaty. Bkasanui Tepmoc-
TaToBaHUM 3pa3ok npeacraeBnse cobo iHwy 6e3Bo-
OHy mopamdikauito I', gka, ogHak, ctabinbHa Tinbku B
6e3BogHMx ymoBax. ®opma I nnaBuTbCA Npy Temne-
patypi npubnusHo 150 °C. 3 ii po3nnasy KpucTanisy-
€TbCA We ofHa 6e3BoaHa kpucTaniyHa moamdikauis
[, gka npu noganbLloMy HarpiBaHHi NNaBUTLCA MpU
Temnepatypi npnbnusHo 175 °C. 3 posnnasy dopmu
I y kiHUeBOMY MiACYMKy Kpuctanisyetbcs dopma A.
dopma [ Takox npeacraBnsge cobow meTacTabinbHy
KpUcTaniyHy Moaugikauito, sika yTBOPIHETLCA TiNbKn
npu BUCOKMX TeMnepaTypax.
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TepmoaHnanis 6eseogHoi popmn A/B
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PeHTreHiBcbKa NopollkoBa AU pakTorpamMa deseogHol hopMu A
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PeHTreHiBCcbKa NopollkoBa AucpakTorpama 6eseofqHoi hopmu B
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TepmoaHanis chopmu B
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Komm'totepHa BepcTka J1. LlixaHoBcbka MignucHe Tupax 23 npum.
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